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(57) Abstract 

Tetrazole derivatives represented by general formula (I), nontoxic salts thereof, and drugs containing the same as the active 
ingredient. Because of having an inhibitory effect on the interleukin-l|l converter enzyme, the compounds of general formula (I) are useful 
in the prevention and/or treatment of various inflammatory diseases, wherein R 1 represents H, alkyl, alkoxy, a carbocycle, a heterocycle, 
alkyl or alkoxy substituted by a carbocycle or a heterocycle, etc.; AA 1 represents a single bond or (i); AA 2 represents a single bond or (ii); 
or AA 1 and AA 2 may together form a group of formula (a); Y represents a group of formula (b) wherein the Tet ring represents a tetrazole 
ring; Z represents alkylene, alkenylene, O, S, SO, SOj , NR* or alkylene wherein methylene is substituted by O, S, SO, SQa or NR 26 ; and 
E represents H, alkyl, COOR 27 or (iii), wherein the Cyc ring represents a carbocycle or a heterocycle. 
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-tt5* (I) '?7fs2tlZ>*&mit&®<0 J )*>. R^-COOH&fc^ 
-fZ&Zmt>$-fs AA l tf-COOH&i$GtZ&int>$i', A A 2 
#-C0 0H3fc***t&**£k*1** *oY*»-COOH*mt 

5 l-fcfc*>-«:5$; (i -a) 

R A -AA 1A -AA 2A -N-Y A (■-*) 
H 

R\ A A 1 A » AA 2A i5J:O f y A l±, R> AA\ AA 2 ££XfY 
10 fcRt*fl5*lt*>t. fc£U R\ A A 1 A , AA 2A i3J:O r Y A Ov^-ra<) 

it^mt> JttTO (a) ~ (b) ©tfifcfc i o -CMt ZZtWZZo 
(a) (I-A) ^$*i*#3&TO^?>7^ RW^M 

#r*-*a&*£*>S-f» AA lA tf7l y**^1-**«r^to?-f, A A 
15 2A ^7^&£^rf*£*i*fr2-f, Y A ^7<y^*^-f2>S^^ 
*>$1\*oY A 2|if>«>--Z-E3ltf t T h7V-;K7)^W^^LTv^ 
Sffc'&flU -fftfc^-tt* (I -A- a) 

R A * a -AA 1A - a -AA 2A --N-Y A '* (, " A " a) 

H 

20 

<**K R A_a > AA lA "\ AA 2A -'^J:O r Y A - a {i, R\ AA 1A , A 
A 2A i3itfY A tl^i:^i**^1-o fc£U R A "\ AA lA ~\ AA 2A 
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(Dtt&o ) -Z*$iib*%mt&®\U WTO (a-1) , (a-2) , 
(a-3) ttzlt (a-4) Otf&KJ: otl^ti - § & e 

(a-1) (I -A- a) ^Sft^SfclM:^^ *>, -Z 

5 (I -A- a-1) 

R A-a_ AA 1A-a_ AA 2A-a_ N _ Y A*1 (l-A-a-1 ) 



10 Z-EI^HJ (C1-47W) v'JjUt^^^v^OtL, life 
-a-1) 

XC00R 19A 
^(CH 2 ) n -X^ (»- a - 1 ) 
.. il 



15 



O 



HHIgi^ a**^ hi^SS ) *£*?U tit 

<OfB-tlifrEi:|g|Ctl*«:^to ) ^SftMfc^t-AS:^ (III- a 
20 - 1 ) 



h "So>- zA * i - eA * 1 ( H, - a - 1 ) 

N 
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Z A "-- , i5J:y r E A - a - 1 (±Zi5J:D f Ei:PJi:igi*^^-ro tztz 
U Z A - a - 1 -E A - a - I S(i-COOH^5r^-r^Si3«l:a f T5 
^r-f-^&fc^frSfcvxk^ U ^oh'j (C1-47W) S/'JJI/ 

ioRl5li«*D, fllx.tf, (fflitf, N. N-^f-* 

(a -2) -flS^ (I -A- a) T^3*iS#&l|H&&»«H *>, -Z 
10 -E&tfHJ (C1-47;K^) vV^fc^fr-ftt-^ tfcfc*>- 
tt* (I — A— a — 2 ) 



*tttWBfcnct*«r*fet. ) ■e^$*t&*HE<fc£&ii-*bS; (ll-a 

-2) 



(A*, GfiC i~4 7J^;Ht$t>u ^E-^-ttifEtracti** 



R Ara -AA 1A --AA 2Aa -N-Y j 

H 



-Are-2 (l-A-a-2) 




COOR 19A 



(ll-a-2) 



130 



WO 97/24339 



PCT/JP96/03801 



mhto ) -Cm$ti&<t&bb-»& (III— a — 2 ) 



dO-8-2-2 
N R M-a-2-1 

R nu*2-3*Sf (|||.a-2) 
C=N 2 
H 



»K Mx.{f, Chem. Pharm. Bull., 3Q, 3450-3452 
(1982) BmvU&KZ *)'if%t>ti&o mitf. T)Vzf>^ g 

10 mm) ^h^t> on- a -2) m*.i** 

'Jf7Ay>f77Wn* [L DA] 4p) 
iaK-CStBS*, ftfeftfcVf^MtWKHfta; (II- a -2) Ciotg 

15 (a -3) -tffcS; (I -A- a) t^Sfta^f&^b^O? *>, 

R A - a ^i:AA 1A -\ AA 2A ~ a f £l±Y A - a O*S£LTV^NHgi:i|££- 

v»-Mfc&Bk tak^-HR* (I -A- a -3) 

R A * 3 -AA 1A " a ^ 3 -AA 2A ^ 3 — N-Y A_e ('"A-a-3) 
20 H 

(*«K R A - 8 " 3 , A A 1 A-a " 3 :fci t^A A 2A ~ a " 3 {iR A-a .. A A 1 A_a is 
i^AA^-'^tt^^t. fc£U R A-a-3 Si:AA ,A ~ a-3 % 
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ttflrfBfcH ) -cm$ti&*&W<t&QHt-ti& (II- a - 

3) 

R^AAiA-a-AA^-X*^ ( "- a - 3) 

5 

X A -- 3 ««l^ H*K*, 3-7*S?f 

•e^^na-fk^wt-K* (in- a -3) 

10 

H 2 N-Y Ara (HI-a-3) 



(1) K^7-f K<rfflv»**tt, 

(2) a<wwi*«*«v»*^ 

20 (3) «£^*Ev»*:frft<S^»ffcft*o 

25 "CRIB*-*, #**lfc«"54 KtSftT5> (H'Vv^ hVif-ZUT 
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(^n*^, ffi^f-W>, v'xf^x-fJK r 

(2) ft<rBHfeMlf*fflV»4*tttt, Wittf, 

10 -CRIES #feitfefi^»i**»«:^fttt^«»«E (^d^a, g 

(3) *ag$J (1. 3-y">^nA^y;i/*^y^ K (DCC) , 1 
-j.f-;u-3- [3- (5Mf-JU7S>0 yntf;!/] *jl/*'y'^ K (E 

15 DC) , 2-^no-l-^f;Kf'Jyx7^37|f) £fflv**;frj£{i % 

20 4 0 ^fr^frftSo 

iftfb (l) , (2) fcitf (3) (DEU&n, ^-rtLt>*m&irz (7 

' $H (^od*M 4 Wtt + ^y, yXf]U-f)K ft>7tKn7 
25 5>3F) ^7^ K (Wi^^n^ K, 



WO 97/24339 



PCT/JP96/03801 



)v?uy4Y\ EJtg>fk';>> =ttft';>*) £-2 os-statsae-cRic; 

o 

10 f*-^n?>f h\ s&ftv^ t-2ox:~ 

5^ (if'Jy>, b >;xf-;i/75 v^;i/7-V>\ ->Vf;V7^ 
0#£T, 7 5 (^nm, i£<fcpt 

yxfjl/x-f^, fl>7fcKD77>^) 0-4 01C-CR 
15 *)?r%t>1x2>o 

(a -3) -«5$ (I -A- a) ^HJ^MOH, 
R A -'ItAA 1A -\ AA 2A - a 2£liY A - a Oil££LTV>SNHg£i&£- 
LT-7 VTft&Zte&uLX^Mt&to. tfcfc*>-«5:3; (I -A- a -4) 

o 

R 1A-a-4_ jA^4^» AA 1A-e^_ AA 2A^-4_^j_YA^ (l-A-8-4) 

20 

(5$+, R 1A -"-\ J A -'-\ AA 1A - a ~ 4 i3i^AA 2A - a - 4 {±R\ J, 
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^4*»«<b^»ttHR* (II- a -4) 

H-AA^^-AA^-N-Y^ <"" a * 4 > 
H 



HRS; (III- a -4) 

10 

R 1A-*4_jA*4_ H (|||-a-4) 



y^oo^>, f ^7kKD77^) «K N, N' 

tic* *)fr%t>tiZo 
20 (b) (I -A) -cm*ti&*%9M£&lB0> J j*>s R\ A A 1 A , 

AA 2A j3«ttfY A <^*,£l>fc< lo#7$ 
it&tiU, (I-A-b) 

R Ab - AA 1 Ab - AA 2Ab - N- Y Ab (l-A-b) 
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RA-b, A A 1 A ~ b , AA 2A " b i3«tO r Y A - b l±, R\ AA 1A , 
AA 2A i5 < ttfY A tl^C^ : S:^t>1-o fc£U R A_ \ A A 1 A_b , 
AA 2A " b i5«tU f Y A - b ^^*>^ 3 5:< t i> lo©I^7?;imt4l 
^ti?)tn„ ) r*3ft5$f&9Hfc£*li, WTO (b-1) £ 
5 fcli (b-2) ©^CJioTSjltiifc^ii, 

(b-1) -ft* (I -A-b) ^3*i4*»Wft^tttfriBLfc (a 
-1), (a-2), (a-3) iJiCf (a-4) fcR*0*j*-e»jSS 

10 2- ( h 'J fr) x h*->>f-A'2fc$fcli b 'J 7;Hor*f ^ 
£30 JCJC •j«K?itfc{fc'&«, i-4fc*»HRS (II- b-1) 

pA-Hb-^^IA^b-l.^aA-llb-l.fi.yMlb-l (ll-b-1) 



15 RA-iib-i^ aa ia-i ib-x^ A A 2A - IIb - , i3i^Y A - IIb - 1 

li, R A-b , A A 1 A_b , AA 2A - b iUO f Y A - b i:|W|i:m5r^t)1-o fc£ 
U R A " IIb -\ AA ,A - ,Ib -\ AA 2A - IIb " l i5J:0 f Y A - Ilb - 1 O-7 *> 

4>&< l-Drf-iGL&Hztobtix^zT $ ;&m& (0Utf, t-rf- 

20 2- (hV^-^^v'J^) J-h + S^f-JUfcifctt h'^^DT 

Hitlf, ffHS^t-yf-^t^y*^-^ h 'J7xz;m 
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*»***fctt««» (ffilx.tf, &Bt «W) <0**«*L<W:£*Hb 
5 o»a#4»0 - l 0 OEOfift-CRffi Ofiffcfcft** 

V^^-mM, /<7V7AI, TKttft/^^^A, r&ttS 

15 II 
it *lKfi*Bt **it f h57A'*n*7»f) *fcli*F«K (01 A 

BTT'J'^-'JAfcfcT, 0-2 0 0lCOiB*'CfT«r*>ii4« tttfflv»*# 
30 cf», T)^fj D&JiOTkStffc^ (TK^bf- h 'J "7 A> *K<k* 'J 7Af) , 
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b<D&m%izm^"c o~4 oTcosfltcfffcfcfi*. 

-n^^f-^ife, 2- (h'j AO J.h^*»f-/i'36iJJ:O t hU 7 

-C£>*U£#t::K5&£;h-£^ 0 Witf, [Protective Groups in Organic 
Synthesis] (T. W. Greene, Wiley, New York (1991)) KGltS titz 

10 (b-2) -«* (I -A-b) ?*3*i*#l&9Hfc£»ttftfBLfc (a 

-1), (a-2) , (a-3) (a-4) fcRlt»0*tt-C||jft$ 

ft, *o-hD**#*4fl:**, -ffcfc^-fca; (II— b — 2 ) 

R A-llb-2_ AA 1 A-IIb-2. AA 2A-llb-2_ N _ yA-Hb-2 (II- b-2) 

H 

15 

R A - ,Ib " 2 , AA 1A - I,b - 2 , AA 2A-iib-2 ±5 j.yr Y A-nb-2 
li, R A_ \ AA 1A '\ AA 2A ~ b i3J:tfY A - b k|BH:^i*t^t)1-o £/i 
u RA -iib-2 x AA iA-m-! ( AA 2A - I,b - 2 ±JJ:0 r Y A - Ilb - 2 O : ? 
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£JS (MIS, & XX9V9 4Y\ *m^X 5 0 - 1 5 0 TC 

-fts* (I) R% AA 1 , AA 2 fc.ttf 

(I-B) 

R B - AA 1B - AA 2B — N-Y 8 ( '" B) 
H 

R B % A A 1 B > AA"ilJ:O r Y B tt, R, AA 1 , AA 2 £ XtfY 
tmtWtiii&to+o fc£U R B , A A 1 B , AA aB £J:tfY B tf>d*>^fc 
< i: *> lo#-COOH**3-*rt**fc3*k*. ) -?*2tiZ>*%Wit 
&to&. mUlt:l3&'?&iklK-&3, (I -A) <DEtot?2>it&®* 

x*f**Sfctt2. 2, 2- h 'J ^ d oxf ;i/xxf ^i^tti S 
^fetft^l, (I-A-l) 

R A-1_ AA 1 Ari. AA^-N-Y* 1 (, - A_1 > 

H 

20 (5$*, R A ~\ AA 1 *"', AA 2A " 1 ^J:0 f Y A - 1 (i, R A , AA", A 
A 2A £J:irY A fcHi:iS**£fc?-. fc£U R A ~\ AA 1A ~\ A A 2 A 



10 



15 
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5 Elb^l^, *nD*;WA N v***^:/, 

15 ^T^t>fL-2»e 

iw^st. p h 4.2-7.2 <Dmtfo*?z\i* n h <omm t f- h 
^^ita^ifcttjBWift^^itftv*-^ o~4 oroaK-efffcfcjrtao 

Ttt t -71-)V^*t)\<&. s<yVK>3.*7-)V&&£Tf2, 2, 2-r-V 

& 2>&-?$>ti\iftfcUfc2h%^o [Protective Groups in Organic 

SynthesisJ (T. W. Greene. Wiley, New York (1 991 )) CE^?^:i <Dtf 
25 fflv><b*t*„ ifc, i*Lfe©«Kife**v^it«ikKJ:D, BWit* 
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-jftS (I) ?*3*i**S&9Ht£«K>^ R**-COOH£ 

5 +43l*«<?«r, Y* ? -COOHSi7t(i7^ 
tt5$ (I-C) 

R C -AA 1C -AA 2C -N-Y C (, " C) 
H 

(5£«K R c , AA ,C , AA 2C J3.fctfY c {i, R, A A 1 , AA^JtfY 
tRli:***^fcto fc£U R<\ AA'<\ AA^^i^Y^t^T^ 

^(iR 2o ^7 5 K3&*£fct. ) -?*2tiz>*%mt£®\±, muitz- 

ttS (I-B) fc^TKU Z&*£«iR 20 ££Wg$Rimc-CO 

HKsS (I-B-l) 

R C -AA 1C -AA 2C — N— Y 08 " 1 A" 8 " 1 * 
H 

(5$4\ Y C_B_1 li, Y c fc|5ji:iti*^a^i-o fcrtfU Y c *OZ«£ 
{iR 2 0 7& ? -COOH&£fEfc>1-o ) (III— C — 

1) 



10 



15 



141 



WO 97/24339 



PCT/JP96/03801 



R 28 

H-N (lll-C-1) 
R 29 

10 $<bK, -tt* (I) ^Sft&^ISWfc'B^?^ R> AA\ AA 
L % ^oY^OZ&SfcliR 20 ^* K&*afc-f <t£^f±-#b£ (I- 

* v&^ii&fl^&lStcttt i t iz J: o T i> * i W § & o 
15 (II- a - 1 ) ^Sft-Mb^^ W&tf, J. Med. 

Chem., 32,563 (1994), EMN#ftffili£&li 0623592 ^S£KEiSc02fi£K 

#£T i £li®EETKi5lt v 'J * * tz lif A flfcv 7* v V U 
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H&a; (I) L — 1 /j£&g£3tllWfim£ 

(i) il-1 pmmmmm 

I L — 1 /?£&S£llt&fci£ (2 OmM HEPES • ^Miti~ h 9 *7 -A 
ttttft pH7.4 , 1 OmM £{fc#'J -7^, 1.5 mM ^ffcv^^ v ^ A, 
10 0.1 mM EDTA 0 -fen -/u*#tr) fcfMRLfc. 

©«*©*Wb^»**V»l4aS» (50^1), IL-1 
(50/i 1 ) fcilfffi* Ac-Tyr-Val-Ala-Asp-MCA (10 0 

^1) SrSDX-T, 3 7TCCTRJ6S*fco Ex = 3 5 5 nm, Em = 
4 6 0 nmi-cm^iJS^M^t^^t^J: IC 50 i*»ttlU. * 
15 »* Lv»*SMHfc£*li 1 ^MJJITO I C 50 (Wit IX, %im2 

(i) ^k#»iii c 50 a ? o.o3 nU-?*><?tz 0 ) tmM-tzz-tijmz 

tltZo 

HEPES li 4 — (2-tKn^>if;^ - 1 - v^J.* ^ 
20 * >®L 

Ac-Tyr-Val-Ala-Asp-MCA 12 T >te^ JU - L - f - n ;P - L - X 'J - /l> - 
L-77-^-L-7^7^-4 ->f-A/-^DVj;V-7 -7 5 

25 
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ffimm* JEtfife, JE&> 'Mfc&, MM, 7^7^ 

>fv-^ /<-*>V>*, «JfiL*PMFs ttitmi, 

10 tf*#lf»ttKH**«U ^TO£> AIDS> ARC 

(AIDSMifel) , j£AT*BJESlfiL#i, sgattM&SJfil*, #ttt£, 

&X1£»M. *AttfirtHU WfiMWMW* «^hD7^- 

20 (i) ^s^***^^ *omm<omttm&* ttza 

f) 

H£&^\ IftA-A*fctK lmgH 1000 mg© 

25 f&B-C, 1 B lmfrb&m&O® 1 *** 1 **^ 4fctt*A-A*fc»K 1 
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mtco§, lmg^f>10 0mgOW> 1 0 1 EI^<b&lI12M£0&4 

10 ftp^ofcaoBttififcfcKi*, *y-t^j> now, *a 

ioiH SttOA* Kfc^Tti, ttioifcii* ti&± (DftmoW, 

25 u&5-<otz*><nm&mto&, tmto\zft®*tiz%MMs mm&s ->n 
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k.\mw&. iz$%$tiz> 0 *fStt&*tt*l 

^csii, mmwximmu wx&l msm. %mu mmn 

-So iOft*»tt^fgtt4*««iJflintcffiilSK**t M * Aco J: ? 

10 hy^A**v»tt^x>KoJ:^«:^a#l*'&lrLTv»T4J:v» 0 

-M©IWL*ttf4,«it.tf*iMSF«F* 2,868,691 J: tFPJ* 3.095,355 

*tto»iww, mm. %mMi&$"rz>o &&<D®mm. mmmttx 

mmm. %im. &feim win. y?v-x) . mmmnm 
20 mm. 7*9 *y&. t oi^wimn't 

25 3mn&5-<r>tz#><D*<Dm<D&&V!)t LXii, l>t-Ditzit^tli^±<D 
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^nv^77^-CJ:JWM, T L C£ i IFH P T L C Ktf £ 

10 SK«fflLfc#**3pLTV»*. TLC<0^1/-Mi^^aO5 7 1 5 
*fflv\ HPTLC^^l/- hti^ J^ti^O 5 6 4 2 *JBv>fc 0 v'J* 
^Wi#K}|£#fcv>R»MA'*tt<0 7 7 3 4 £JBv>fco 
gttfll 

N- ( (N- (3-7x-Jl/7*D et-^) -L-'tV-AO — L — T 
15 9— -3-7S V-4-**7-5- (5- (2, 6-7^od7x 
fh77-Ji'-l-0) -*;/*>Sft- t-7"f;vxxf ^ 
(1) teXVN- ( (N— (3-7x-^7*oi:t-Jl/) -L-AV-^) 
-L-77-^) -3-T5/-4 -**V-5- (5- (2, 6 - v ^ 
DU7x-JMfJl') ff7 , /-^-2-'f^) ^>*>$- t-^f-^ 
20 xXtA' (2) 




(1) 
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N- ( (N- (3 -7x-;u7n \£*~n,) -L-><y — L — T 
5 -3 -75 y-4-**V-5-7*n^>?;/$ • t -7** 

xXr^ [J. Med. Chem., 2Z, 563 (1994) KfB^^ftK <t oTM L 
£<, ] (298 mg) ©N, N-*^f^**A7 5 K (5ml) 
Wfcfclf^A (144 mg) i:5- (2. 6 n n 7 X-** ^;W) r 
h7/-iV (249 mg) SrUDxfeo RJ6fi£»*££? 1 Bffl*#Lfc„ 
10 Rl&S-frfcC**!!!*., ^if^-CttUiL/:. fflmtf^^fO^b^ h D 

AM-6 0 0H (t Aiffftj?? ; &.&£) y'i*^»t*5A^D-7 
YP^y* (;odwa : ^ ^ y — ;u = l 00: l — 5 o : l) Kio 

tumku ^fttttt^^r-t**^ i (i) it^m (37 mg) £<ttm 

15 ifcflll (2) it!?® (147 mg) «r«e*L-rit»fc. 
HSfetffll (1) 

HPTLC : R f 0.33 W 0.30 (?OD)|>W : ^ ? y-^ = 1 9 ; 

1) ; 

NMR (DMSO) : 8 8.89 JkXf 8.66 (&t>-&X 1H, d, J=7.9Hz), 
20 8.29 Rtf 8.28(£-fr-£T 1H, d, J=7.9Hz), 7.83 7.81 

T 1H, d, J=7.9Hz), 7.53 (2H, d, J=9.0Hz), 7.41 (1H, t, J=9.0Hz), 
726-7.11 (5H, m). 5.86, 5.83, 5.79 5.75 (£to-£T 2H, d, 
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J=1 8.0Hz). 4.85 JkV 4.64 (&t>*£X 1H, dt, J=7.9Hz,6.7Hz). 4.35- 
4.06 (-g-fc-tfT 4H, m), 2.87-2.72, 2.72-2.57 RXf 2.57-2.35 (&t>-£X 
8H, m). 1.94-1.80 (1H, m), 1.40 RXf 1.39 (&t>-£X 9H. s), 128 
J$LTf 125{£t>ltX 3H, d, J=9.0Hz), 0.80, 0.76 Rtf 0.71 
5 T 6H, d.J=6.7Hz) 0 

%mm\ (2) 

HPTLC : R f 0.40 (?un*;i^ : p< *y-;i/=i 9 : 1) ; 

NMR (DMSO) : S 8.80 TSlXJF 8.53 (£-fr-£T 1H, d,J=7.9Hz), 
829 JkV 827 (£t>-£X 1H, d, J=7.9Hz), 7.88 7.84 

10 T 1H, d, J=7.9Hz), 7.51 (2H, d. J=9.0Hz), 7.36 (1H, t. J=9.0Hz), 
7.28-7.12 (5H, m), 5.89, 5.83, 5.79 JBlV 5.71 X 2H, d, 

J=1 8.0Hz), 4.78 Xtf 4.56 (£fr-£T 1H, dt, J=7.9Hz, 6.7Hz), 4.50 
4.49 {£fc-rc 1H, s),4.22 £tf 4.21 (1H, dq, J=9.0Hz, 
7.9Hz), 4.16 M 4.14 (1H, dd, J=9.0Hz, 7.9Hz), 2.83-2.70 RV 

15 2.70-2.36 (£fc-£T 8H, m), 1.95-1.80 (1H, m), 1.36 1.37 (<kt>*tX 
9H, S),124 £lf 122(£-fc-£T 3H, d, J=9.0Hz), 0.82 , 0.81 
JSLV 0.76 (£*>-£T 6H, &4 d, J=6.7Hz)o 

mmmi (3) ~i (6) 

5- (2, 6-^00 7x^1/^^) r h^V-ZKaftfr 1 } 
Utti^l (3) 

N- ( (N— (3-7x-;pynkft-;w) -L-^*'J-;u) -L-7 
7-^) -3-75 ,/-4-**V-5- (5- (4-^f^7xy+v) 

25 fF7 , /-/i'-i-'fA') s<>?y&- t -7*f ;vx^f ^ 
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hptlc : R f 0.21 (?uu*)i<A : > 9 \ 9:i); 

5 NMR (CDCI3) \ S 7.64-7.54 (1H,m), 7.35-7.12 (1 OH, m), 6.72-6.61 

(1 H, m), 6.07-6.00 (1 H, m) 5.57 (1 H, d. J=1 8.5Hz), 5.25 (1 H, d, J=1 8.5Hz), 
4.98-4.81 (1H, m), 4.50-4.30 (1H, m), 4.21-4.07 (1H, m). 3.03-2.84, 2.84- 
2.63 RV 2.63-2.52 {&t>-£X 8H, m), 2.34 (3H, s), 2.15-1.95 (1H, m), 
1.42 (3H, d, J=8.0Hz), 1.40 (9H, s), 0.87 RV 0.82 3H. d, 
10 J=6.8Hz) 0 

mmmi (4) 

N- ( (N- (3 -7x-;l/7n \£*-)V) -L-^'U-^) -L-7 
7 -;U) -3 -75 /-4-**7-5- (5- (4->WxM-» 
f h 2 -4 AO ^>?>Bfc- t-7"f;vi^f^ 

15 




hptlc : R f 0.27 (*db#/ua : **;-)i<=i 9:1) ; 

NMR (CDCI3) : 8 7.79-7.67 (1H,m), 7.31-6.98 (10H.nl), 6.40-6.29 
20 (1H, m), 5.69 RV 5.68 "C 1H, d, J=1 7.0Hz), 5.46 RXT 
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5.45 (&t>*tX 1H, d,J=1 7.0Hz), 4.92-4.75 (1H,m), 4.59-4.38 (1H, 
m), 4.32-4.19 (1H,m), 3.01-2.83, 2.83-2.65 RV 2.65-2.49 (&t>-£X 8H, 
m), 2.33 (3H f s), 2.11-1.80 (1H, m), 1.41 (9H, s), 1.38 (3H, d, J=8.4Hz), 
0.92-0.73 (6H, m) 0 

5 mmmi (5) 

n- ( (N- (3-7i-)^d -l->^)-)\>) — L — 7 



hptlc : R f 0.13 (^od^a : ^^y-;p= i 9 : l) ; 

NMR (d6-DMSO) I <J 9.02-8.92 RIF 8.66-8.55 (&t>-£X 1H, m), 
8.36-8.24 (1H, m), 7.91-7.75 (1H, m), 7.30-7.05 (5H, m), 6.17-6.04 (2H, m), 
1 5 4.91 -4.74 RXf 4.68-4.50 (&t*tX 1 H, m), 4.32-4.05 (2H, m), 2.90-2.65 
RV 2.65-2.27 {£t>*tX 8H, m), 2.00-1.75 (1H, m) 1.38 RXf 1.37 (&t> 
•£X 9H, s), 1.28-1.12 (3H,m), 0.92-0.67 (6H,m) 0 

mmmi (6) 

N- ( (N- (3-7x^7oift-;V) -L-A'J -/U) —L — T 
20 y-fr) -3-7<y-4-**V-5- (5- (N, N-y>W5 




COO-t-Bu 



>-CF 



3 
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TLC : R f 0.31 (?uo*;i/A : > ^ y — jp= l 5 : 1) 0 

NMR(d6-DMSO):$ 8.78 8.54 (&t>-£X 1H, m), 8.29 
5 (1H,m), 7.88 (1H.m), 7.21 (5H,m),5.61 (2H,m),4.79 M 4.58 (&t>-£ 
T 1H, m), 4.19 (2H, m), 2.94 (6H, s). 2.88-2.35 (£t>-£T 6H, m), 
1.90 (1H, m), 1.40 (9H, s), 1.23 (3H, m), 0.80 (6H, m) 0 

%m\2 (1) 

N- ( (N- (3-7x-;v7n tf*-;w) — L — 7 

10 7-A/) -3-T5 /-4-t^V-5- (5- (2, 6-y^OD7x 




15 jllMll-eiiaLfcfl:^* (1) (23 mg) <D**7-V-)V (0.17 
m 1 ) tm-ZW-ns (o.15m 1) MJ 7A'*nftK (2ml) 

tJmxTto RlSS^«rMS^3 0#Hi£#L£o Kl&il**«r h A/Jt> 

#SI9Hfc£«[l (1 7mg) 
20 TLClRf 0.31 (^DnjJ>;wA:^^y-;J/:ftg?=l 8:i:i) ; 
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NMR ((J6-DMSO) : S 8.93-8.82 RXf 8.75-8.64 {&t>*tX 1H,m), 
8.33-8.20 (1H,m), 7.87-7.75 (1H,m), 7.65-7.32 RXf 7.32-7.05 (£-fc*T 
8H, m), 5.98-5.67 (2H, m), 4.83-4.57 (1H, m), 4.41-4.00 (2H, m), 2.95-2.66 
RV 2.66-2.25 (^fr-tfT 6H, m), 2.00-1.74 (1H, m), 1.35-1.15 (3H, m), 
5 0.90-0.62 (6H, m) c 

mm 2 (2) -2 (6) 

«wit»ufl:« (i) <oftt>*)Knmmi (2) -1 (6) 
<D<t&mzm»T* nmm2 (1) tmm<o&mu >&E%h\m£t 

10 3g%ti2 (2) 

N- ( (N- (3-7i-;i/7*n^^) -L-'*'J s«0 - L — 7 
-3-75>-4-aJ-*V-5- (5- (2, 6-^no7x 




TLC : R f 0.43 (^odwa : * *y l 8 : l : l) ; 

NMR (d6-DMSO) : 5 8.86-8.71 W 8.64-8.52 (£t>-£X 1H, m), 
8.33-8.18 (1 H, m), 7.92-7.80 (1H, m), 7.57-7.43 RXf 7.43-7.30 (3H, m), 
20 7.30-7.07 (5H, m), 6.00-5.75 (2H, m), 4.79-4.63 R Xf 4.63-4.40 (£- t>*tX 
1 H, m), 4.50 (2H, s), 4.27-4.05 (2H, m), 2.78-2.66 RXf 2.66-2.25 
X 6H, m) t 1.97-1.75 (1H, m), 1.31-1.15 (3H, m), 0.88-0.68 (6H, m) 0 
MMW2 (3) 
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N- ( (N— (3-7x-J^d^) -L-AU-;U) — L — 7 
7iJP) -3-757-4- t^V -5 - (5- (4->f^7x;^fy) 




XOOH 
= " O N«n| 



tlc : R f 0.34 (^dd*w : *t i 8 : l : l) ; 

NMR ((J6-DMSO) : <5 878-8.67 TkXF 8.67-8.54 (1H, m), 8.32-8.16 
(1H, m), 7.92-7.80 (1H, m), 7.33-7.08 (9H, m), 5.65-5.30 (2H, m), 4.77- 
10 4.55 (1H, m), 4.35-4.03 (2H, m), 2.77-2.66 2.66-2.37 (&t>-£X 6H), 
2.32 (3H, s), 1.98-1.75 (1H, m), 1.30-1.15 (3H, m), 0.87-0.67 (6H, m) 0 

mmm2 (4) 

N- ( (N- (3 -7x-^7D Vt-fr) -L-A'J-JL') -L-7 
7-)V) -3-75 7-4 -**7-5- (5- (4-^f^7x;tv) 
15 fh7 , /-^-2->(;v) /^r/K 




TLC : R f 0.51 (*dd*;pa : /• :ft$= l 8 : l : l ) ; 

20 NMR ((J6-DMSO) I 5 8.86-8.71 £tf 8.62-8.52 (1H, m), 8.32-8.18 
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(1H. m), 7.93-7.79 (1H, m), 7.32-7.07 (9H, m), 5.91-5.58 (2H, m), 4.78- 
4.65 JkXf 4.65-4.49 (1H, m), 4.30-4.06 (2H, m), 2.80-2.68 (2H, m), 2.68- 
2.34 (4H, m), 2.31 (3H, s), 2.00-1 .75 (1 H ( m), 1 .32-1 .1 5 (3H, m), 0.87-0.70 
(6H, m)e 
%HM2 (5) 

N- ( (N- (3-7x-;^d -L->v)=-)V) — L - 7 

y~)l) -3-7$y-4-t^V-5 - (5 - h ') 7 * ? frr V 




tlc : R f 0.28 (^do*m : * ? j-iv l 8 : l : i) ; 

NMR (d6-DMS0) : S 8.98-8.84 W 8.71-8.59 {&t>-£X 1H, m), 
8.35-8.22 (1H, m), 7.92-7.77 (1H, m) 7.32-7.06 (5H, m), 6.26-5.90 (2H, m), 
4.81-4.54 (1H, m), 4.35-4.07 (2H, m), 2.92-2.30 (6H, m) 2.01-1.85 (1H, m), 
1.34-1.15 (3H, m), 0.93-0.69 (&* 3H, m)o 

nmM2 (6) 

N- ( (N- (3-7x-;^uift-ji/) -L-;V)-)U) -l-7 
9 — *) -3-7S/-4-**7-5- (5- (N, N-S>*^;U7S 
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^COOH 
8 O N^ N ' \ 



• CF3COOH 



tlc : R f 0.24 (?nn*u : ^ 9 j-fr 1 5 : 1 : 1) ; 

NMR (d6-DMSO) : S 8.71 T&V 8.54 (&frl£X 1H, d,J=10Hz), 
5 8.28 TkXf 8.21 { J at>^tX 1H, d, J=6Hz), 7.88 JIF 7.84 {4rt>*X 
1H, d,J=10Hz), 7.20 (5H.m). 5.70-5.46 (2H, m), 4.70 RV 4.55 
t>-tX 1H, m), 4.20 4.15 (£fr-£T 2H, m), 2.93 (6H, 
S), 2.80-2.40 (£t>-£X 6H, m), 1 .90 (1 H, m), 1 .23 (3H, m), 0.80 (6H, m) 0 
£jfc«3 (1) ~3 (7) 
10 N- ( (N- (3-7x-)^Dh't^) -L-A'J-^) - L-T 

-3-7^-4-t + 7-5-7n ; e^>^>^- t 
xxf ;KDftfc»?K3- (N- (2- (AmKo-2-t + V-3S 

7 5 y _ 4 -t^V-5-7"o ; e^ , /^>®!- t -"/f-;Px^r;U[J. Med. 
15 Chem. f SZ. 563(1994) KdWtfMSK J: oT^IH/:, ] tffl^-T^r 

mm (1) 

3- (N— (2- (^tKD-2-t*V-3S- (7i-l^^ 
y _5_ (5 _ (2, 6->*?nD7x-iMW) r b 7 1 - 
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(£4», *liR*£l±S#?;fc*£ k*mt>? 0 ttzmEVtZh, 1LW 
5 fll*ft36$*lTW»a:v» 0 LtJ>U H»«3 (3) «02l^?rat>to ) 

H P T L C : R £ 0.24 > : ft»xf/i/= i : i ) ; 

NMR (CDCI3) : <J 7.80 W 7.64-7.13 (&t>-£X 10H, m), 5.82, 5.78, 
5.60 Rlf 5.52 2H, d, J=18.0Hz), 5.06-4.78 (3H, m). 

4.34 JkXf 4.30 {£t>^X 2H, s), 3.56 (2H, m), 3.12-2.61 (2H, m), 
10 2.33-1.10 (9H, m), 1.42 1.41 (£t>-£X 9H, s)o 

IW3 (2) 

3- (N- (2- (MtliKD-2-*^V-3S- (7x^A ;u 

V - 5 - (5- (2, 6-^D07i-iMf;V) fb7V-^-2- 
15 W^) s<>?>&' t-ri-PX-ATfr 




20 «itftS£3ifCv*fcv\, L*U (4) 0&tf>£tf:*^*>-f «> ) 
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hpt LC : R f 0.32 : ftK^^^= 1:1); 

NMR (CDCI3) : S 7.82 RTf 7.68-7.10 {&t>-£X 10H, m), 5.85-5.50 
(2H. m). 5.13-4.75 (3H, m), 4.60 Rtf 4.57 {£rt>*tX 2H, s), 3.51 
(2H, m), 3.02-2.50 (2H, m), 2.30-1.20 (9H, m), 1.42 1.40 (4?t>-#X 
5 9H, s) 0 

nmrns (3) 

3- (N— (2- (A^kKo-2-**V-3S- (7x-)^ 

V- 5 - (5- (2, 6-^DD7x-^fM rh^V-^-l- 
10 4*) ^>^>B6- t-7f^^f^ 




15 iMS?Wv^v> 0 Lri*U li«3 (1) OifioaifrtSfc-fo ) 

hptlc : R f 0.29 : &&^f-^= 1 : 1) ; 

NMR (CDCI3) : 8 7.86-7.08 (10H, m), 5.85-5.38 (2H, m), 5.06 (1H, m), 
4.96-4.72 (2H, m), 4.60, 4.57. 4.33 W 4.28 (&t>-£X 2H, s), 
3.65-3.30 (2H, m), 3.02-2.50 (2H, m), 2.28-1.20 (18H, m) 0 

20 %WkZ (4) 

3 - (n- (2- Kn -2 -**V-3 S- (7i-)^^ 
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V- 5 - (5- (2, 6-^00 71-^^) t\-7V-)V-2 - 

4 )U) t-Tf-^^T^ 



m^^?^TV^v> 0 Lri*U H*fe^!l3 (2) <DM<D±L®.*m.t>-t 0 ) 
HPTLC : R f 0.42 : ft&if-;u= 1 : 1) ; 

NM R (CDCI3) : S 7.85-7.10 (10H, m), 5.80-5.43 (2H, m), 5.10 (1H, m), 
1 0 4.82 (2H, m), 4.56 (2H, s), 3.60-3.28 (2H, m), 2.87-2.54 (2H, m), 2.29-1 .20 
(6H, m), 1.46 (3H,d,J=8.0Hz), 1.33 W 1.32 (£fc>-TC 9H, s)» 
(5) 

3- (N— (2- KttKn-2-t + V-3S- (7xc;^^ 
15 V-5-(5 - Y*)-7fr*u*<f-frT l*7V-)V-2 -J^sO* • 



20 (5^ *{iR5^tiS^-C*^- t*mt>to ttm&<OtZ.h, Ufa 

«it^$nTv^v^ e %mmz (6) oi^s^^bt. ) 
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H P T L c : R f 0.39 > : i:i); 

NMR (CDCI3) : 8 7.89-7.32 (5H, m), 6.05, 5.95,5.76 RU 1 5.69 (£■ 
fc>-£T 2H, d,J=1 7.5Hz), 5.1 5-4.75 (3H,m), 3.55 (2H,m), 3.08-2.56 
(2H, m), 2.32-1.20 (6H, m), 1.48 (3H, d, J=7.5Hz), 1.42 (9H, s) 0 

5 nmm3 (6) 

3- (N— (2- ('v+'frfc Kn-2-**V-3 S- (7x-;V*Jl/ 
#-^T5/) 7-iffcf>-l — f *) ) 7neti^) 7? 
V-5-(5-l> , J7^n^f;i'f >7V-^-2-^^)^'/^>K- 



NMR (CDCI3) : <5 7.79 7.62-7.28 (^fr^T 5H, m). 6.06, 6.03, 
5.84 & 5.76 (£fr-£T 2H, d, J=17.5Hz), 5.01-4.74 (3H, m), 
3.55 (2H, m), 3.08-2.56 (2H, m), 2.32-1 .20 (6H, m), 1.48 (3H, d. J=7.5Hz), 
1.42(9H,s)e 

20 %mmz (7) 

3 - (N- (2- (^^HJ-fc Kn-2-**7-3 S- (7x-;M ;u 
^•-;UT5 y) 7 1-4*) ) 7ni£*->U) 7S/-4-:** 

V - 5 - (5-7i^^f^f h7 , /-^-l-^) ^y?>&- t 




H P T L C : R f 0.27 > : *»if^= i:i); 
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5 TLC:Rf0.33 n ntfjUA : * * J -)V= 1 9 : 1 ) ; 

NMR (DMSO-d6) : 8 8.77-8.47 (1H, m), 8.22 (1H, d, J=6.6Hz), 7.79 
(2H, m), 7.46 (3H, m), 726 (5H, m), 5.65 (2H, m), 5.1 9-4.62 (3H, m), 4.10 
(2H, m), 3.50 (2H, m), 2.80 (1 H, m), 2.56 (1 H, m), 1 .99-1 .50 (6H, m), 1 .40 
(9H,s), 1.36(3H,m) 0 
10 nMM4 (1) -4 (7) 

mmMi?mikitzit£m d) <nftt>*)K%mmz en ~3 (7) 
©flte**jflv»-c, %mm2 (1) tm&v&miT, jaTKwLfc* 

%mm* (1) 

15 3- (N— (2- (A^ttKn-2-t^rV-3S- (7x-^^ 

jK~;i/T^V) 7<V\£>- 1 -4 ^) ) ^ne*-^) 7?y-4-t^ 
7-5- (5- (2, 6 - ^nn 7i-;Mf^) f h 7 V- 1 - 
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HPTLCIR f 0.34 0.30 a a^jl/A : * ? y -;P = 4 : 1) ; 
5 NMR (d6-DMSO) : 5 8.57-8.22 (2H, m), 7.80 (2H, m), 7.60-7.30 (6H, 

m), 5.89 (2H, m), 5.00-4.55 (3H, m), 4.32 (2H, m), 3.51 (2H, m), 2.60 (2H, 
m), 2.00-1.43 (6H, m), 1.31 (3H, m)o 

mmw4 (2) 

3 - (N- (2- (A4rttKn-2-t^V-3S- (7x-f*^ 
10 *'-ji/7 5;) yWy-\-4fr) ) ^B^*-*) 7^-4-t + 

y_ 5 _ ( 5 _ (2, 6-^DD7x^)Mf)P) Thy V — )V — 2 — 




(£*, *{iRifcliS tZ&to+o itz$L&OtZ^ 

*a*36**tTV»3fl:v» 0 Lrt»L, $Jfc0I4 (4) O&O&#£^fc>1- 0 ) 
HPTLCIR f 0.41 Stf 0.32 (*nn*/l/A:* 4 : 1) ; 

NMR (d6-DMSO) :8.46-8.26 (2H, m), 7.79 (2H. m), 7.60-7.29 (6H, m), 
20 6.06-5.66 (2H. m), 4.96-4.54 (3H, m), 4.49 RXf 4.43 (&tn£X 2H, s), 
3.50 (2H, m), 2.61-2.36 (2H, m), 1.98-1.45 (6H. m), 1.29 (3H, m)o 
%mM4 (3) 

3- (N— (2- (AHtf'D-2-t^v-3S- (7x-;i/# fl/ 
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V - 5 - (5- (2, 6-^nn7xiJMf^) r h 7 V- ;U - 1 - 




tti&&5£3ivcv»fcv>. LfrU £Jfe03 4 (1) «tf>&ttfc£fc1- 0 ) 
HPTLC : R £ 0.37 (^dd*w : ;**y-;i/=4 : 1) ; 
10 NMR (d6-DMS0) : 8 8.53-8.26 (2H, m), 7.84 (2H, m), 7.48 (6H, m), 

5.86 (2H, m), 5.15 (1 H, m), 4.86 (1H, m), 4.66 (1 H, m), 4.34 (&t>-£X 2H, 
s), 3.5 (2H, m), 2.59 (2H, m), 2.02-1.53 (6H, m), 1.33 (3H, m) G 

mm* (4) 

3- (N- (2- (A^ftHKD-2-t*V-3S- (7x-^*JP 
V - 5 - (5- (2, 6-^nD7j-Wf^) r YyV-)V- 2 - 
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*aiftS6$*iTV»«:v» 0 Lri»U 4 (2) O£tf)£#££;b1-o ) 

HPTLC : R f 0.43 (^od*w : * *y-;u=4 : l) ; 

NMR ((J6-DMSO) : 8 8.51-8.21 (2H, m), 7.86 (2H, m), 7.60-7.28 (6H, 
5 m), 6.00-5.68 (2H,m), 5.11 (1H,m), 4.89(1 H, m), 4.68(1 H,m), 4.50 Rlf 
4.48 (&t>*tX 2H, S), 3.50 (2H, m), 2.53 (2H, m), 2.00-1 .55 (6H, m), 1 .33 
(3H, m) 0 

mmm4 (5) 

3- (N- (2- (A^ttKo-2-t*V-3S- (7x-;i/*;i/ 
10 **-;V7 * J) ) zrn\£t-^) T\ J - 4-** 

V - 5 - (5-f'J7;i/tn>Wl>7y-^-2-'f;i/) 

r N 
k N 




15 *ttRifcttSfr?**£fc*£k1"o 

ft TV>fcv> 0 L*U liM4 (6) <7)»35:^tat>-to ) 
HPTLC : R f 0.35 (^nn*H : * 9 ;-fr=A : 1) ; 
NMR (CJ6-DMS0) : <J 8.59-8.16 (2H, m), 8.00-7.76 Rtf 7.65-7.40 (£■ 
fc*T 5H, m), 6.29-6.00 (2H, m), 5.13, 4.89 4.70 3H, m). 

20 3.6-3.1 (2H, m), 2.66-2.39 (2H, m), 2.00-1.51 TkXf 1.48-1.05 (&t>-£X 
9H, m)o 

mmm4 (6) 

3 - (N- (2- (A^KKn-2-**V-3S- (7x-j^^ 
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^*-;l/7 5 J) 7W>-1 -A )l>) ) 7=y_4_** 
V - 5 - (5 - f V 7Jl/to^f Ji/f F 7^-^-2 - 'fJV) ^>*>$ 



COOH 




ffi&&fcztix^%^ 0 ifri, mmm* (5) ^oa:#^gfeto ) 

HPTLCIR f 0.30 0.24 dd*;^ : * * J -;l/= 4 : 1) ; 
NMR ((J6-DMSO) \8 8.60-8.30 (2H, m), 8.00-7.70 W 7.60-7.30 
10 fc*T 5H, m), 6.36-5.99 (2H, m), 4.95-4.50 (3H, m), 3.6-3.1 (2H, m), 
2.65-2.40 (2H, m), 1.98-1.20 (9H, m) 0 

nmm4 (7) 

3- (N- (2- (A^ftKD-2-t^V-3S- (7x-;W*;i/ 
^*-;l/7^/) 1 -4 ^) ) yne*-;i/) 75y-4-t^ 

15 7-5- (5 -7x-;Mf^f h?*/-*- 1 --f/U) ^?>g£ 




HPTLCiRf 0.70 (^nn*;i/A:^^/-;i/:7K=6 : 4 : 1) ; 
20 NMR (DMSO-d6) : <J 8.40 (2H, m), 7.85 (2H, m), 7.50 (3H, m), 7.27 
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(5H, s). 5.72 (2H, m), 5.22-4.58 (3H, m), 4.14 (2H, m), 3.45 (4H, m), 2.59 
(2H. m), 1.96-1.50 (6H, m), 1.31 (3H, m) 0 



if^yTyT-bf - Y (1.53 g) thV* f-A'f- >7*f<< K [ (CH 
3 ) 3 S nN 3 ] (3.67 g) t (2 0ml) <D%4i®* 1 4B#IK|jt 

10 stLL^o mBU^m^lSMLtZo (3 0 0ml) iZ&m 

U lN£$jjt&i£ (15 0ml) fciJD*., 3 BfWltftL^o 

*fmL^@ft:^^iiL, %.<7>%!)&m*Gi-Z>mmit&V3 (783 m 

15 g) ZWZo 

TLC : R £ 0.23 (^D#i : > ?y-;i/=4 : i) ; 

NMR (CD30D) : 3 4.22 (2H, q, J=7.0Hz), 4.12 (2H, s). 1.27 (2H, t. 
J=7.0Hz) o 

mm i (i) 

20 h 



5 
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TLC : R f 0.25 (^QO-tW : 19:1) ; 

NMR (CD30D) : S 7.74-7.55 (3H, m), 7.50-7.32 (3H, m), 7.20 (1H, d, 
J=16.8Hz) 0 

5 -7x-Jl-Xf;l/7 b y V- )\< 




##Mi (l)fgj|Udl:^(1.0g)i:l 0%^7v^A-^(200 
mg) ti^-^ (40ml) ^^^^ffl^T, ^StMftWit 

^O^ttfi * 1 1 & ^Sfk^^ £ Vk tzo 
TLC : R f 0.25 (^oa*H : ^ ^y-;i/= l 9 : 1) ; 
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NMR (DMSO-CJ6) : 8 7.38-7.10 (5H, m), 3.26-3.12 <2H, m), 3.11-2.97 
(2H, m) 0 

1 - (4 h^^7x-;i'^f-;w) rh7 x /-^ 

5 

H 




Y^i/^yi/'^T^y (2 7g) t h V if^tJl' V*;P> - h 
(52.4ml) tT : J\t-f b (19.2 g) (176 m 1 ) 0?t<£$> 

10 £8 0T;-ei 4B#K#fc#L£o Zl^tift *IU *§&&7Mcj§#U 

15 M%m (17.6 g) 

T L c : R f 0.34 {^tt > : ft»if^ s l : i ) ". 

NMR (CDC 13) : «5 8.46 (1H, s), 7.26 (2H, d, J=8.5Hz), 6.92 (2H, d, 
J=8.5Hz), 5.52 (2H, s), 3.81 (3H, s)„ 

mm 4 

20 1- (4->h^f->7x-JMf;l') hy^/-)V 
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Br 




##0H 3 ?m&LMt&® (5.0 g) <Of F7tKo77> (112ml) 
t N. N, N'.N'-r h^f-A'Xf- VVVTS > (11ml) MtCT;l/=T> 
5 #ffl^T, -6 1.67 MOn -yf-^'Jf-^A^^r^V^ (15.8 

m 1 ) *Mz.tz 0 1 0»ia AX (1.36m 1 ) O 

r h7tKD77> (8ml) »ifc*fflaft-e?*TLfc. Kfc&&%l* 

- 7 8V?3 ofrmmwL, or*-caflEt±»$*^« 
iotuKu * #t * mmt&VD (2.2s g ) 

TLC:Rfo.63 (A^t>:^f^=i : D ; 

NMR (CDCI3) : <5 7.29 (2H, d, J=8.5Hz), 6.87 (2H, d, J=8.5Hz), 5.48 
15 (2H, s), 3.80 (3H, s) 0 

1- (4 ^'>7x;iMf^) -5-p< h+yf h 9 




20 

aM^-ea&Lfcfltett (507 mg) <£M*y-;i/ (5ml) fcjfcK 
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OWi- Y 'J *Ji»* h*vK (509 mg) fcflO*.fco RlB*^* 0 "CC 
jtejc.«»^^*->9A"C«*L, SUHLfco 8fl£*NAM-6 0 0H 
4AV (355 mg) Wt. 

tlc : R f 0.53 (^*^ :ftKif^= i : l) • ; 

NMR (CDCI3) : 5 7.24 (2H, d. J=8.5Hz), 6.87 (2H, d, J=8.5Hz), 5.18 
1 0 (2H, s), 4.22 (3H. s), 3.79 (3H, s)o 

5-^ h4r*>r Y9'/-A> 

OCH 3 
N-N H 

15 

5 Lfc-ffrfrft (355 mg) ©T-fe b - h 'J * (8ml) « 
ttt-OICCT^^e-fA-tV^A-M/- b [CAN] (4.41 g)©*(6 
ml) KfcM&Vs z 

by **x^^-caiaiLfc 0 jama* 

20 fiftttfl:^ b 'J •> A;jt®?fc-Cifei£ t , b V f A -Cte* L > ift*g 

L/: c »a*x—f^Tft»L, *©»tSMI**Fl"*«Hft*tt (66 m g) 

TLC : R f 0.20 (^dd^w : * ^y-;v=4 : 1) ; 
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NMR (CD30D) : S 4.15 (3H,s) • 




5- (2, 6-/^071-^^) t YyV-)V (355 mg) t 
5%A-7y^-Rl (93mg) 9J-)\> (8ml ) 

TLC : R f 0.50 (^oo*ii/A : > : i 8 : l : l) „ 

mrnms d) -5 (1 6 0) 

N- ( (N- (3-7x^7"olft-Jl/) -L-/*V-)l>) -L-7 
y=.)V) -3-7?/-4-t^V-5-7 , n^>^>Sl- t-^^ 
15 X7.-T JWOftfc •) (CN-^vy** *v#;W*'~;U- 3-75/-4-t 
*7- 5 -7'D^E^>^ t -rf- [EP 0623592 -5§- HJfe 

«i#aa] tsstsf h7-/-;Ht^ (mi*, ##03 k ##0!ii 

(lK ##0U2, ##0f6i^{±##0U7-CiS^L^b^) £fl§V>T, 

20 3L6fc095 (1) 

N-^y^^^^rv*^^-^- 3-75 y-4 - (5- 
(2, 6-y^D7x-;Mf^) r b yV-fr- 1 -^;u) 
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ci 



cr 



5 tlc : R f 0.45 (^wv :ft»if-^=3 : 2) ; 

NMR(CDCI3): 6 7.44-7.15 (8H, m), 5.86 (1H, d, J=8.0Hz), 5.69 (1H, d, 
J=1 8.7Hz), 5.55 (1H, d, J=18.7Hz), 5.20 (2H, s), 4.70-4.54 (1H, m), 4.33 
(1H, d, J=16.4Hz), 423 (1H, d, J=16.4Hz), 3.10 (1H, dd, J=17.6, 4.4Hz), 
2.76 (1H, dd, J=17.6, 5.0Hz), 1.41 (9H, s) 0 

10 nmms (2) 

H-*y*;*** f s1l*#-*- 3 -757-4-** 7 -5 - (5 - 
(2, 6-^D°7i^f^) r Y 2 -W Jl/) 



T L c : R f 0.66 (^** > : ft«x^;u= 3:2); 
NMR(CDCI3): 8 7.40-7.10 (8H, m), 5.92 (1H, d, J=8.4Hz), 5.76 (1H, d, 
J=17.7Hz), 5.58 (1H, d. J=17.7Hz), 5.16 (2H, s). 4.70-4.55 (3H, m), 2.99 
20 (1H, dd, J=17.5, 5.0Hz), 2.69 (1H, dd. J=17.5. 4.8Hz), 1.41 (9H, s) . 



15 



cr 




CI 
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nmms o) 

N-^>v^* + v*^^^- 3 -7^-4-^^7-5 - (5 - 

5 




TLC:Rf o.i4 (A*t^:»»xf^=2 : D ; 

NMR(CDCI3) : S 7.41-7.14 (10H,m), 5.87-5.73 (1H,m), 5.32 (2H, s), 
10 5.15 (2H, S), 4.60-4.44 (1H, m), 4.25 Rtf 4.04 (#4 1H, d, J=17.0Hz), 
3.03 RZf 2.71 1H, dd, J=17.0Hz, 5.0Hz), 1.43 (9H, s)„ 

%MM5 (4) 

N-t 3-7*y-4-**V-5- (5 - 

15 /U 




T L c : R f 0.36 : ftftxf-^= 2:i); 

20 NMR(CDCI3) : (5 7.42-7.16 (10H, m), 6.05-5.90 (1H, m), 5.78 RV 
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5.60 1 H, d, J=1 8.0Hz), 5.1 6 (2H, s), 4.73-4.56 (1 H, m), 4.26 (2H, s), 
2.98 (1H,dd,J=1 7.4Hz, 4.4Hz), 2.70 (1H,dd, J=17.4Hz, 5.0Hz), 1.41 (9H, 

S)o 

%MWS (5) 

5 N _/v;>y;i / t + i/*Jl/*'-;l/-3-7?/'-4-t^V-5- (5 - 




10 

NMR(CDCI3) : 8 7.39 (5H, brs), 7.21 (4H, brs), 5.97 (1H, d, J=8.9Hz), 
5.53 (1H, d, J=1 8.3Hz), 5.32 (1H, d, J=18.3Hz), 5.20 (2H, s), 4.78-4.56 
(1H, m), 3.07 (1H, dd, J=17.5, 4.2Hz), 2.72 (1H, dd, J=17.5, 4.9Hz), 2.36 
(3H.S), 1.39 (9H,s) » 

15 %mm$ (6) 

N-^>y^**->**#-^- 3 -73 J-k -**V-5- (5 - 
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NMR(CDCI3): $ 7.38(5H,brs),7.1B(4H,brs),5.95(1H,d,J=9.0Hz), 
5.71 (1H, d, J=17.4Hz), 5.54 (1H, d, J=17.4Hz), 5.18 (2H, s), 4.76-4.58 
(1H, m), 3.02 (1H, dd, J=17.6, 4.8Hz). 2.70 (1H, dd, J=17.6, 4.8Hz), 2.35 
(3H.S), 1.42 (9H,s) o 

5 nmms (7) 

n-ty*;*,**?*/* 3 -757-4-** v -5- (5 - 

(3-t-W7x;^v) t Y 1 -- f fr) t 




NM R(CDCI3): 6 7.42-7.08 (9H, m), 5.97 (1H, d. J=8.8Hz), 5.54 (1H, d, 
J=1 8.0Hz), 5.33 (1H, d, J=1 8.0Hz), 5.19 (2H, s), 4.74-4.60 (1H, m), 3.08 
(1H, dd, J=18.0, 4.0Hz), 2.72 (1H, dd, J=18.0, 4.0Hz), 1.37 (9H, s), 1.31 
15 (9H,s) 0 

nmw5 (8) 

N-^^v^t^rv*^*'-^- 3-757-4-^7-5- (5 - 
(3 - t -W7x/*'» f- h 2 -4*) t 

20 
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cr 




NMR(CDCI3) ! 6 7.42-7.20 (8H, m), 7.06 (1H, d J=8.0Hz), 5.95 (1H, d, 
J=9.4Hz), 5.71 (1H, d, J=17.7Hz), 5.55 (1H, d, J=17.7Hz), 5.17 (2H, s), 
5 4.73-4.55 (1H. m), 3.02 (1H, dd, J=17.5, 4.6Hz), 2.71 (1H, dd, J=17.5, 
4.9Hz), 1.41 (9H,s), 1.31 (9H, s) „ 

»5 (9) 

U-styyfrjrZ-i/iJfrtf-fr- 3-757-4-** 7 -5- (5 - 
Tsf- 'J /ur h yV-fr- 1 -4*) ^7*7B$- t -7*f7Ux*77U 



NMR(CDCI3): $ 7.93 (1H, d J=15.9Hz), 7.59 (2H, brs), 7.54-7. 18, (8H, 
m), 6.80 (1H, d, J=15.9Hz), 5.80 (1H, d, J=8.6Hz), 5.63 (2H, brs), 5.20 (2H, 
15 s), 4.66 (1H, brs), 3.24-3.00 (1H, m), 2.93-2.79 (1H, m), 1.41 (9H, s) 0 

%mms do) 

N-^>$>>W**->#^#-^-3-75y-4-**7-5- (5 - 



10 
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NMR(CDCI3):5 7.76 (1H, d J=16.5Hz). 7.68-7.31 (10H, m), 7.16 (1H, 
d, J=16.5Hz) 5.98 (1H, d, J=9.6Hz), 5.84(1H, d, J=17.9Hz), 5.67 <1H, d, 
5 J=1 7.9Hz), 5.19 (2H, s). 4.80-4.62 (1H, m). 3.04 (1H, dd, J=17.4, 4.4Hz), 
2.74 (1H, dd, J=17.4, 4.9Hz), 1.44 (9H, s) 0 

nMW5 (1 1) 

N— ^>y^**'>*^#=^- 3 -757 — 4 -**V-5 - (5 - 

10 




NMR(CDCI3) ! 8 7.64-7.05 (10H, m), 5.72 (1H, d, J=9.1Hz), 5.21 (1H, 
15 d, J=1 8.7Hz), 5.18 (2H, s), 5.08 (1H, d, J=18.7Hz), 4.65-4.45 (1H, m), 
3.20-2.85 (5H, m), 2.71 (1H, dd, J=17.7, 5.0Hz), 1.38 (9H, s) 0 

mmms (12) 
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COO-t-Bu 



5 NMR(CDCI3) : S 7.65-7.10 (10H, m), 5.94 (1H, d, J=9.1Hz), 5.79 (1H, 

d, J=1 7.8Hz), 5.62 (1 H, d, J=1 7.8Hz), 5.1 9 (2H. s), 4.77-4.57 (1 H, m), 3.30 
3.06 (4H, m), 3.01 (1H, dd, J=17.5. 4.5Hz), 2.72 (1H, dd, J=17.5, 4.8Hz), 
1.43 (9H,s)o 
nmM5 (1 3) 

10 N-^>'W i lrv*^^-3-75>'-4-t*V-5- (5- 



15 hptlc : R f 0.10 (^*-9-> : mk^^=2 : l) ; 

NMR(CDCI3) : S 7.38 (5H, m), 5.95 (1H, brs), 5.35 JkTf 5.13 
1H, d, J=18.0Hz), 5.18 (2H,s), 4.62 (1H,m). 4.18 (3H,s), 3.03(1 H, 
dd, J=17.0, 4.5Hz), 2.70 (1H, dd, J=17.0, 5.0Hz), 1.42 (9H, s) 0 

%mmb (i 4) 




COO-t-Bu 
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H p T l c : R f 0.33 (^** > : R^BM.*-** 2:1); 

5 NMR(CDCI3) : S 7.38 (5H, m), 5.93 (1H, brs), 5.67 RXf 5.50 

1H, d, J=18.5Hz), 5.1 6 (2H.s), 4.65 (1H, m), 4.09 (3H,s), 3.02 (1H, 
dd, J=17.0, 4.5Hz), 2.71 (1H, dd, J=17.0, 5.0Hz), 1.42 (9H, s) o 

%nms (1 5) 

N-^>^***->*^-^- 3-7$^-4-**V-5- (5 - 
10 (N, N-^^'^T^) r h 7'/-JW-2->f /U) t 




15 tlc : R f 0.65 : ftjj[xf^*2 : 1) ; 

NMR(CDCI3): 6 723-7.15 (15H,m), 5.93 (1H, d, J=10.0Hz), 5.61 R 
V5A5(£+ 1H, d,J=17.5Hz), 5.16 (2H, s), 4.72-4.50 (1H,m), 4.61 (4H, 
S), 2.99 JSLV 2.70 (&* 1H, dd, J=17.5Hz, 5.0Hz), 1.42 (9H, s) e 

(16) 
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HPTLC : R f 0.39 : Sg!xf;v=2 : 1) ; 

NMR(CDCI3) : 5 7.39 (5H, m), 6.04-5.60 (3H, m), 5.20 (2H, s), 4.67 
(1H, m), 3.09 (1H, dd, J=18.0, 4.5Hz), 2.73 (1H, dd. J=18.0, 5.0Hz), 1.42 
10 (9H, s) o 

%mms (i 7) 




hptlc : R f 0.43 : *»if-A'= 2 : l) ; 

NMR(CDCI3) ! S 7.39 (5H, m), 6.04-5.68 (3H, m). 5.19 (2H, s), 4.69 
20 (1 H, m), 3.07 (1 H. dd, J=1 8.0, 4.5Hz). 2.73 (1 H, dd, J=1 8.0, 5.0Hz), 1 .43 
<9H, s) o 
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mmm 5(18) 

n— 3-7?;-4-t^v-5 - (5 - 



HPTLC : R f 0.36 (^**> : 2 : 1 ) ; 

NMR(CDCI3) : S 7.44-7.32 (5H, m), 5.94 (1H, d, J=8.0Hz), 5.82 RU 1 
10 5.68 1H, both d,J=1 8.0Hz), 5.18 (2H,s), 4.66(1 H,m), 4.20 (2H,q, 
J=7.0Hz), 4.00 (2H, s). 3.00 (1H,dd, J=18.0, 4.0Hz), 2.73 (1H, dd, J=18.0, 
5.0Hz), 1.42 (9H, s), 1.27 (3H, t, J=7.0Hz) o 

mmms a 9) 




COO-t-Bu 



^CH 3 




tlc : R f 0.38 : g^K^^=3 : 2) ; 



NMR(CDCI3) : S 7.39 (5H, m), 5.95 (1H, m), 5.50 (1H, d, J=16Hz), 



181 



WO 97/24339 



PCT/JP96/03801 



5.30 (1 H, d, J=16Hz), 5.20 (2H. s), 4.63 (1H, m), 3.30 (2H, q, J=7Hz), 3.05 
(1H. dd. J=17.5, 5 Hz), 2.70 (1H, dd, J=17.5, 5Hz), 1.42 (12H, m) 0 

%ti&M5 (2 0) 

N-****?***!/***-*- 3-73 /-4-**7-5- (5 - 
5 xfjl/ftf h7 , /-;l'-2-^l') s<V*y&' t--f*)Vx.X7-)\' 




TLC : R f 0.54 : &jgx^;u=3 : 2) ; 

10 NMR(CDCI3) : <5 7.39 (5H, m), 5.95 (1H, m), 5.80 (1H, d, J=16Hz), 

5.60 (1H, d, J*16Hz), 5.16 (2H, s), 4.63 (1H, m), 3.20 (2H, q, J=7Hz), 3.01 
(1H, dd, J=17.5, 5Hz), 2.70 (1H, dd, J=17.5, 5Hz), 1.41 (12H, m)„ 

mmms (2 1) 

N-^>^;Wt^v*^**-^-3-75y-4-^^V-5- (5 - 
15 (ih^y*^-^f-^) t\>7V-)V-\-4 )V) t 




20 HPTLC:Rf0.26 (A^f>:^f^=2 : 1) 
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NMR (CDCI3) : 6 7.44-7.30 (5H, m), 5.89-5.58 (3H, m), 5.17 (2H, s), 
4.62 (1H, m), 4.18 (2H, q. J=7.0Hz), 4.03 RXf 3.82 (&4r 1H, d, 
J=1 7.0Hz), 3.09 W 2.77 (&* 1H, dd, J=1 7.0, 5.0Hz), 1.42 (9H, 
s), 1.27(3H,t,J=7.0Hz) o 
5 mMM5 (2 2) 

N-^>^t+y*^*-^-3-75 y-4-**V-5- (5 - 
( (4-^do7x^) T-ttf-fr) t Y yV-fr- 2 --f ;w) 




TLC:Rfo.62 (A^t>:ftK^=3 :2) ; 

NMR (CDCI3) I * 7.38 (5H, m), 7.30 7.22 (£fc-£T 4H, 
d, J=9.0Hz), 5.94 (1H, d, J=10.0Hz), 5.79 (1H, d, J=17.5Hz), 5.60 (1H, d, 
15 J=1 7.5Hz), 5.18 (2H, s), 4.64 (1H, m), 4.28 (2H, s), 3.00 (1H, dd, 
J=17.5Hz Rlf 5.0Hz), 2.70 (1H, dd, J=17.5Hz RV 5.0Hz), 1.40 (9H, s) G 

nmW5 (2 3) 

N-^>v>t*y*M-^-3-75/-4-t^V - 5 - (5 - 
( (4 dd7x-;i/) ^*^?-;u) TYyV-)V-\ -4 )V) s<v ? 
20 • t -r^x^r^ 
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CI 




TLC:Rf0.46 (^*V> : ftg?x^;i/=3 : 2) ; 

NMR (CDCI3) : * 7.38 (5H, m), 7.22 (4H, m), 5.80 (1H, d, J=10.0Hz), 
5 5.75 (1 H, d, J=17.5Hz). 5.60 (1 H, d, J=17.5Hz), 5.20 (2H, s), 4.64 (1 H, m), 
4.28 4.08 (fttHkX 2H, & * d, J=1 5.0Hz). 3.10 (1H, dd, 

J=17.5Hz 5.0Hz), 2.78 (1H,dd,J=1 7.5Hz RV 5.0Hz), 1.40(9H,s) o 

%1&W5 (2 4) 

N-^>v^^4rv*;U^-^-3-T5y-4-^^V-5- (5 - 
10 (3-7x-^7*D^) r h7'/-^-2 -4 ;V) t - 7 



15 TLC:Rfo.36 : ftHJM-*= 2 : 1 ) ; 

NMR (CDCI3) : <J 7.98 (1H, d, J=9.5Hz), 7.42-7.10 (10H, m), 5.91 (2H, 
s), 5.10 (2H, s), 4.75-4.57 (1H, m) 2.92-2.55 (6H, m), 2.10-1.90 (2H, m), 
1.38(9H,s)o 



cr 
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nMM5 (2 5) 

N-^>^t + '>*Jl"K-^-3-7^-4-t + y-5- (5 - 
(3-7is^ne*) r h?*/-*- l -4 AO t - 7* 




TLC:Rfo.i4 (^t>:ftftifA'=2 : D ; 

NMR (CDCI3) : S 8.07 (1H, d, J=9.5Hz), 7.42-7.08 (10H, m). 5.71 (2H, 
10 s), 5.1 1 (2H, s), 4.72-4.57 (1H, m), 2.87-2.54 (6H, m), 2.05-1.84 (2H, m), 
1.38 (9H, s) 0 

nmms (2 6) 

(2, 6-^nn7x-W^» r h 7 v*-;P- 2 AO ^r/ 
15 $ • t--/T)l<3-ZT)l< 




HPTLC:Rfo.55 : ft«xf-^= 2 : l ) ; 
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NMR (CDC 13) : 8 7.44-7.12 (8H,m), 5.92 (1H,m),5.70 RV 5.53 
{&* 1H, d, J=17.5Hz), 5.16 (2H, s), 4.63 (1H, m), 3.01 RTf 2.69 
(#* 1H, dd, J=1 7.0, 5.0Hz), 1.41 (9H,s)o 

%MmS (2 7) 

5 N-^>^**->#^#-^-3-7S/-4-**7-5- (5- 
(2, 6-^DD7i-H + "» t h7 4 /-^- 1 
$ • t -7*f^i^f^ 




10 

HPTLC:Rfo.44 (^*-* ^ : #$.x^;i/= i : i ) ; 

NMR (CDCI3) I S 7.47-7.14 (8H, m), 6.00 (1H, m), 5.69-5.26 (2H, m), 
5.19 (2H, brs). 4.69 (1H, br), 3.08 RXf 2.73 (#* 1H, m), 1.40 (9H, 
s) e 

15 mmms (2 8) 

N-^>^^t + y*;V*-^-3 - 75 / - 4 - t^ V - 5 - (5 - 
$ • t -7f^x7fii' 
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TLC:Rfo.62 (^*V> : &fc&^?-^=3 : 2) ; 

NMR (CDCI3) : 5 7.38 (6H,m), 7.20(1 H,d,J=6.0Hz), 7.1 0(1 H,d, 
J=6.0Hz), 6.94 (1H, m), 5.95 (1H, d, J=10.0Hz), 5.88 (1H, d, J=17.5Hz), 
5.70 (1H, d, J=1 7.5Hz), 5.42 (2H, s), 5.18 (2H, s),4.65 (1H, m), 3.01 (1H, 
5 dd, J=1 7.5Hz RXJF 5.0Hz), 2.70 (1H, dd, J=17.5Hz JkV 5.0Hz), 1.42 
(9H, s) 0 

%1foMS (2 9) 

N-^>"»t*y*^-;l'-3-7U-4-t^y-5- (5 - 
(2-^oo7x^;l/t + -»f^) r h yV-)V- 1 ->fju) i> * > 
10 $ • t -7"f^Xf^ 



TLC:Rfo.48 (^*-9-> : ft^i^;i^=3 : 2) ; 
15 NMR (CDCI3) : 8 7.38 (6H, m), 7.20 (1H. d, J=6.0Hz), 6.98 (2H, m), 
6.08 (1H, d, J=1 9.0Hz), 5.88 (1H, d, J=10.0Hz), 5.75 (1H, d, J=1 9.0Hz), 
5.50 RXf 5.30<£-fc>-£T 2H, d, J=12.5Hz), 5.18 (2H, s), 4.68 (1H, 
m), 3.01 (1H, dd, J=17.5Hz W 5.0Hz), 2.68 (1H, dd, J=17.5Hz 
5.0Hz), 1.25 (9H,S) 0 
20 ntbM5 (3 0) 

N-^>v^^ + v*^**-^-3 -75 J- 4 -t + V- 5 - (5 - 



cr 



o 

0 A 
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t -yf-^x^r^ 




TLC:Rfo.50 :ft»if*= i : D ; 

NMR (CDCI3) ! 8 7.45-7.30 (5H, m), 5.94 (1H, d, J=10.0Hz), 5.76 (1H, 
d, J=1 7.0Hz), 5.61 (1H, d, J=1 7.0Hz), 5.18 (2H, s), 4.75-4.50 (1H, m), 3.70 
(3H, S), 3.23 (2H, t, J=6.5Hz), 3.00 (1 H, dd, J=16.0 Rtf 4.5Hz), 2.86 (2H, 
10 t, J=6.5Hz), 2.70 (1H, dd, J=16.0 %Xf 5.0Hz), 1.42 (9H, s)o 

£i&fefll5 (3 1) 

jj-^>v;;^^yA;l"K-iV-3-75/-4-*^V-5- (5 - 
(2 -pi ^y*;wf-;i/xf;v)f h 1 -4 )V)sO?y& • 

t -7f;i'i^f ^ 




TLC:Rf0.25 (^t>:ftSxfji/=i : 1) ; 

NMR (CDCI3) : S 7.43-7.29 (5H, m), 5.96 (1H, d, J=9.0Hz), 5.68 (1H, 
20 d, J=1 9.5Hz), 5.55 (1H, d, J=19.5Hz), 5.19 (2H, s). 4.72-4.51 (1H, m), 3.65 
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(3H, s), 3.06 (1H, dd, J=16.5 TkTf 5.0Hz), 2.92 (4H, brs), 2.73 (1H, dd, 
J=16.5 W 5.5Hz), 1.42 (9H,S) 0 

mmms 02) 

5 (i-/f;nfn-;p-2-'f;Mf;i/) r h 7 V-*- 2 -4 ;u) ^> 



10 TLC:Rf0.65 (^*V> : ^x^;U= 1 : l) ; 

NMR (CDCI3) I S 7.46-7.28 (5H, m), 6.51 (1H, m), 5.98 (1H, m), 5.87 
(1H, d, J=9.0Hz), 5.73 (1H, d, J=17.8Hz), 5.55 (1H, d, J=17.8Hz), 5.11 (2H, 
s). 4.75-4.54 (1H,m), 4.1 8 (2H,s), 3.51 (3H, s), 2.94 (1H, dd. J=1 7.2 RXf 
4.4Hz), 2.64 (1H, dd. J=17.2Hz W 4.8Hz), 1.36 (9H. s) 0 
15 %mmS (3 3) 

N-^>v>;i'**v3&;i'>K^;i'-3 -7 5 J -4-**V-5-(5- 

* • t --7*)V3-7sT)\/ 




20 
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TLC:Rfo.5i (^*V> : 3 : 1) ; 

NMR (CDCI3) : 5 7.48-7.30 (5H, m), 6.56 (1H, m), 6.18-5.92 (2H, m), 
5.83 (1H, d, J=9.1Hz), 5.44 (1H, d, J=18.4Hz), 5.30 (1H, d, J=18.4Hz), 
5.18 (2H. s), 4.64-4.45 (1H, m), 4.31 (1H, d, J=16.8Hz), 4.12 (1H, d, 
5 J=1 6.8Hz), 3.44 (3H, s), 2.97 (1H t dd, ^17.5 RV 4.6Hz), 2.66 (1H, dd, 
J=17.5 4.8Hz), 1.43 (9H, s) 0 

nmms (34) 

10 -7f^x^f * 



TLC:Rf0.i6 (^^> : ft$x?-^= 1 : 1) ; 

15 NMR (CDCI3) I $ 8.60-8.46 (1H, m), 7.71-7.54 (1H. m), 7.52-7.07 (7H, 

m), 5.99 (1H, d, J=8.8Hz), 5.80 (1H, d, J=17.8Hz), 5.65 (1H, dd, 
J=17.8Hz), 5.16 (2H, s), 4.75-4.50 (1H, m), 4.48 (2H, s), 3.00 (1H, dd, 
J=17.6 RVF 4.8Hz), 2.72 (1H, dd, 17.6 W 5.0Hz), 1.41 (9H, s) 0 
nmM5 (3 5) 

20 N-^>^V**v*A'**x;l/-3-7<y-4-**V-5- (5- 
(tfij->*>-2 -4)V*3-)l) fhy s /"^-l- y (^) t 
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TLC:Rf0.07 (^4r>9-> :ft»xf-^=l : 1) ; 

NMR (CDCI3) : 8 8.50-8.36 (1H, m), 7.71-7.56 (1H, m), 7.52-7.07 (7H, 
5 m), 6.00 (1H, d, J=8.2Hz), 5.93 (1H, d, J=18.4Hz), 5.70 (1H, d, J=18.4Hz), 
5.17 (2H, s), 4.77-4.54 (1H, m), 4.33 (2H, s), 3.03 (1H, dd, J=22.1 Rtf 
4.6Hz), 2.74 (1H, dd, J=22.1 RV 5.0Hz), 1.39 (9H, s) 0 

nmms (3 6) 

N-^>v^^^v*^'K-^-3-7$>'-4-^ + y-5- (5 - 
10 (try v>-3 — f t Y 2 -4*) s<>9>&' t 




15 tlc:R£0.61 (^oD^A:>^-;nfti=i8:i :i) ; 

NMR (CDCI3) : 8 8.80-8.30 (2H, m), 7.70-7.60 (1H, m), 7.50-7.21 (1H, 
m), 5.98 (1 H, d. J=9.2Hz), 5.80 (1 H, d, J=1 7.7Hz), 5.63 (1 H, d, J=1 7.7Hz), 
5.17 (2H, s), 4.75-4.56 (1H, m), 4.27 (2H, s), 3.01 (1H, dd, J=17.4, 4.6Hz), 
2.71 (1H, dd. J=17.4, 4.9Hz), 1.42 (9H, s)o 

20 nmw5 o 7) 
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(t£U v>>-3 -4 a^-t-aO r h7'/-^- l -4 AO ^>*>g£- t 
-7^;Ux.Xf A' 



TLC : R f 0.50 (?no*H ^/-;n^= i 8 : i : i) ; 

NMR (CDCI3) : 5 8.75-8.35 (2H, m), 7.65-7.56 (1H, m), 7.50-7.04 (1H, 
m), 5.80 (1H, d, J=8.5Hz), 5.47 (2H, s), 5.18 (2H, s), 4.66-4.52 (1H, m), 
10 4.20 (1H, d, J=16.4H), 4.02 (1H, d, J=16.4Hz), 3.09 (1H, dd, J=17.6, 
4.5Hz), 2.77 (1H, dd, J=17.6, 5.2Hz), 1 .43 (9H, s)„ 

mm* (3 8) 

N-^>-W^v*^-^-3-T?y-4-t^V-5- (5 - 
(2, 6-y'7Wn7x-;Mf^) r Y 7'/-^ - 2 --f AO 

15 >8£ ' t -T'fA'X^f* 



TLC :Rf 0.45 (A^rt>:ftS!li^=2: l) ; 

20 NMR (CDCI3) : S 7.70-7.15 (6H, m), 7.03-6.70 (2H, m), 5.92 (1H, d, 



5 





192 



WO 97/24339 



PCT/JP96/03801 



J=9.2Hz), 5.76 (1H, d, J=17.9Hz), 5.58 (1H, d, J=17.9Hz), 5.16 (2H, s), 
4.73-4.52 (1H, m), 4.31 (2H, s), 2.99 (1H, dd, J=17.3, 4.6Hz), 2.69 (1H, dd, 
J=17.3. 4.9Hz), 1.41 (9H,s)o 

mmms o 9) 

5 N-^>3?***5'**jK=A'-3-75>'-4-**V-5- (5 - 
(2, 6-y'7Ho7i-JMf^) t l ^> * 




10 

TLC:Rf0.25 {^*V> : &m*.?-)i>=2 : l) ; 

NM R (CDCI3) : d 7.60-7.10 (6H, m), 7.00-6.85 (2H, m), 5.88 (1 H, d, 
J=8.4Hz), 5.66 (1H, d, J=18.7Hz), 5.49 (1H, d, J=18.7Hz), 5.19 (2H, s), 
4.74-4.53 (1H, m), 4.07 {2H, s), 3.07 (1H, dd, J=17.5, 4.6Hz), 2.75 (1H, dd, 
15 J=17.5, 4.9Hz), 1.41 (9H, s)„ 

nmw5 (4 0) 

N— ^>^**$'»^#-A'-3-75y-4-**y-5- (5 - 

20 
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cr 




TLC:Rfo.26 : *K^^=2 : 1) ; 

NMR (CDCI3) : 8 7.62-7.49 7.43-7.29 (£fr-£T 10H, m), 5.93 
5 (1H,d, J=8.5Hz).5.79 5.62 1H, d, J=17.5Hz), 5.16 (2H, 
s), 4.63 <1H,m), 3.00 2.70&* 1H, dd, J=1 7.5. 5.0Hz), 1.40 
(9H, S) 0 
%tt0J5 (4 1) 

N-^>v;i/^^v*^^-^-3-T?y-4-^ + V-5- (5 - 



15 TLC:Rfo.i9 (^^^ :»»xf-/u=2 : i) ; 

NMR (CDCI3) : S 7.58-7.28 (10H, m), 5.94 (1H, d, J=8.0Hz), 5.58 R 
XT 5.42 (#4- 1H, d, J=17.5Hz), 5.19 (2H. s). 4.60 (1H, m), 3.04 R 
2.70 1H. dd, J=17.5. 5.0Hz), 1.41 (9H, s) 0 

mmms (42) 

2 0 N-^>i^:*-*v#fl'**-A'-3-7*>' -4-**V-5- (5- 
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(2,6 -y^no7x-W) r h ?!/-A'- 2 -4 ;l0 9 • 




HPTLC:Rfo.42 : &&x^= 2 : l ) ; 

NMR (CDC 13) I 5 7.50-7.23 (8H, m), 5.93(1 H, d, J=8.0Hz), 5.77 R 
V 1 5.58 (&* 1H. d,J=1 7.5Hz), 5.16 (2H, s), 4.62 (1H, m), 3.00 R 
XT 2.69 (&* 1H, dd, J=17.5, 5.0Hz), 1.39 (9H, s)o 
10 Umm5 (4 3) 

N-'<>*;n'** s si)A'#-A>-3-T$S-4-**V-5- (5- 
(2, 6-^OD7i-W) r 1»9 V-JU - 1 AO >tt • 




HPTLC:Rf0.30 (^+-9"> : »^xf-;p=2 : 1) ; 
NMR (CDCI3) : 5 7.50-7.25 (8H. m), 5.98(1 H, d, J=8.0Hz), 5.69 R 
If 5.52 (#* 1H, d, J=1 7.5Hz), 5.21 (2H, s), 4.68 (1 H, m), 3.10 R 
20 If 2.75 (&* 1H. dd, J=17.5, 5.0Hz), 1.43 (9H, s)„ 
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%mM5 (4 4) 

N yjt/ 1 ^ v * - 3-75;-4-t*V-5 - (5 - 

(2, 6-^f*7xsWf*) r h7 ( /-^- 2 - 4 ;W 

5 




TLC:R£0.71 :l^ftx^^=3 : 2) ; 

NMR (CDCI3) : <S 7.46-7.20 (5H, m), 7.13-6.92 (2H, m), 5.93 (1H, d, 
10 J=8.6Hz), 5.73 (1H, d, J=1 8.0Hz), 5.55 (1H, d, J=1 8.0Hz), 5.15 (2H, s). 
4.72-4.64 (1H, m), 4.25 (2H, s), 2.98 (1H, dd, J=17.3. 4.4Hz), 2.67 (1H. dd. 
J=17.3, 4.8Hz), 2.38 (6H. s), 1.41 (9H, s) 0 

nnms (45) 

H-^*?*******-*-* -75 y-4 -**7-5 - (5 - 
15 (2, 6-^Wxi;Mf;l') fh7 , /-^-l-^) 
ft • t -T+frX-TsTfr 




20 TLC:Rfo.40 > : ftftxf-;w= 3 : 2 ) ; 
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NMR (CDC 13) : d 7.50-7.25 (5H, m), 7.18-6.95 (2H, m), 5.80 (1H, d, 
J=8.6Hz), 5.45 (1H, d, J=18.6Hz), 5.31 (1H, d, J=1 8.6Hz), 5.17 (2H, s), 
4.51-4.35 (1H, m), 4.05 (2H, s), 2.98 (1H, dd, J=17.7, 4.6Hz), 2.69 (1H, dd, 
J=17.7, 4.9Hz), 2.18 (6H, s), 1.40 (9H, s)o 

5 nmws (4 6) 

}t— is 3 -7 5 y-4 -**V-5- (5 - 

(y^DAi|ry;Mf;l') T b 7 2 ->f f >& • t — 7 




TLC:Rf0.72 (A^>:ftKxf;i/=3 : 2) ; 

NMR (CDCI3) : d 7.42-7.30 (5H, m), 5.95 (1H, d, J=9.0Hz), 5.78 (1H, 
d, J=17.8Hz), 5.61 (1 H, d, J=1 7.8Hz), 5.17 (2H, s), 4.72-4.50 (1 H, m), 3.00 
15 (1H, dd, J=17.4, 4.4Hz). 2.84-2.62 (3H, m), 2.00-1.50 (6H, m), 1.42 (9H, s), 
1.36-0.85 (5H, m) e 

mmms (47) 

N-^>y>t*'>*;i"K-^-3-75;-4-t + V-5- (5 - 
(y^OA^yJMfJl') T b 7 7~)V- 1 -4 fr) ^>*>B£' t - 7 

20 f-;i/^^r;w 
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TLC:Rfo.46 (^**> 2) ; 

NMR (CDCI3) I S 7.45-7.30 (5H, m), 5.85 (1H, d, J=8.8Hz), 5.49 (2H, 
5 s), 5.19 (2H, S), 4.68-4.54 (1H, m), 3.09 (1H, dd, J=17.4, 4.4Hz), 2.75 (1 H, 
dd, J=17.4, 5.2Hz), 2.54 (2H, d, J=7.2Hz), 2.00-1 .51 (6H, m), 1 .43 (9H, s), 
1.37-0.80 (5H, m)o 

nmM5 (4 8) 

N _^>vf;i,ti|rv*;U J K^;U-3-r5y-4-^^V-5- (5 - 




15 TLC:Rf0.65 V \ R****- 3 : 2 ) J 

NMR (CDCI3) : * 7.48 (2H, d, J=8.0Hz), 7.42-7.30 (5H, m), 7.17 (2H, 
d, J=8.0Hz), 5.93 (1H, d, J=9.0Hz), 5.77 (1H, d. J=17.8Hz). 5.59 (1H, d, 
J=17.8Hz), 5.16 (2H, S), 4.71-4.56 (1H, m), 3.00 (1H, dd, J=17.4, 4.4Hz), 
2.69 (1H, dd, J=17.4, 4.9Hz), 2.35 (3H, s), 1.41 (9H, s) 0 

20 mmmb (4 9) 
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N-^>y>*^y*^>K-^-3-T? y-4-**7-5- (5 - 




TLC:Rfo.52 (^*V> : ftKxf^=3 : 2) ; 

NMR (CDCI3) : 5 7.53-7.28 (7H, m), 7.18 (2H, d, J=8.0Hz), 5.95 (1H, 
d, J=8.7Hz). 5.57 (1H. d,J=1 8.4Hz), 5.40 (1H,d, J=18.4Hz), 5.19 (2H, s), 
10 4.73-4.52 (1H, m), 3.04 (1H, dd, J=17.7, 4.6Hz), 2.70 (1H, dd, J=17.7, 
4.9Hz), 2.35 (6H, s), 1.43 (9H, s) c 

(5 0) 

N-^>*:>;w**->#^>K-;u-3-7$y-4-**y-5 - (5 - 

(4-^oo7x-^ft) r h y 2 -4*) ^>*>Hft- t - 

15 -f^-)VX.^7-)V 




TLC:Rfo.63 : ft^xfji/=3 : 2) ; 

20 NMR (CDCI3) : 8 7.50 (2H. d, J=8.6Hz), 7.42-7.30 (5H, m), 7.33 (2H, 
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d, J=8.6Hz), 5.93 (1H, d, J=8.8 Hz), 5.80 (1H, d, J=17.6Hz), 5.62 (1H, d, 
J=17.6Hz), 5.17 (2H, s), 4.72-4.56 (1H, m), 3.02 (1H, dd, J=17.4, 4.4Hz), 
2.70 (1H, dd, J=17.4, 4.7Hz), 1.41 (9H, s) 0 
IP5 (5 1) 

H-typA,***,* 3 -7 5 J- 4-**7-5- (5 - 
(4-^nn7i-Wi) r 1 -4*) ^>^>K- t- 



TLC:Rfo.5i («^*-9-> :»Hif'A'-3 : 2) ; 

NMR (CDCI3) : 8 7.48 (2H, d, J=8.6Hz), 7.43-7.28 (7H, m). 5.94 (1H, 
d, J=9.0Hz), 5.60 (1H, d, J=18.3Hz), 5.44 <1H, d, J=18.3Hz), 5.20 (2H, s), 
4.70-4.54 (1H, m), 3.06 (1H, dd, J=17.6, 4.2Hz), 2.71 (1H, dd, J=17.6, 
15 4.7Hz), 1.43 (9H,S) 0 

%MM5 (5 2) 

N _^>y;u^-4rV*;l/^^;l/-3 -T^ y-4 -**V-5- (5 - 

20 
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cr 




TLC : R f 0.55 (ftttxf-*) ; 

NMR (CDCI3) : 8 8.58-8.48 (2H, m), 7.38 (5H, m), 7.27-7.18 (2H, m), 
5 5.95 (1H, d. J=8.4Hz), 5.83 (1H, d, J=17.6Hz), 5.65 (1H, d, J=17.6Hz), 
5.18 (2H, s). 4.77-4.50 (1H, m), 4.27 (2H, s), 3.04 (1H, dd, J=17.4 X.V 
4.6Hz), 2.71 (1H, dd. J=17.4 W 4.8Hz), 1.42 (9H, s) n 

MMM5 (5 3) 

N-^>^***>**#-^--3 -75 y-4 -**V-5 - (5 - 
10 (fcfV v>-4->f /U) r h?*/-*- 1 ->f ;i/) ^>?>$- t-7f 



15 TLC : R f 0.37 (ftKif-*) I 

NMR (CDCI3) : 5 8.64-8.50 (2H, m), 7.38 (5H, brs). 7.25-7.1 1 (2H, m), 
5.75-5.65 (1H,m), 5.58-5.31 (2H,m),5.17 (2H, s), 4.69-4.45 (1H,m), 4.20 
(1H, d, J=16.6Hz), 4.01 (1H, d, J=16.6Hz), 3.19-2.67 (2H, m), 1.43 (9H, s) Q 

mmm5 (5 4) 

20 N- / ^f***V*>#s*-3 -7 5 y-4-**7-5- (5 - 
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(3,5 - ^DD7i-^f*) T Y7 y /-fr-2 -4 )V) s<y?>&- 




HPTLC:Rf0.59 (a^> :SKxf ;i/=2 : 1) ; 

NMR (CDCI3) : $ 7.45-7.28 (8H, m), 5.94 (1H, d, J=8.5Hz). 5.84 R 
XI 5.68 1H. d, J=1 7.5Hz), 5.1 7 (2H,s), 4.66 (1H,m), 3.03 R 
Xf 2.71 (#* 1H, dd, J=17.5, 5.0Hz), 1.40 (9H, s)o 

10 mmms (55) 

N _^>^;U^-^V5!7;W^-;U-3-7^y-4-t^V-5- (5 - 

(3,5 -y^oD7x-m) r 1 — f /u) ^y* • 

t -7fraf^ 



CI 




HPTLCiKf 0.46 (^*-9" > : ftttx 2 : 1 ) ; 
NMR (CDC 13) : 8 7.46-7.30 (8H,m), 5.92 (1H,d,J=8.5Hz), 5.64 R 
Xf 5.48 (&* 1H, &* d, J=17.5Hz), 5.19 (2H,s), 4.63 (1H,m), 3.07 R 
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V s 2.73 1H, dd, J=17.5, 5.0Hz). 1.42 (9H, s) 0 
UmW5 (5 6) 

N-^>-^t^y*;i"K-^-3-7^-4-t + V-5- (5- 
(1 -^f-^e'J 5 ^>-2. 4-y*>-3-4A'*f-A') fb9 , Z- 



TLC:Rf0.38 (^oD*M : p< ^y-;i/=2 0 : l ) ; 
10 NMR (CDCI3) : S 7.38 (5H, m), 7.15 (1H, d, J=8Hz), 6.00 (1H, d, 
J=10Hz), 5.79 (1 H, d, J=SHz), 5.72 (1 H, d, J=1 7Hz), 5.62 (1 H, d, J=1 7Hz), 
5.43 (2H, s). 5.18 (2H, s), 4.61 (1H, m), 3.40 (3H, s), 2.93 (1H, dd, J=18 
5Hz), 2.71 (1H, dd, J=15 5Hz), 1.40 (9H, s) 0 

mmms (57) 

15 N—^>*^**5'*A'#-A'-3-75y-4-*^ry-5- (5 - 





20 
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TLC:Rfo.32 (^od*^a:>^-^=2 0: i) ; 

NMR (CDCI3) : S 7.40 (5H, m), 7.13 (1H, d. J=8Hz), 5.93 (1H, d, 
J=10Hz), 5.92 (1H, d, J=17Hz), 5.75 (1H, d, J=17Hz), 5.72 (1H, d, J=8Hz), 
5.30 (1H, d, J=16Hz), 5.20 (2H, s), 5.09 (1H, d, J=16Hz), 4.68 (1H, m), 
5 3.39 (3H, S). 3.03 (1H, dd, J=17 W 5Hz), 2.78 (1H, dd, J=17 
5Hz), 1.40 (9H, S) 0 
3Hfcfll5 (5 8) 

N _^y^t^y*/^-^-3-75y-4-t + V-5- (5 - 



TLC:Rfo.68 (A+t>:»^=i : D ; 

NM R (CDCI3) : 3 7.39 (5H, m), 5.94 (1 H, d, J=8.8Hz), 5.82 (1 H, d, 
J=1 7.8Hz), 5.65 (1H, d, J=17.8Hz), 5.18 (2H, s), 4.72-4.60 (1H, m), 3.92 
(2H,t.J=7.0Hz),3.39 (2H, t, J=7.0Hz), 3.02 (1H, dd, J=1 7.4 4.2Hz), 
2.72 (1H, dd, J=17.4 RV 4.8Hz), 1.43 (9H, s)o 

nmms (59) 

N _^^y ) ^*y*^-Jl'-3-7< J-A 5 - (5 - 




COO-t-Bu 
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TLC:Rfo.46 :m^^)v= l : D ; 

NMR (CDCI3) : 8 7.39 (5H, m), 5.79 (1H, d, J=8.2Hz), 5.74-5.49 (2H. 
5 m), 5.20 (2H, s), 4.70-4.52 (1H, m), 3.92 (2H, t, J=7.0Hz), 3.24-3.02 (3H. 
m), 2.77 (1H, dd, J=17.4 M 5.2Hz), 1.44 (9H, s) e 

UmM5 (6 0) 

N-^>v^**vrtJW**-;U-3-7</-4-**7-5- (5 - 
(7i-;i/*;w?K-;l/) r h y V-)\>- 2 -4 )V) s<>9>&' 
10 ;i/x^r^ 



m), 6.11-5.74 (3H, m), 5.18 (2H, s), 4.73 (1H, m), 3.05 2.77 
1H, dd, J=17.0, 5.0Hz), 1.42 (9H, s)» 

nmms (6D 

N-^>v^;i'^^v'*^-^-3 - 7 - 4 -t^V - 5 - (5 - 
20 (7x;;^)P*-)i') rhy^-^-l-^f^) ^>*^g£- t-7f- 




HPTLC:Rf0.35 (^*-9-> : g^g?i^;w= 2 : l ) 



NMR (CDCI3) : S 8.36 (2H, d. J= 



7.0Hz), 7.73-7.29 (3H, m), 7.37 (5H, 
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5 HPTLC:Rf0.47 (^4r^ v : »»xf-;U« 2 : 1 ) ; 

NM R (CDCI3) : 8 8.42 (2H, d, J=7.0Hz), 7.70 (1 H, t, J=7.0Hz), 7.54 
(2H, t, J=7.0Hz), 7.46-7.29 (5H, m), 6.12-5.74 (3H, m), 5.20 (2H, s), 4.78 
(1H,m),2.97 Stf 2.71 1H, dd, J=1 7.5, 5.0Hz), 1.36 (9H, s) 0 

m&M5 (6 2) 

10 N—**^* A"- 3 -75 J- A -**V-5 - (5 - 

(2-^od-6 -7*tn-7i-iMfJi') f- h 7 V— ;u- 2 - 




15 

TLC:Rf0.74 (A^v:ftKxf;i/=i : 1) ; 

NM R (CDCI3) : 8 7.46-7.30 (5H, m), 7.25-7.18 (2H, m), 7.10-6.95 (1H, 
m), 5.94 (1 H, d, J=8.6Hz), 5.77 (1 H, d, J=1 7.8Hz), 5.58 (1 H, d, J=1 7.8Hz), 
5.16 (2H,s), 4.70-4.55 (1H, m), 4.44 (2H, s), 2.99 (1H,dd, J=17.4, 4.5Hz), 
20 2.68 (1 H, dd, J=17.4, 4.8Hz), 1 .41 (9H, s) 0 
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%mm 5(63) 

U-sO*;****/* JUtf-fr-d -T $ S - 4 -**V - 5 - (5 - 
(2-^DD-6-7;^D-7i-)Mf^) r Y yV-fr- 1 - 4 
)V) t -7f^x^f^ 




TLC:Rfo.5i iSRif^i : i) ; 

NM R (CDCI3) : 5 7.50-7.30(5H, m). 7.30-7.16 (2H, m), 7.10-6.94 (1H, 
1 0 m), 5.88 (1 H, d, J=9.1 Hz), 5.68 (1 H, d, J=1 8.7Hz), 5.52 (1 H, d, J=1 8.7Hz), 
5.19 (2H, s), 4.70-4.55(1 H, m), 3.10 (1H, dd, J=17.6, 4.6Hz), 2.76 (1 H, dd, 
J= 17.6, 4.8Hz), 1.41 (9H,s)o 
%MWS (6 4) 

N - ^ > y ;V t ^ v * - 3-75^-4 -**V- 5 - (5 - 

15 (v^n^ + vfl^*) r h7V*-^-2-'f;i') s<>?>m - t-zT* 




20 TLC:Rfo.42 (^*-9-> : gfc&xf-;u= l : i ) ; 
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NMR (CDCI3) : 5 7.44-7.30 (5H, m), 5.95 (1H, d, J=9.4Hz), 5.79 (1H, 
d, J=17.8Hz), 5.61 (1H, d, J=17.8Hz), 5.18 (2H, s), 4.75-4.60 (1H, m), 
3.72-3.50 (1H, m), 3.03 (1H, dd, J=17.4, 4.4Hz), 2.71 (1H, dd, J=17.4, 
4.8Hz), 2.20-1.30 (10H, m). 1.42 (9H, s) 0 
5 nmMS (6 5) 

N--*>5>A'***>*JM*-A'-3 -75 y-4 -**V-5 - (5 - 
{i/iru^i/fr**) r 1 -<tfr) t-7*f 




TLC:Rfo.28 : Bflt-xf-Ji'-i : D ; 

NMR (CDCI3) : 5 7.48-7.30(5H, m), 5.96 (1H, d, J=8.4Hz), 5.49 (1H, 
d. J=1 8.3Hz), 5.31 (1H, d, J=18.3Hz), 5.19 (2H, s), 4.72-4.57(1 H. m), 
15 3.91-3.72 (1H, m), 3.06 (1H, dd, J=17.6, 4.3Hz), 2.70 (1H, dd, J=17.6, 
4.9Hz), 2.20-1.20 (10H, m), 1.43 (9H, s) 0 

(6 6) 

N-^Vy^^ , >*^-^-3-7^-4-t*V-5- (5 - 
( 4 _^t }.^v7x-JWf-*) r lyV-)V-2-4 fr) ^>?>® • t 
20 -7f jl/i^f^ 
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TLC:Rfo.50 (^*v> : ^m^^= i : 1) ; 

NMR (CDCI3) : 8 7.56 (2H, d, J=8.9Hz), 7.45-7.30 (5H, m), 6.90 (2H, 
5 d, J=8.9Hz), 5.93 (1H, d, J=9.2Hz), 5.75 (1H, d, J=17.8Hz), 5.58 (1H, d, 
J= 17.8 Hz), 5.16 (2H, s), 4.72-4.55 (1H, m), 3.81 (3H, s), 2.97 (1H, dd, 
J=17.3, 4.3Hz), 2.68 (1H, dd, J=17.3. 4.9Hz), 1.41 (9H, s) 0 

mm®5 (6 7) 

N-^>y';^^ v*^f-^- 3-7^-4 - ^ - 5 - (5 - 
10 (4-^ h^fy7x^f*) tY7V-)\s-\-4 )\<) ^>*>&- t 




15 TLC:Rfo.43 : mk^^= i : i ) ; 

NMR (CDCI3) : 8 7.51 (2H, d, J=8.9Hz), 7.45-7.32 (5H, m), 6.90 (2H, 
d, J=8.9Hz), 5.97 (1H, d, J=9.2Hz), 5.57 (1H, d, J=18.4Hz), 5.40 (1H, d, 
J=1 8.4Hz), 5.20 (2H, s), 4.71-4.55 (1H, m), 3.81 (3H, s), 3.05 (1H, dd, 
J=17.5, 4.4Hz), 2.75 (1H, dd, J=17.5, 4.9Hz), 1.43 (9H, s) G 
20 mmM5 (6 8) 
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N-^>v;l/^4rV*;l"K-^-3-T5 J- A -**V-5- (5 - 



TLC:Rfo.52 (^^v :ft«J-f-^=2 : i) ; 

NMR (CDCI3) : S 7.51-7.16 (9H, m), 5.93 (1H, d, J=9.4Hz), 5.84 (1H, 
d,J=1 7.8Hz), 5.66 (1H,d,J=1 7.8Hz), 5.18 (2H, s). 4.73-4.54 (1H, m). 3.03 
10 (1H. dd. J=17.4 RV 4.8Hz), 2.71 (1H, dd, 17.4 JSLV 4.6Hz), 1.42 (9H, 

S)o 

nmms (6 9) 

N _^^y;p^^v*;U^;u-3-75/-4-^4rV-5- (5 - 

15 yf ji/xxf ^ 



TLC:Rfo.40 (^*-9-> :&®xf-;v=2 : l) ; 

NMR (CDCI3) : S 7.58-7.00 (9H, m), 5.95 (1H, d, J=9.0Hz), 5.67 



5 
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(J=1 8.4Hz), 5.50 (1H, d, J=18.4Hz), 520 (2H, s), 4.74-4.52 (1H, m), 3.05 
(1H. dd. J=17.6 4.2Hz), 2.71 (1H, dd, 17.6 RXf 5.0Hz), 1.41 (9H. 

S)o 

mmms (70) 

5 n~«>yjuir**siifi/#-»-3 -T5y-4-**v-5- (5- 
(2, 4 -^no7a-W)f h^y-;w-2->f;i/) • 




10 

TLC:Rfo.30 : s»if^=4 : 1) ; 

NMR (CDCI3) I S 7.48 (1H, d, J=2.2Hz), 7.46-7.31 (6H, m), 7.23 (1H. 
dd, J=8.4 RXf 2.2Hz), 5.93 (1H, d, J=9.0Hz), 5.84 (1H, d, J=17.8Hz), 
5.66 (1H, d, J=1 7.8Hz), 5.18 (2H, s). 4.75-4.52 (1H, m), 3.03 (1H, dd. 
15 J=17.6 4.4Hz), 2.71 (1H, dd. J=17.6 W 4.8Hz), 1.42 (9H, s)„ 

mmms (7 1) 

N- / «>?A'**'>**iK-*-3-7§y-4-**y-5 - (5 - 
(2,4 -^DD7i-Ht) T Y y "f-)l- 1 - A )V) • 
t -7f^iXf;V 

20 
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ci 



TLC:Rfo.23 (^*«9-> :ft«xf-^/=4 : i) ; 

NMR (CDCI3) : 6 7.53 (1H, d, J=8.4Hz), 7.47 (1H, d, J=2.4Hz), 
5 7.45-7.32 (5H, m), 7.27 (1H, dd, J=8.4 Rlf 2.4Hz), 5.94 (1H, d, J=9.6Hz), 
5.68 (1H, d, J=1 8.6Hz), 5.51 (1H, d, J=1 8.6Hz), 5.20 (2H, s), 4.76-4.52 
(1H, m), 3.07 (1H t dd, J=17.6 JkXf 4.6Hz), 2.72 (1H, dd, J=17.6 TBlXJP 
4.6Hz), 1.41(9H, S) 0 

mmm5 (72) 

10 N-^>y'H#y*M-Ji'-3-7^-4-*^V-5- (5- 
9 vffL • t --/f-^x^r;!/ 



t l c : R f 0.71 > : yxf^x-t«/= 2:1); 

NMR (CDCI3) ! S 7.39-7.20 (8H, m), 5.92 (1H, d, J=8.8Hz). 5.74 (1H, 
d, J=1 7.4Hz), 5.55 (1H, d, J=17.4Hz), 4.65-4.55 <1H, m), 3.00 (1H, dd, 
J=4.4, 17.4Hz), 2.69 (1H, dd, J=4.6, 17.4Hz), 2.52 (3H, s). 1.40 (9H, s) 0 
20 %1tiM5 (7 3) 
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N-/>c>y>t*y*fl"-K-^-3 -7 5 J- 4 - t^fV- 5 - (5 - 
(2-?DD-6->fil'7x-;l/ft) r h^V-JU- 1 -A )V) 




TLC:Rfo.55 (^>^>:^if;i/x-f;i/=2 : l) ; 

NM R (CDCI3) ! S 7.43-7.23 (8H. m), 5.97 (1H, d, J=9.4Hz), 5.66 (1H, 
d, J=1 8.6Hz), 5.49 (1H, d, J=18.6Hz), 4.70-4.60 (1H, m), 3.08 (1H, dd, 
10 J=4.4, 17.2Hz), 2.74 (1H, dd, J=4.6, 17.2Hz), 2.58 (3H, s), 1.43 (9H, s) 0 
Umm5 (74) 

N-^>Wt'>*^-^-3-7W-4-t^V-5- (5 - 
(4 - h <J 7D*D^f;i/7x-m) x 1-4 )\s) iy 

9 >t& • t -y^-;i/i^r;b 




T L C : R f 0.59 > I 2 : 1 ) ; 

NMR (CDCI3) : <J 7.60 (s, 4H), 7.38 (s, 5H), 6.0-5.6 (m, 3H), 5.18 (s, 
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2H), 4.7-4.6 (m, 1H), 3.05 (dd, J=4.3, 17.5Hz, 1H), 2.72 (dd, J=4.8. 17.5Hz, 
1H), 1.42 (S, 9H)o 

unms (75) 

5 (4-h | j7otn^fji/7x-;i'ft) f h l ->f ;w) ^> 




10 TLC:Rfo.43 (AH>:»f^=3: l) ; 

NM R (CDCI3) : S 7.61 (s, 4H), 7.38 (s, 5H), 6.0-5.9 (m, 1H). 5.7-5.4 
(m, 2H),5.20 (s. 2H), 4.7-4.6 (m, 1H), 3.07 (dd, J=4.3, 17.6Hz, 1H), 2.71 
(dd, J=4.0. 17.5Hz, 1H), 1.41 (s, 9H) 0 

3y&0!l5 (7 6) 

15 N-^>'^t^v'*^'K-;i'-3-T5;-4-*#V-5- (5 - 




20 
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TLC:Rfo.47 : mSL3-**'=i : 3) ; 

NMR (CDCI3) : 8 8.08 (1H, d, J=1.5Hz), 7.87-7.73 (3H, m), 7.62-7.43 
(3H,m), 7.41-7.25 (5H,m),5.93 (1 H, d, J=8.6Hz), 5.79 <1H, d, J=1 7.7Hz), 
5.62 (1H, d, J=1 7.7Hz), 5.15 (2H. s), 4.71-4.56 (1H, m), 3.00 (1H, dd, 
5 J=17.5. 4.4Hz), 2.69 (1H, dd, J=17.5, 4.9Hz), 1.39 (9H, s) 0 
%1fom5 (7 7) 

N-^^^*#y*^-^-3-7 5 y-4-**7-5- (5 - 
vy-2-4)\/1-k) t YyV-fr- l -A )\>) t 




TLC:Rfo.35 {^*V> \mk^-f-^=i : 3) ; 

NMR (CDCI3) : 8 8.06 (1H, s), 7.88-7.75 (3H, m), 7.61-7.46 (3H, m), 
15 7.43-7.30 (5H, m), 5.92 (1H, d, J=8.8Hz), 5.59 (1H, d, J=18.3Hz), 5.44 (1 H, 
d, J=18.3Hz), 5.17 (2H, s), 4.65-4.52 (1H, m), 2.98 (1H, dd, J=17.5, 4.4Hz), 
2.66 (1H, dd, J=17.5; 4.9Hz), 1.42 (9H. s) B 

%nws (7 8) 

N-^ > -y^t^y * - 3- 7^-4-t^rV-5- (5 - 
20 (4 - t -rf^7i-^f*) t \yV-)\<-2-4 s<> ? y& . 



215 



WO 97/24339 



PCT/JPW/03801 




TLC:Rfo.49 (a^^:SSSi^=7:3) ; 

NMR (CDCI3) : $ 7.51 (2H, d, J=8.6Hz), 7.45-7.30 (7H, m), 5.94 (1H, 
5 d, J=8.8Hz), 5.78 (1H, d,J=17.8Hz), 5.60 (1H, d. J=1 7.8Hz), 5.16 (2H, s), 
4.70-4.56 (1H, m), 3.01 (1H, dd, J=17.4, 4.4Hz), 2.69 (1H, dd, J=17.4, 
4.8Hz), 1.41 <9H,s), 1.30 (9H, s)„ 

mmms (79) 

t -/f^X^f^V 




15 TLC:R£0.34 > 7 : 3 ) ; 

NMR (CDCI3) I a 7.47 (2H, d, J=8.7Hz), 7.42-7.30 (7H, m), 5.95 (1H, 
d, J=9.2Hz), 5.57 (1H, d,J=18.4Hz), 5.41 (1H,d, J=18.4Hz), 5.19 (2H, s), 
4.68-4.53 (1H. m), 3.03 (1H, dd, J=17.4, 4.4Hz), 2.69 (1H, dd, J=17.4, 
4.9Hz), 1.42 (9H, S), 1.30 (9H, S)o 
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%MM5 (8 0) 

N-^V5M'**$/*A'#-A'-3-75>'-4--5j-#v-5- (5 - 
(4 _ y i; 7;PiD^f;i/*^v7x-;i'f ^) r h 7'/-^- 1 ~ A 

5 




TLC:Rfo.3i (A*t^:»Kxf*=3 : l) ; 

NMR (CDCI3) : <5 7.7-7.5 (m,2H), 7.5-7.3 (m, 5H). 7.3-7.2 (m, 2H), 
10 5.94 (d, J=8.5Hz, 1H), 5.63 (d, J=1 8.4Hz, 1H), 5.46 (d. J=18.4Hz, 1H), 
5.20 (S, 2H), 4.7-4.6 (m. 1H), 3.10 (dd, J=4.4, 17.6Hz, 1H). 2.71 (dd. J=4.9, 
17.6Hz, 1H), 1.42 (s, 9H) C 

nmw5 (8 1) 

U-iyVArt^i/ii 3-75y-4-**V-5- (5 - 

15 (4 - h U 7**D^ f **^*>7xi*f *) T Y 7V~-)l>- 2-4 

)l>) s<>?>&- t -7*f;l'i^f/l' 




20 TLC:Rfo.37 (^*^v:ft»xf-A/=3 : i) ; 
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NM R (CDCI3) : $ 7.7-7.5 (m, 2H), 7.5-7.3 (m, 5H), 7.3-7.2 (m, 2H), 
6.0-5.9 (m, 1H), 5.86 (d, J=17.7Hz, 1H), 5.68 (d, J=17.7Hz, 1H), 5.17 (s. 
2H), 4.7-4.6 (m, 1H), 3.00 (dd. J=4.4, 17.5Hz, 1H), 2.70 (dd, J=4.8, 17.5Hz, 
1H), 1.41 (s,9H) 0 
5 %mmS (8 2) 

N-^^y;Vt + '>*^-^-3-7 5 y-4-**7-5- (5 - 
(2, 3, 6- h'J^oD7x-;i/f*) r by*/-fl'-2-4 ;u) 



TLC : Rf 0.55 (^>-tf y : s/xf-zui-f-iu* 10:1) ; 

NMR (CDCI3) : $ 7.51-7.35 (7H, m), 5.92 (1H, d, J=8.8Hz), 5.78 (1H, 
d, J=1 7.8Hz), 5.59 (1 H. d, J=17.8Hz), 5.17 (2H, s), 4.63-4.60 (1 H, m), 3.08 
15 (1H, dd, J=4.8, 17.6Hz), 2.71 (1H, dd, J=5.0. 17.6Hz), 1.41 (9H, s)„ 

nmms (8 3) 

N-^>y^t^v*^**-^-3 -7 5 y-4 -**7-5 - (5 - 
(2, 3, 6 - h 'J ^nn7i-W) r YyV-J^- 1 —4 JU) 
* 7g£ • t -rfJ^f^ 




20 



218 



WO 97/24339 



PCT/JP96/03801 




TLC:Rfo.37 {^-yw : yxf^x-f^= i o : i ) ; 

NMR (CDCI3) ! d 7.53-7.33 (7H, m), 5.98 (1H, d, J=9.4Hz). 5.70 (1H, 
5 d, J=1 8.4Hz), 5.54 (1H, d, J=18.4Hz), 5.21 (2H, s), 4.76-4.64 (1 H, m), 3.12 
(1H, dd, J=4.4, 17.6Hz), 2.76 (1H, dd, J=5.0, 17.6Hz), 1.43 (9H, s)„ 

%tm$ (8 4) 

N-^>y^t^ry*;l"K-;l'-3-7^-4-* + V-5- (5 - 
(2, 4 -vV^7x-;u^*) r Yy V-/U-2 -<<*>) «>9*Wt • 
10 t-7fJHAf*' 




tlc : Rf 0.53 (^** > : Si^f^= 7:3) ; 

15 NMR (CDCI3) : 5 7.49 (1H. d, J=7.9Hz), 7.45-7.30 (5H, m), 7.1 1 (1H, 

S), 7.01 (1H, d, J=7.9Hz), 5.94 (1H, d, J=9.1Hz), 5.76 (1H, d. J=17.8Hz), 
5.57 (1H, d, J=17.8Hz), 5.16 (2H, s), 4.72-4.55 (1H, m), 3.01 (1H, dd, 
J=17.8, 4.4Hz), 2.68 (1H, dd, J=17.8, 4.7Hz). 2.39 (3H, s), 2.33 (3H, s), 
1.41 (9H,S) 0 



219 



WO 97/24339 



PCT/JF96/03801 



%mWS (8 5) 

N-^y^;ut*->*^^-^-3 -7 5 J- 4-**v-5- (5 - 
(2, 4-y^Jl'7x;H^) r h?*/-*- 1 ->f ;W) • 
t -yf^x^f* 




TLC:Rf0.36 (^#*> :ft»if-^«7 : 3) ; 

NMR (CDCI3) : 5 7.46-7.31 (6H, m), 7.13 (1H, s), 7.02 (1H, d, 
10 J=7.7Hz), 5.96 (1H, d, J=9.2Hz), 5.56 (1H, d, J=1 8.4Hz), 5.39 (1H, d, 
J=18.4Hz), 5.20 (2H, s), 4.70-4.54 (1H, m), 3.05 (1H, dd, J=17.5, 4.4Hz), 
2.70 (1H, dd, J=17.5, 4.8Hz), 2.37 (3H, s), 2.32 (3H, s), 1 .42 (9H, s) 0 

nmms (8 6) 

N-^>v;i/* + v*^**-^-3-75y-4-*4rV-5- (5 - 
15 (2, 5-y?DD7i-W)f Y?V-)\'-2-4)V)'<>?>f&' 




20 TLC!Rf0.72 > : ffcK^^ 3 I 2 ) ; 
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NM R (CDCI3) I S 7.55-7.30 (6H, m), 7.30-7.17 (2H, m), 5.94 (1H, d, 
J=9.0Hz), 5.87 (1H, d, J=17.5Hz), 5.69 (1H, d, J=17.5Hz), 5.18 (2H, s), 
4.73-4.59 (1H, m). 3.05 (1H, dd, J=17.6. 4.0Hz), 2.71 (1H, dd, J=17.6, 
4.8Hz), 1.42 (9H,s) 0 

5 mmms (8 7) 

(2, 5-'^nD7x-W)T Yy V-fr- 1 -A 9 • 



TLC:Rf0.64 (^*V> I SS!xf;l/=3 : 2) ; 

NMR (CDCI3) : 5 7.53 (1H, d, J=7.2Hz), 7.45-7.32 (5H, m). 7.30-7.24 
(2H, m), 5.94 (1H. d. J=9.2Hz), 5.69 (1H, d, J=1 8.3Hz), 5.52 (1H, d. 
15 J=1 8.3Hz), 5.20 (2H, s). 4.74-4.58 (1H, m), 3.08 (1 H, dd, J=17.5, 4.3Hz), 
2.72 (1H, dd. J=17.5, 4.8Hz), 1.42 (9H, s). 

mmms (8 8) 

N - ^ > yil' t + v * - 3 - 7 5 > - 4 - 1 1 V - 5 - (5 - 
(4-7nt7x-W) r r 2 -4*) *0 9>Wl- t - 

20 yj-jvj-ATfr 



CI 



10 
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T L c : R f 0.35 (^*-fr> : »Kif^= 4:i)o 

mmm 5(89) 

5 N-^>-»**y*^t'-^-3-7^-4-* + V-5- (5- 

(4-7Dt7x^m) T Y 7 7-^" 1 ->f fr) t- 




TLC:Rfo.3i (^**>:IM*J.f-*-3 : 1) • 

f£*fc0!l5 (9 0) 

(2, 6-'^DD-4-^f*7xiW) r h 2 -4*0 
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TLC:Rfo.47 (^*+> : 7 : 3) ; 

NMR (CDCI3) ! <? 7.42-7.29 (5H, m), 7.27 (2H. d, J=1.4Hz), 5.92 (1H, 
d, J=8.8Hz), 5.75 (1H, d, J=17.6Hz), 5.57 (1H,d, J=1 7.6Hz), 5.16 (2H, s), 
4.70-4.55 (1H, m), 3.00 (1H, dd, J=17.4, 4.3Hz), 2.69 (1H, dd, J=17.4, 
5 4.8Hz), 2.34 (3H, s), 1 .42 (9H, s)o 

mmms o i) 

(2, 6-^na-4->f^7x-;W) r h yV-)V- 1 ->f;i/) 



TLC:Rf0.34 : ft$x^;l/=7 : 3) ; 

NMR (CDCI3) : S 7.45-7.31 (5H, m), 7.26 (2H, s), 5.98 (1H, d, 
15 J=9.1Hz), 5.67 (1H, d, J=18.4Hz), 5.50 (1H, d, J=18.4Hz), 5.21 (2H, s), 
4.75-4.62 (1H, m), 3.09 (1H. dd, J=17.5, 4.5Hz), 2.74 (1H, dd, J=17.5, 
4.8Hz), 2.34 (3H, s), 1.43 (9H, s) 0 

mmms 02) 

20 (3, 4-^DD7i-*ft)f 2-4 fr) • 




CH 3 
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TLC:Rf0.72 (^>4f> : yxf;n-f^=2 : 1 ) ; 
NMR (CDCI3) : 8 7.65 (1H, d, J=1.8Hz). 7.45-7.33 (7H, m), 5.94 (1H, 
5 d. J=9.6Hz), 5.83 (1H, d, J=18.0Hz), 5.65 (1H, d, J=18.0Hz), 5.17 (2H, s). 
4.70-4.61 (1H, m), 3.04 (1H, dd, J=4.2, 17.4Hz), 2.72 (1H, dd, J=4.6, 
17.4Hz), 1.41 (9H, s)o 

nmms (93) 

10 (3, 4-^nD7i-^tt) r h?*/-^- 1 --fJU) yfk • 



CI 




15 TLC:Rf0.53 (^-tf > : i?xf^x-f;i'= 2 : l ) ; 

NMR (CDCI3) : 8 7.65 (1H, d, J=2.0Hz), 7.47-7.34 (7H, m), 5.94 (1H, 
d, J=8.6Hz), 5.63 (1H, d, J=18.6Hz), 5.47 (1H,d, J=18.6Hz), 5.20 (2H, s), 
.4.69-4.60 (1H, m), 3.09 (1H, dd, J=4.4, 17.6Hz), 2.75 (1H, dd, J=5.0, 
17.6Hz), 1.43 (9H,s) 0 
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mmms (94) 

N-^>y;l/t*v*^*-^-3-7<y-4-t + V-5- (5 - 




TLC:Rfo.26 (^*-9-> : S8if^=3 : 1 ) ; 

NMR (CDCI3) : 5 7.39 (5H, m), 5.93 (1H. d, J=10.2Hz), 5.86 (1H, d, 
J=17.6Hz), 5.68 (1H, d, J=17.6Hz), 5.18 (2H, S), 4.78-4.55 (1H, m), 3.04 
10 (1H, dd, J=17.4Hz, W 4.6Hz), 2.72 (1H, dd, J=17.4Hz RV 4.8Hz), 
1.43 (9H, S)» 
nMW5 (9 5) 

N-^>y;Vi*y*M-;i'-3-75/'-4-t + V-5- (5 - 
(4-^ho7x-;i/ft) r Y7V-A>-2 -A fr) t - 

15 yf-)vs. at 




TLC:Rf0.40 (^**> :iM*x**«2 : l) ; 

20 NMR (CDCI3) : S 8.24-8.09 (2H, m), 7.62-7.48 (2H, m). 7.45-7.28 (5H, 
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m), 5.94 (1H, d, J=8.4Hz), 5.91 (1H, d, J=17.8Hz), 5.72 (1H, d, J=17.8Hz), 
5.18 (2H, s), 4.78-4.58 (1H, m), 3.06 (1H, dd, J=17.6 RV 4.4Hz), 2.73 
(1H, dd, J=17.6 W 4.8Hz), 1.42 (9H. s)o 

mmms (9 6) 

N-^>^**v'*^-^-3-7^-4-t4 1 V-5 - (5 - 
(4-^hn7i-;i'ft) r h 1 -4 AO ^>^^K- t - 




10 

TLC:Rfo.23 (^^:S8^=2: l) ; 

NMR (CDCI3): 5 8.26-8.11 (2H, m), 7.69-7.50 (2H, m), 7.46-7.28 (5H, 
m), 5.90 (1 H, d, J=9.0Hz), 5.68 (1 H, d, J=1 8.2Hz), 5.51 (1 H, d, J=1 8.2Hz), 
5.19 (2H, S), 4.75-4.48 (1H, m), 3.06 (1H, dd, J=17.6 W 4.4Hz), 2.71 
15 (1H, dd, J=17.6 RXf 5.0Hz). 1.41 (9H, s)o 

%MWS (9 7) 

N-^>y>t^v*^-^-3-7^-4-t*V-5- (5 - 
(^-7^l/>-l -4*1-*) T -4*0 s<>?>&- t 

20 
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cr 




TLC:Rfo.77 :»Kxf-^=i : l) ; 

NM R (CDCI3) I <J 8.39 (1H, d, J=7.0Hz), 7.94-7.85 (3H, m), 7.59-7.43 
5 (3H, m), 7.40-7.30 (5H, m), 5.89 (1H. d, J=9.0Hz), 5.70 (1H, d, J=1 8.0Hz), 
5.52 (1H, d, J=18.0Hz), 5.13 (2H, s), 4.71-4.56 (1H, m), 2.96 (1H, dd, 
J=17.0. 4.0Hz), 2.65 (1H, dd, J=17.0. 5.0Hz), 1.38 (9H, s)„ 

mmms (9 8) 

10 (i-7* vy- l ->f fr?-*) t YyV-)V- l --f ;u) t 



NMR (CDCI3) I 8 8.32 (1H, d, J=8.0Hz), 7.96-7.86 (3H, m), 7.64-7.47 
(3H,m), 7.44-7.31 (5H,m),5.92 (1 H, d, J=9.0Hz), 5.59 (1H, d, J=1 8.0Hz), 
5.43 (1H, d, J=18.0Hz), 5.19 (2H, s), 4.65-4.52 (1H, m), 3.02 (1H, dd, 
J=17.0, 4.0Hz), 2.69 (1H, dd, J=17.0, 4.0Hz), 1.42 (9H, s)o 
20 mmW5 (9 9) 




tlc : R f 0.70 y : BtKxf-;i/= l : l ) 
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N -s<yy frX-fr- 3 -T S - 4 -**V - 5 - (5 - 

(2, 4-y-t-7f^7x-^ft) T h7 2 --f ^) ^ > 



TLC:Rf0.48 (^>-tf> : yxf^x-f^=8 : l) ; 

NMR (CDC 13) : 5 7.50 (1H, d, J=2.2Hz). 7.44 (1H, d, J=8.2Hz), 
7.38-7.35 (5H, m). 7.17 (1H, dd, J=2.2 W 8.2Hz), 5.94 (1H, d, J=8.4Hz), 
10 5.76 RV 5.59 {&* 1H, d, J=17.4Hz), 5.16 (2H, s), 4.69-4.59 (1H, 
m),2.99 (1H,dd,J=4.6 Rlf 17.4Hz),2.69 (1H,dd,J=4.8 W 17.4Hz), 
1.53 (9H, s), 1.41 (9H, s), 1.31 (9H, s)<, 

%mm (10 0) 

N-^>5?/U**'>*^#-*-3 -75 y-4-**V-5 - (5- 
15 (2, 4-y-t-W7x-A'f*) r h 1 —f *0 ^> 

* • t -yf-^xXr*' 



5 
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: r f 0.31 : : D ; 

l(CDCI3) : S 7.52 (1H, d-like), 7.41-7.34 (5H, m), 7.28-7.16 (2H, 
[lH,d,J=8.8Hz),5.60 W 5.43 (^S-^ 1H, d, J=18.4Hz), 
, s). 4.69-4.59 (1H, m), 3.06 (1H, dd, J=4.6 RV 17.4Hz), 2.71 
(1=4.6 JkV 17.4Hz), 1.51 (9H, s), 1.42 (9H, s). 1.31 (9H, s)o 

|5 (10 1) 

IWJU**^*^*-*- 3 -73y-4-**V-5- (5 - 
t -yf^iXf^ 




TLC:Rfo.50 (^od*m:^^;-ji/=io: l) ; 

NMR (CDCI3) : (5 7.62 (1H, s), 7.40-7.30 (5H, m), 7.07 (1H, s), 7.05 
(1H, s), 5.88 (1H, m), 5.84 (1H, d, J=18Hz), 5.66 (1H, d, J=18Hz), 5.39 
(2H. s), 5.17 (2H, s), 4.64 (1H. m), 3.03 (1H, dd, J=4.4, 17Hz), 2.71 (1H. 
dd. J=4.6, 17Hz). 1.42 (9H, s)„ 

nmm 5 (102) 

t -7f Jl'X^f il' 
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TLC:Rfo.44 (^dd*h : > ?y-;i/= i o : l ) ; 

NMR (CDCI3) : 8 7.68 (1H, s), 7.40-7.30 (5H, m), 7.08 (1H, s), 7.00 
5 (1H, S), 5.84 (1H, m), 5.60-5.26 (4H, m), 5.39 (2H, s), 5.18 (2H, s), 4.60 
(1H,m),3.10(1H,dd,J=4.8 l 18Hz), 2.80 (1 H, dd, J=5.0, 18Hz), 1.42 (9H, 
s) 0 

%m\ 5 (10 3) 

-75 /-4 -**V- 5 - (5 - 
10 (2-> Kv7i-Wt) r h 7 2 -4 )V) s<>9>tfL' t 




15 TLC:Rf0.53 ^-H^ : yxfW-f * = 2 : 1 ) I 

NM R (CDCI3) : <5 7.48-7.30 (7H, m), 6.98-6.90 (2H, m), 5.93 (1H, d, 
J=9.6Hz), 5.78 (1H, d, J=17.8Hz), 5.60 (1H, d. J=17.8Hz), 5.16 (2H, s), 
4.89-4.60 (1H, m), 3.81 (3H, s), 3.00 (1H, dd, J=4.4, 17.4Hz), 2.70 (1H, dd, 
J=4.8, 17.4Hz), 1.41 (9H. S)o 

20 nmW5 (1 0 4) 
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N-^>v?jI/^-^5/*;UjK-^- 3 —7 5 y-4-**7-5 - (5 - 

(2 K'>7x-;^t) fh7 , /-^-i->f;i/) y® • t 



TLC:Rfo.38 (^>-t?> : yxf ji/x-f;i'=2 : l ) ; 

NM R (CDCI3) I S 7.52-7.31 (7H, m), 6.99-6.85 (2H, m), 5.96 (1H, d, 
J=8.8Hz), 5.64 (1H, d, J=1 8.2Hz), 5.45 (1H, d, J=1 8.2Hz), 5.19 (2H, s), 
10 4.64-4.55 (1H, m), 3.75 (3H, s), 3.01 (1H, dd, J=4.4, 17.4Hz), 2.70 (1H, dd. 
J=4.8, 17.4Hz), 1.42 (9H, s)o 

nmms (i 0 5) 

N-^>v;P**v#;W-K~;i/-3-73 -/-4-**V-5- (5 - 
(2, 6 - y^ D D - 4 ->V f il'T 5 ^ 7 x-;l/f t) 7^7 '/-/U - 
15 2--f^) t-7*fr3.*7-)\' 




H 3 q 




N-CH 3 



TLC:Rfo.59 (A^t>:»K^=i : D 
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NMR (CDCI3) ! 8 7.40-7.30 (5H, m), 6.72 (2H, s), 5.95 (1H, d, 
J=8.8Hz). 5.72 (1H, d, J=18Hz), 5.57 (1H, d, J=18Hz), 5.16 (2H, s), 4.63 
(1H, m), 3.02-2.93 (7H, m), 2.69 (1H, dd, J=4.6, 17Hz), 1.41 (9H, s) Q 

tmms (io6) 

5 N-^<>v r ^^ i lrv*^^-^-3-T$y-4-*^V-5- (5 - 

(2, 6 - v ^ D o - 4 - f ^7 5 ; 7 x - ^f t ) ff7V-^- 




. TLC:Rfo.50 (A^t>:SK^=i : D ; 

NMR (CDC 13) : 8 7.42-7.30 (5H, m), 6.69 (2H, s), 5.99 (1H, d, 
J=8.8Hz), 5.62 (1H, d, J=18Hz), 5.47 (1H, d. J=18Hz), 520 (2H, s), 4.65 
(1H, m), 3.12-2.98 (7H, m), 2.72 (1H, dd, J=4.8, 17Hz). 1.43 (9H. s)„ 

nmms u 07) 

N _^>y;p 5 }-^v^;l/ / -K^;l/-3-7^y-4-^^V-5- (5 - 




10 



15 
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TLC : Rf 0.27 ('O-tfV : yif^x-f^=8 : 1) ; 

NMR (CDCI3): 8 7.40-7.32 (5H, m), 7.19-7.16 (1H, m), 6.94-6.90 (2H, 
m), 5.97 (1H, d, J=8.4Hz), 5.80 RlT 5.63 {&* 1H, d, J=17.6Hz), 
5.17 (2H, s), 4.71-4.62 (1H, m), 4.46 (2H, s). 3.00 (1H, dd, J=4.6 
5 17.4Hz), 2.71 (1H, dd. J=4.8 fttf 17.4Hz), 1.42 (9H, s).„ 

%mm 5 (io8) 

N > y ;v t ^ v * ;i"K-;v - 3-7 5 4 -**V- 5 - (5 - 
(f*7z'/-2 -4 fr) r h 1 --f t - 7 



TLC :Rf 0.12 (^>-*f> : v ? xf;i/i-f^=8 : l ) ; 

NMR (CDCI3) : S 7.37 (5H, m), 7.22-7.19 (1H, m), 6.95-6.92 (2H, m), 
15 5.84 (1H,d,J=8.4Hz). 5.45 W 5.34 (&* 1H, &4 d,J=1 8.6Hz), 5.16 
(2H, s), 4.62-4.53 (1H, m), 4.43 4.27 (&+ 1H, d, J=16.6Hz), 
3.06 (1H, dd, J=4.4 RXf 17.6Hz), 2.74 (1H, dd, J=4.8 RV 17.6Hz), 
1.44 (9H, s) 0 

mmms (109) 

20 N-^>v f ^^#'>*^**-;i'-3-T5>'-4-^^rV-5- (5- 

(ft7i>-3->f;v) f f57-;i/-2->f;i/) t - ~r 



10 
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TLC:Rfo.23 : yxfji/i-f;i'=8 : 1) ; 

5 NMR (CDCI3): 8 7.40-7.31 (5H, m), 7.28-7.24 (1H, m). 7.12-7.10 (1H, 

m), 7.03 (1H, dd. J=1.2 W 5.0Hz), 5.97 (1H, d, J=9.2Hz). 5.80 JkV 
5.62 1H, d, J=17.6Hz), 5.17 (2H, s), 4.71-4.62 (1H, m), 4.28 

(2H, s), 3.00 (1H, dd, J=4.4 RV 17.6Hz), 2.71 (1H, dd, J=5.0 RV 
17.6Hz), 1.42(9H,s).o 
10 ntfaM5 (110) 

N _^>i;;^^y*J^-^-3-7 5 S-4 -**7-5 - (5 - 
(ft7x>-3-'f^) fYyV-^-l-^ ^) s<>9><®- t - -f 




TLC:Rfo.09 (^>-tf> : v^-t^^-t^s : l ) ; 

NMR (CDCI3) : 5 7.40-7.33 (5H, m), 7.31-7.27 (1H, m), 7.18 (1H, brs), 
6.94-6.91 (1H, m), 5.82 (1H, d, J=8.8Hz), 5.35 (2H, s), 5.16 (2H, s), 4.59- 
20 4.50 (1H,m), 4.24 RXf 4.07 (#4 1H, d, J=16^Hz), 3.05 (1H, dd, 
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J=4.4 JSlV 17.4Hz), 2.73 (1H, dd, J=5.0 RXf 17.4Hz), 1.44 (9H, s) 0 

$tt*i5 din 

(3-'f5r/-iV-l-^7'D^I/) f F 7 V )V — 2 ~ 4 fr) s<> 
5 * >K • t -77fl'3-X7- 



TLC:Rfo.44 (^ddwa:>^-^=9 : l) ; 

10 NMR (CDCI3) I S 7.49 (1H, s), 7.40-7.30 (5H, m), 7.05 (1H, s), 6.94 

(1 H, s), 6.1 0 (1 H, d, J=8.8Hz), 5.81 (1 H, d, J=1 8Hz), 5.64 (1 H, d, J=1 8Hz), 
5.18 (2H, s), 4.67 (1H, m), 4.03 (2H, t, J=7.0Hz), 3.02 (1H, dd. J=4.6. 
17Hz), 2.90 (2H, t, J=7.0Hz), 2.72 (1H, dd, J=5.0, 17Hz), 2.27 (2H, m), 
1.42 (9H, s) 0 

15 nmms (112) 

(3 _^ 5 i -4 )i>7u\Z)V) t l -4 )\>) ^> 

9 >B8 • t -•ff-^^~7s-f)V 
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TLC:Rfo.36 (^dd*m:>^;-^=9 : D ; 

NMR (CDCI3) : 8 7.45 (1H, s), 7.40-7.30 (5H, m), 7.04 (1H, s), 6.92 
5 (1H, s), 6.10 (1H, d, J=8.8Hz), 5.46 (2H, s), 5.18 (2H, s), 4.60 (1H, m), 
4.09 (2H, t, J=6.8Hz), 3.03 (1H, dd, J=4.4, 18Hz), 2.78 (1H, dd, J=5.4, 
18Hz), 2.57 (2H, t, J=6.8Hz), , 2.27 (2H, m), 1.41 (9H, s) 0 

mmm 5 (113) 

10 (2, 3 -y?DD7ii^ft) t Yy % /-*-2 -4^) s<y? y& • 




15 TLC:Rf0.60 (soWs : *»J.f-*-2 : l) ; 

NMR (CDCI3): 8 7.44-7.11 (8H, m), 5.94 (1H, d, J=10.8Hz). 5.86 (1H, 
d, J=1 7.8Hz), 5.68 (1H, d, J=1 7.8Hz), 4.73-4.62 (1H, m), 3.04 (1H, dd, 
J=4.0, 17.2Hz), 2.73 (1H, dd, J=4.8, 17.2Hz), 1.42 (9H, s)„ 

mmms (114) 
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N-^>^;u**v#^-;u-3-7*/-4-**V-5- (5 - 
(2,3 -y^nD7x-;i/f*) r h 7'/-^- 1 --f >u) >g| • 
t -yfiVi^f^ 




TLC:Rf0.49 (^^r^> I ffe&x?-;l/=2 : 1) ; 
NMR (CDCI3): S 7.48-7.15 (8H, m), 5.94 (1H, d, J=10.6Hz), 5.69 (1H, 
d. J=1 8.4Hz), 5.52 (1H, d, J=18.4Hz), 4.73-4.63 (1H, m), 3.06 (1H, dd, 
10 J=4.4, 17.6Hz), 2.73 (1H, dd, J=4.8, 17.6Hz), 1.41 (9H, s) 0 

nmms (115) 

N-'«>^**5'**#-/l'-3-7^-4-**V-5- (5 - 
(2, 6 -yVf^7x;Wt)f Y5 % /-fr-2-'<JI')i>9>Bt • 
t -7f;H^f^ 

15 




TLC:Rfo.56 (a^>:SKx^=3 : 2) ; 

NMR (CDCI3) : S 7.37 (5H, s),7.25-7.10 (3H, m), 5.91 (1H, d, 
20 J=9.1Hz), 5.73 (1H, d, J=17.8Hz). 5.54 (1H, d, J=17.8Hz), 5.16 (2H, s), 
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4.70-4.55 (1H, m), 2.99 (1H, dd, J=17.5. 4.5Hz), 2.67 (1H, dd, J=17.5. 
4.8Hz), 2.48 (6H, s), 1.41 (9H, s) 0 

nmms a 1 6) 

5 (2, 6 - 9 J* + t YyV-fr- 1 ? >g£ • 



10 TLC:Rfo.44 {^**y> : ft»xf-^«3 : 2) ; 

NMR (CDCI3) ! (J 7.45-7.35 (5H, m), 7.31-7.14 (3H, m), 5.96 (1H, d, 
J=9.1Hz). 5.56 (1H, d, J=1 8.5Hz), 5.38 (1H, d, J=18.5Hz), 5.21 (2H. s), 
4.70-4.54 (1H, m), 3.06 (1H, dd, J=17.5, 4.4Hz), 2.71 (1H, dd, J=17.5, 
4.9Hz), 2.42 (6H, s), 1.42 (9H, s)o 

15 nmms (117) 

N-^>y>* + y*M-^-3-75y-4-* + y-5- (5 - 
(2-^nn-4-t -7f ^7x-^f*) f YyV-)V- 2 - A )V) 
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TLC:Rfo.65 (A+t>:SKifA'=3 : 2) ; 

NMR (CDCI3) : 8 7.46 (1H, d, J=2.1Hz), 7.43-7.30 (6H, m),7.25 (1H, 
5 dd, J=8.3,2.1Hz),5.94 (1H, d, J=9.3Hz), 5.82(1 H, d, J=17.8Hz), 5.64 (1H. 
d, J=1 7.8Hz), 5.17 (2H, s), 4.73-4.58 (1H, m), 3.02 (1H, dd, J=17.4, 4.4Hz), 
2.70 (1H, dd, J=17.4, 4.9 Hz), 1.42 (9H, s), 1.30 (9H, s) 0 

mmm 5 ( 1 1 8) 

N-^>^t+y*^-;i'-3-75;-4-t^y-5- (5 - 

10 (2-^DD-4-t-W7x-W) f h?*/-*- 1 -4 fr) 




15 TLC!Rf0.55 > : gfc$.x^;u= 3 I 2 ) | 

NMR (CDCI3) : S 7.53 (1H, d, J=8.4Hz), 7.45 (1H, d, J=2.2Hz), 
7.43-7.33 (5H, m). 7.29 (1H, dd. J=8.4, 2.2Hz), 5.96 (1 H, d, J=9.2Hz), 5.67 
(1 H, d. J=1 8.4Hz), 5.49 (1 H, d, J=1 8.4Hz), 5.20 (2H, s), 4.72-4.60 (1 H, m), 
3.05 (1H, dd, J=17.5, 4.4Hz), 2.71 (1H, dd, J=17.5, 4.9Hz), 1.43 (9H, s), 
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1.30 (9H, s) 0 

(1 1 9) 

N-^>5M'**5'*>Mf->l'-3-7 3 y-4-**V-5- (5 - 
(2, 2, 6, 6-ff7>f^^'iv ; ^-2-'f;Mf;v) TYyV 
5 2 -Afr) **>9 yfSi • t -ff-A'S.Z'f-* 




TLC:Rfo.52 (^t>:*Hif;i'=2 : D ; 

10 NMR (CDCI3) : S 7.40-7.30 (5H, m), 5.98 (1H, d, J=8.6Hz), 5.79 (1H, 

d,J=18Hz),5.61 (1H,d, J=18Hz),5.17 (2H,s),4.66 (1H,m), 4.00 (2H, s), 
2.99 (1H,dd, J=4.2, 17Hz), 2.70 (1H, dd, J=4.6, 17Hz), 1.60-1.44 (6H, m), 
1.42 (9H,s), 1.07 (12H, s) 0 

nmms (12 0) 

15 N-^>y^**v#^**-^-3-7* ^-4-**7-5 - (5 - 

(2, 2, 6, 6 -r Y7 tTH'^Vyy- 1 -4** s f-ti) r h y V 
- )l - 1 - 4 )l<) s*>9>&- t -7f*x^fA' 




20 
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TLC:Rfo.3i : fm^**'=2 : 1) ; 

NMR (CDC13) : $ 7.40-7.30 (5H, m), 6.04 (1H, d, J=9.0Hz), 5.95 (1H, 
d, J=18Hz),5.76 (1H.d, J=18Hz),5.20 (2H,s),4.68 (1H,m), 4.01 (2H, s), 
3.05 (1H,dd, J=4.4, 17Hz), 2.73 (1H,dd p J=4.8, 17Hz), 1.62-1.46 (6H, m), 
5 1.43 (9H,s), 0.99 RV 0.94 (£fc-£T 12H, s) 0 

nmms (121) 

^-^VV)V^^i/ii)V^^)^-Z -T\ S-4 -**V- 5 - (5 - 
& • t -r-f^x^r^ 




TLC:Rfo.i7 (^>^f> : yxf^x-f;v=8 : l) ; 

NMR (CDCI3) : 8 7.47-7.31 (9H, m), 7.12-7.05 (1H,m), 5.96 (1H, 
15 d-like), 5.66 RV 5.49 1H, d, J=17.6Hz), 5.16 (2H, s), 4.70- 
4.60 (1H, m), 3.56 (3H, s), 3.00 (1H, dd, J=4.4 RXf 17.4Hz), 2.70 (1H, dd, 
J=5.0 RXf 17.4Hz), 1.42 (9H, s)„ 

nmms a 2 2) 

N > y> t ^f'> - 3-75;-4-t*V-5 - (5 - 

20 ( N-7x-*-N-^f^7? V) r h l - ^f;u) > 

$ • t -rf-JUJ.*^* 
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TLC:Rfo.04 : $>xf-;wx-x^=8 : l) ; 

NMR (CDCI3) ! S 7.41-7.19 (8H, m), 6.98-6.94 (2H, m), 5.60 (1H, 
5 d-like), 5.08 (2H, s), 4.89 W 4.69 1H, d, J=18.6Hz), 4.11- 
3.99 (1H, m), 3.49 (3H, s), 2.74 (1H, dd, J=4.6 W 17.4Hz). 2.49 (1H, dd, 
J=4.8 W 17.4Hz), 1.40(9H.s) o 

•$mW 5 (12 3) 

N ./^^^.^^;jK3 -75 y-4-**7-5- (5 - 
10 (2, y7"Dt>7x-^ft) f h7 > /-;i/-2 ->f/u) ^> 




15 TLC!Rf0.41 (^>*> : yxf;l,x-f^=8 : 1) ; 

NMR (CDCI3) : 5 7.46-7.31 (6H, m), 7.25-7.21 (2H, m), 5.91 (1H, d, 
J=9.4Hz), 5.71 W 5.52 (&* 1H, &4 d, J=1 8.2Hz), 5.15 (2H, s), 
4.65-4.55 (1H, m), 3.84-3.70 (2H, m), 2.97 (1H, dd, J=4.4 RZf 17.4Hz), 
2.66 (1H, dd, J=5.0 M 17.4Hz), 1.39 (9H, s), 1.17 (12H, d, J=6.8Hz) 0 

20 (12 4) 
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N-'OS'/I'*** 3 -T<y -4-** 7 -5- (5 - 
(2, 6-yMvyD^7i-^f*) t h 1 -4 AO ^ 7 




TLC:Rf0.24 (^>-tf> : yxf;px-ffl'=8 : l ) ; 

NMR (CDCI3) I 5 7.50-7.35 (6H, m), 7.28-7.25 (2H, m), 5.98 (1H, 
d-like), 5.60 TkXf 5.44 (&* 1H, d, J=18.2Hz), 5.21 (2H, s), 4.75- 
10 4.64 (1H, m), 3.60-3.47 (2H, m), 3.11 (1H, dd, J=4.4 RXf 17.6Hz), 2.75 
(1H, dd, J=5.0 RV 17.6Hz), 1.44 (9H, s), 1.19 Stf 1.16 (#* 6H, 
d,J=6.8Hz) 0 
%mW5 (12 5) 

N-^^-»t + ^*^-^-3-75;-4-t^V-5- (5 - 
15 (2->f^-4-t-7f^7i^ft) r h9V-;u-2 -4;w) 
^7?7g&- t-W«rn/ 
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TLC:Rfo.52 (^*v> :ffiKif^=7 : 3) ; 

NM R (CDCI3) : S 7.50 (1H, d, J=8.2Hz), 7.43-7.32 (5H, m), 7.29 (1H, 
d, J=2.2Hz), 7.21 (1H, dd. J=8.2, 2.2Hz), 5.94 (1H, d. J=9.0Hz), 5.77(1 H, d, 
J=17.8Hz), 5.58 (1H. d, J=17.8Hz), 5.16 (2H. s), 4.72-4.56 (1H, m), 3.00 
5 (1H, dd, J=17.3, 4.4Hz), 2.69 (1H, dd, J=17.3, 4.8 Hz), 2.43 (3H, s), 1.41 
(9H, s), 1.30 (9H, s)o 

fy&085 (1 2 6) 

N-^^y;K^ J/*^*-^- 3 -7 5 ; - 4 - *^rV - 5 - (5 - 
(2 -*f- ju-4- t -rf-^x-**-*) t l -y( )V) 

10 ^vi'^S' t-^«f^ 



TLC:Rfo.42 :ft»xf^=7 : 3) ; 

15 NMR (CDCI3) : 5 7.55-7.15 (8H, m), 5.94 (1H, d, J=9.0Hz), 5.57 (1H, 

d, J=1 8.6Hz), 5.40 (1 H, d, J=1 8.6Hz), 5.20 (2H, s), 4.68-4.52 (1 H, m), 3.03 
(1H, dd. J=17.6, 4.4Hz), 2.69 (1H, dd. J=17.6, 4.8Hz), 2.41 (3H, s), 1.42 
(9H, s), 1.30 (9H, s)o 
%MM5 (1 2 7) 

20 N-^>^*^ , >*J^-^-3-75>-4-t^V-5- (5 - 

(2, 6-^^-4-t-7f^7x-m) t Y y^/-)V - 2 - 
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TLC:Rf0.63 (^*-*> : ftK^f-^= 7 : 3) ; 

5 NMR (CDCI3) : $ 7.37 (5H, s), 7.1 6 (2H, s), 5.93 (1 H, d, J=9.1 Hz), 

5.73(1 H, d, J=1 7.7Hz), 5.55 (1H, d, J=17.7Hz), 5.15 (2H, s), 4.70-4.56 (1H, 
m), 2.99 (1H, dd, J=17.3, 4.4Hz), 2.68 (1H, dd, J=17.3, 4.8 Hz), 2.48 (6H, 
S), 1.41 (9H,s), 1.30(9H,s)o 

mmms a 2 8) 

10 U-sOi/frtZ-'i/ti 3-7 $ s> - 4 -**V- 5- (5 - 

(2, 6-/^fJl'-4-t-^l'7x^ft) T YyV-)V- \ - 
4 )\>) s<>?>®- t -T^-)V^7,t-^ 




15 

TLC:Rfo.50 {^**t> :»Kxf-;i,= 7 : 3) ; 

NMR (CDCI3) I 5 7.45-7.32 (5H, m), 7.18 (2H, s), 5.97 (1H, d. 
J=9.2Hz). 5.57 (1H, d, J=18.5Hz), 5.39 (1H, d, J=18.5Hz), 5.20 (2H, s), 
4.68-4.54 (1H, m), 3.06 (1H, dd, J=17.5, 4.3Hz), 2.71 (1H, dd, J=17.5, 
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10 



4.9Hz), 2.41 (3H, s), 1.43 (9H, s), 1.30 (9H, s)„ 
%MW5 (1 2 9) 

N > ^ ^ t ^ v * - ^ - 3 - 7 ^ /-4-**7-5 - (5 - 
(2. 6-^f*-4-^W5y7x=*f*) rh^/-^- 



TLC:Rfo.56 (^^-9-^ :*Kxf-;i/=3 : 2) ; 

NMR (CDCI3) : 6 7.40-7.30 (5H, m), 6.49 (2h, s). 5.93 (1H, d, 
J=9.0Hz), 5.71 (1H, d, J=18Hz), 5.53 (1H, d, J=18Hz), 5.15 (2H, s). 4.62 
(1 H. m), 3.02-2.92 (7H, m), 2.67 (1 H, dd, J=5.0. 17Hz), 2.44 (6H, s). 1 .40 
(9H, S)c 

3ltt0l5 (13 0) 

N_/^Vi/*;l'^4rv*^'K-^-3-T5y-4-^ + V-5- (5 - 
(2, 6-v>f«'-4->'^^^7x-m) fh7/-^- 
1-4 ;W) t--T*)V3.XTto 



H 3 q 




N-CH 3 




CH 3 
CH 3 



cr 
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TLC:Rfo.43 :»Kif-^=3 : 2) ; 

NMR (CDCI3) : 5 7.42-7.32 (5H, m), 6.48 (2H, s), 5.96 (1H, d, 
J=8.8Hz), 5.51 (1H, d, J=18Hz), 5.33 (1H, d, J=18Hz), 5.20 (2H, s), 4.61 
(1H, m), 3.07-2.96 (7H, m), 2.70 (1H, dd, J=4.8, 18Hz), 2.37 (6H, s), 1.43 



nmms a 3 1) 

N _^y;^*v:&;W-K^;i,-3-7S - 4 5 - (5 - 



TLC:Rf0.i6 (^*-9-> : Bfcg^f-^ l : 1) ; 
NMR (CDCI3) IS 11.70-10.25 (1H,br), 7.73-7.11 (9H,m), 6.36-6.15 
15 (1H, m), 5.90 (1H, d, J=18.6Hz), 5.67 (1H, d, J=18.6Hz), 5.18 (2H, s), 
4.82-4.58 (1H, m), 4.54 (2H, s), 2.96 (1H, dd, J=17.2 5.0Hz), 2.72 
(1H, dd, J=17.2 &tf 5.0Hz), 1.34 (9H, s)» 
nifoM5 (1 3 2) 

H-^y*jp** : s1i)V#-)V-Z-T^; (5 - 

20 (sOVJ 5 *V-A'-2-4;M'f AO f"h 1-4 AO ^> 

* • t -7f-A'X*f'A' 



(9H, s) 0 



10 
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or 




TLC:Rfo.n : l : 1) ; 

NMR (CDCI3) : 5 10.80-9.90 (1H, br), 7.94-7.08 (9H, m), 6.05 (1H, d, 
5 J=9.8Hz), 5.73 (2H, brs), 5.15 (2H, s), 4.80-4.52 (1H. m), 4.66 (2H, s), 
3.03 (1H, dd, J=17.8 5.0Hz), 2.70 (1H, dd, J=17.8 RV 5.0Hz), 
1.42 (9H,s)o 
%1j&m (13 3) 

N-^>v;P**v#;i'**->l'- 3 -T\J -4-**V-5- (5 - 
10 (4-'fV7"n^7i-A'f*)f h7 > /-^-2-^^)^^^>^- 
t -yf;Pi^f Ji' 



15 TLC:Rf0.45 (^^^^ I BMfc**"*'- 3 : 1 ) I 

NMR (CDCI3) ! 5 7.50 (2H, d. J=10.6Hz), 7.40-7.30 (5H, m), 7.23 (2H, 
d, J=1 0.6Hz), 5.94 (1H, d, J=9.0Hz), 5.79 (1H, d, J=17.6Hz), 5.61 (1H, d, 
J=1 7.6Hz), 5.17 (2H, s), 4.70-4.60 (1H, m), 3.06-2.83 (2H, m), 2.71 (1H, 
dd, J=4.8, 17.2Hz), 1.41 (9H, s), 1.24 (6H, d, J=7.0Hz) o 
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nnms a 3 4) 

N-^>5?fl/**->*^#-^-3 -75 y-4 -**V- 5 - (5 - 
t -^f^XXf/l' 



TLC!Rf0.32 (^4r-9-> : SK^f^=3 : l) ; 

NMR (CDCI3) : S 7.49-7.34 (7H, m), 7.23 (2H, d, J=8.4Hz), 5.96 (1H, 
1 0 d, J=9.0Hz), 5.58 (1 H, d, J=1 8.4Hz), 5.42 (1 H, d, J=1 8.4Hz), 5.20 (2H, s), 
4.68-4.58 (1H, m), 3.09-2.83 (2H, m), 2.69 (1H, dd, J=4.8, 17.6Hz), 1.43 
(9H,s), 1.23 (6H, d, J=6.8Hz), 

mmms a 3 5) 

N-^>y;^ + ->*;i"K^-3-75y-4-t*V-5- (5- 
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TLC:Rfo.60 (A^t'/iftSlif^i : i) ; 

NMR (CDCI3) : S 8.09-7.94 (1H, m), 7.92-7.74 (1H, m), 7.53-7.28 (7H, 
m), 5.98 (1 H, d, J=9.6Hz), 5.85 (1 H, d, J=1 7.8Hz), 5.68 (1 H, d, J=1 7.8Hz), 
5.17 (2H,s), 4.80 (2H,s). 4.74-4.57 (1H, m),3.01 (1H,dd, J=17.6Hz TSlV 
5 4.6Hz), 2.72 (1H, dd, J=17.6 JkV 4.8Hz), 1.41 (9H. s) e 

nmws d3 6) 

N-^^y;W^4r'>*^**-^-3 -T5 y-4 -**V- 5 - (5 - 



TLC:Rfo.54 (^*-9-> : »f^= l : l) ; 

NMR (CDCI3) : S 8.02-7.76 (2H, m), 7.54-7.22 (7H, m), 6.04-5.08 (1H, 
15 m), 5.96 (1 H, d, J=1 8.6Hz), 5.73 (1 H, d, J=1 8.6Hz), 5.1 2 (2H, s), 4.80-4.51 
(3H, m), 3.01 (1H, dd, J=17.6Hz W 5.0Hz), 2.74 (1H, dd, J=17.6 RV 
4.8Hz), 1.38 (9H.S) 0 
%ttffli5 (13 7) 

20 (f7 , /-^-2->f/l'ft) f h7 , /-JV-2->f^) t 



10 
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T L c : R f 0.70 (^*V> : ft!6if-^= 1:1); 

NMR (CDCI3) ! 8 7.80 (1H, d. J=3.4Hz), 7.42 (1H, d, J=3.4Hz), 7.38 
5 (5H, m), 6.00 (1H, d, J=9Hz), 5.87 (1H, d, J=1 8.0Hz). 5.70 (1H, d, 
J=1 8.0Hz), 5.20 (2H, m), 5.67 (1H, m), 3.03 (1H, dd. J=1 7.4Hz, 4.2Hz), 
2.72 (1H, dd, J=1 7.4Hz, 4.8Hz), 1.42 (9H, s)„ 
mmmS (13 8) 

N _^>yjW^-^y*;l/^-;W-3-T$y-4-^^V-5- (5 - 
10 (^-77-^-2-^^*) r h yV-)V- l -4 )V) t 



15 TLC:Rf0.56 (^f / : ftS?xf;l/= l : 1) ; 

NM R (CDCI3) : 8 7.75 (1H, d, J=3.4Hz), 7.46 (1 H, d, J=3.4Hz), 7.38 
(5H, m), 6.00 (1H. d, J=8.8Hz), 5.81 (1H, d, J=18.4Hz), 5.64 (1H, d, 
J=18.4Hz), 5.19 (2H, m), 4.72 (1H, m), 3.03 (1H, dd, J=17.6Hz, 4.2Hz), 
2.74 (1H. dd. J=1 7.4Hz. 4.8Hz), 1.42 (9H, s)o 

20 nmms (139) 
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N-^>y'JHfv'*^-^-3-7^-4-t^V-5- (5 - 
(2, 4, 6-h'J?nn7i-^ft) r h 7 2 ->f JV) ^> 



TLC:Rf0.48 (^*-9-> : ft«xf-^=7 : 3) ; 

NMR (CDCI3) : S 7.47 (2H, s), 7.37 (5H, brs), 5.82 (1H. d. J=8.8Hz), 
5.76 (1H, d, J=17.6Hz), 5.58 (1H, d, J=17.6Hz), 5.16 (2H, s), 4.70-4.54 
10 (1H, m), 3.06 (1H, dd, J=17.5, 4.4Hz). 2.69 (1H, dd, J=17.5, 5.0Hz), 1.41 
(9H. s) 0 

nms (i4o) 

(2, 4, 6-hy?nn7x-^f*) f- YyV-)V- 1 ->f;P) ^ > 
15 * >B • t -T'f-JI'Jt*** 




on 




TLC:Rfo.3i : ■Mfc**-*- 7 : 3) ; 
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NMR (CDCI3) : d 7.47 (2H, s), 7.39 (5H, brs), 5.96 (1H, d, J=8.4Hz), 
5.67 (1H, d, J=1 8.3Hz), 5.50 (1H, d, J=1 8.3Hz), 521 (2H, s). 4.75-4.60 
(1H, m), 3.01 (1H, dd, J=17.6, 4.3Hz), 2.74 (1H, dd, J=17.6, 4.9Hz), 1.43 
(9H. s)o 

5 %mm (i4i) 

N-^^y;wt^v*^**-^-3 -7 5 y-4 -**7- 5 - (5 - 
(2, 6-v^on-4- (1. l-y>f^yDt» 7i^H*) 




TLC:Rfo.5i (^*V> :ft^jif-^=7 : 3) ; 

NMR (CDCI3) : S 7.42-7.30 (7H, m), 5.92 (1H, d, J=8.8Hz), 5.76 (1H, 
d, J=1 7.7Hz), 5.57 (1H, d, J=17.7Hz), 5.16 (2H, s), 4.70-4.55 (1H, m), 2.99 
15 (1H, dd, J=17.2, 4.6Hz), 2.69 (1H, dd, J=17.2, 4.6Hz), 1.63 (2H, q, 
J=7.5Hz), 1.41 (9H, s), 1.27 (6H, s), 0.72 (3H. t, J=7.5Hz) e 

nmms (142) 

N-^vA't^vrt^'K-^-a -7 5 y-4 -**V-5- (5 - 
(2, 6-v?nn-4- (1, 1 - V* fJ^D fcf;P) 7i^W) 
20 fh7'/-^-l-^) ^<>^^K- t --/f-^i^f-^ 
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or 




TLC:Rfo.42 : R«.x.f-iu= 7 : 3) ; 

NMR (CDCI3) I 8 7.43-7.28 (7H, m), 5.97 (1H, d, J=8.8Hz), 5.68 (1H, 
5 d,J=18.1Hz),5.51 (1H,d.J=18.1Hz),5.21 (2H, s). 4.75-4.60 (1 H, m), 3.08 
(1H, dd, J=17.6, 4.5Hz). 2.73 (1H, dd, J=17.6, 4.7Hz). 1.62 (2H, q, 
J=7.5Hz), 1.43 (9H, s), 1.26 (6H, s). 0.72 (3H, t, J=7.5Hz) 0 

nmms (143) 

N-^>5>A'**i'*A'#-A'-3-73y-4-**V--5- (5 - 
10 (1, l-*;7xi^fA') T h 7 s<>?>&.' t 



15 TLC:Rf0.3i :ft®j.f-^=3 : 1) ; 

NMR (CDCI3) : S 7.47-7.15 (15H, m), 5.95 (1H, d, J=8.6Hz), 5.83 (1H, 
S), 5.82 (1 H, d, J=1 7.4Hz), 5.46 (1 H, d, J=1 7.4Hz), 5.1 6 (2H, s), 4.76-4.56 
(1H, m), 3.01 (1H, dd, J=17.4 4.4Hz), 2.70 (1H, dd, J=17.4 RV 
4.8Hz), 1.41 (9H,s)o 
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mm\5 (144) 

N-^>^t + v*^'K-^-3-T$y'-4-*^V-5- (5 - 
(1, 1 -V ? 7x-;l/>-fil/) ff? , /-*-i-'fA') t 



TLdRfo.21 (^w:*Kxf/u=3: i) ; 

NMR (CDCI3) ! d 7.46-7.13 (15H, m),5.72 (1H,d, J=9.0Hz), 5.55- 
10 5.26 (3H, m). 5.15 (2H, s), 4.68-4.45 (1H, m), 3.11 (1H, dd, J=17.2 RXf 
3.8Hz), 2.75 (1H, dd, J=17.2 RTF 4.6Hz), 1.42 (9H, s)<> 

nmw5 (145) 

15 >9 y& • t -yf Jl/X^fJV 




F 




TLC:Rf0.35 (^4r^> : j^K^f-^=3 : l) ; 
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NM R (CDCI3) I S 7.58 (1H, dd, J=8.8 Rlf 5.8Hz), 7.48-7.27 (5H. m), 
7.27-7.17 (1H, m), 7.07-6.92 (1H, m), 5.95 (1H, d. J=9.2Hz), 5.81 (1H, d. 
J=17.6Hz), 5.63 (1H, d, J=17.6Hz), 5.17 (2H, s), 4.76-4.54 (1H t m), 3.03 
(1H,dd,J=17.4 Rtf 4.8Hz), 2.70 (1H,dd,J=1 7.4 5.0Hz), 1.41 (9H, 

5 s) 0 

nmms (14 6) 

N-^OvJl/*^v5&^'K-^-3 -75 y-4-**V-5 - (5 - 
(2-?DD-4-7;l'tD7x-Wt) t h y*/-)V- 1 ->f )V) ^ 

10 




TLC:Rfo.25 (A^>:»f^=3 : D ; 

NM R (CDCI3) ! 8 7.68 (1H, dd, J=8.8 5.6Hz), 7.52-7.27 (5H, m), 
15 7.23 (1H, dd, J=8.4 Rtf 2.8Hz), 7.12-6.95 (1H. m), 5.97 (1H, d. J=9.4Hz), 
5.68 (1H, d, J=1 8.2Hz), 5.50 (1H, d, J=18.2Hz), 5.20 <2H, s), 4.79-4.52 
(1H, m). 3.07 (1H, dd, J=17.6 RV 4.4Hz), 2.73 (1H, dd, J=17.6 RV 
4.8Hz), 1.42 (9H, s)o 

H*fe0!l5 (1 4 7) 

20 N_^>v ? ;i/t + '>*^**-^-3-T<y-4-^^V-5- (5 - 

( 5 _>f 5 i -4 )\,s<yi-)V) 7- YyV-)V-2 -4 )V) 
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TLC:Rfo.40 (?dd*w : * 9 : l ) ; 

5 NMR (CDCI3) : $ 7.44 (1H, s), 7.48-7.25 (5H, m), 7.03 (1H, s). 6.88 

(1H, S), 6.38 (1H, d, J=9.2Hz), 5.79 (1H, d, J=17.6Hz), 5.62 (1H, d, 
J=17.6Hz), 5.18 (2H, s), 4.78-4.60 (1H, m), 3.92 (2H, t, J=7.2Hz), 3.07- 
2.83 (3H, m), 2.75 (1H, dd, J=17.4 &Xf 5.4Hz), 1.97-1.57 (6H, m), 1.42 
(9H, s)o 

10 mmms d 4 8) 

N-^>y^**v#;i'jK-A'-3 -73 J-4-**V-5 - (5 - 

(5 -4 s 1 — f jwof-fr) t hy V-*- l -4 AO s<> 




TLC:Rfo.3i (?u0*u:^/-^=9 : 1) ; 

NMR (CDCI3) : <J 7.46 (1H, s), 7.45-7.20 (5H, m), 7.03 (1H, s), 6.89 
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(1 H, s), 622 (1 H, d, J=8.6Hz), 5.49 (2H, brs), 5.18 (2H, s), 4.72-4.52 (1 H, 
m), 3.93 (2H, 1, J=7.2Hz ). 3.12 (1H, dd, J=17.6 Rtf 4.8Hz), 2.78 (1H, dd, 
J=17.4 5.2Hz), 2.61 (2H,t, J=7.2Hz), 1.96-1.57 (6H, m), 1.42 (9H, 

S)o 

5 mmms (149) 

N _^ > y jV^- v * - ;i/ - 3 - 7 5 y - 4 - * + V - 5 - (5 - 




T L C I R f 0.43 OD/tH : > 9 J -)V= 9 : 1 ) o 
(15 0) 

N-^>vH^v*^*-^-3-75/-4-t^V-5- (5 - 




20 TLC:Rfo.43 (^dd^a : : i) . 



258 



WO 97/24339 



PCT/JP96/03801 



%mm 5 dsn 

(4- (4-7WD7x-;P) fT , /-*-2-'f )\s**)V) rh^V 



TLC:Rfo.30 : ft»x^^=2 : i) ; 

NMR (CDCI3) : <J 7.92-7.76 (2H. m). 7.46-7.28 (5H, m), 7.34 (1H, s), 
10 7.17-7.01 (2H, m), 5.95 (1H, d, J=9.2Hz), 5.85 (1H, d, J=17.6Hz), 5.68 (1H, 
d, J=17.6Hz). 5.18 (2H, s), 4.77-4.60 (1H, m), 4.73 (2H ,s), 3.02 (1H, dd, 
J=17.6 W 4.6Hz), 2.72 (1H, dd, J=17.6 W 4.8Hz), 1.42 (9H, s) 0 
%Hm 5 (15 2) 

n-s<>y)v** : i/ii)\'#=-)v-z-7\ ;-4-**v-5 - (5 - 

15 (4- (4-7;^n7i-^) f7 7-^-2-^;Mf;p) f\vV 



5 . 




COO-t-Bu 



or 




TLC:Rfo.i6 :»Kif"^=2 : l) ; 
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NMR (CDCI3) : S 7.89-7.68 (2H, m), 7.44-7.24 (5H, m), 7.36 (1H, s), 
7.16-7.00 (2H, m), 5.85 (1H, d. J=8.6Hz), 5.98 (1H, d, J=18.6Hz), 5.75 (1 H, 
d, J=1 8.6Hz), 5.22-4.99 (2H, m), 4.76-4.46 (3H, m), 3.00 (1H, dd, J=17.6 
TkV 4.6Hz), 2.71 (1H, dd, J=17.6 W 4.8Hz), 1.39(9H,s) 0 

5 mmm 5 (153) 

(4 - (4 no7x~;i/) f77-*-2 -4 f^jif-JU) r h 7 V- 




TLC:Rfo.36 (^**>:»»if-^=2 : i) ; 

NMR (CDCI3) : 8 7.86-7.74 (2H, m), 7.46-7.28 (8H, m), 5.96 (1H, d, 
J=9.2Hz), 5.85 (1H, d, J=1 7.8Hz), 5.68 (1H, d, J=17.8Hz), 5.17 (2H, s), 
15 4.78-4.58 (1H, m), 4.73 (2H ,s). 3.02 (1H, dd, J=17.4 RXf 4.4Hz), 2.72 
(1H. dd, J=17.4 HlV 4.8Hz), 1.42 (9H, s)o 

mm 5 (154) 

N-^>v^**v#^**-^-3-T^y-4-**V-5- (5 - 
( 4 _ (4_jdd7i-^) f7'/-JV-2 -4 rVyV- 
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TLC:Rfo.20 (^*V> : flM»xf->u=2 : 1) ; 

NMR (CDCI3) : S 7.84-7.74 (2H, m), 7.49-7.21 (8H, m), 5.98 (1H, d, 
5 J=18.6H2), 5.87 (1H, d, J=9.0Hz), 5.75 (1H, d, J=18.6Hz), 5.14 (1H, d, 
J=12.2Hz), 5.06 (1H, d, J=12.2Hz), 4.76-4.44 (3H, m), 3.01 (1H, dd, 
J=17.6 4.6Hz). 2.72 (1H, dd. J=17.6 W 5.0Hz). 1.39 (9H, s) c 

mmm5 u 5 5) 

N-^>y;^^'>3!;M-^-3-75 y-4 -**V- 5- (5 - 
10 (4- (3 f7/-Jl'-2-^^iV) f h7V- 




15 TLClRfO.27 > I ftKx = 2 ! 1 ) ; 

NM R (CDCI3) I <5 8.76-8.66 (1H. m). 8.30-8.06 (2H, m), 7.66-7.50 (2H. 
m), 7.46-722 (5H. m), 5.97 (1H,d, J=8.8Hz). 5.87 (1H, d.J=1 7.6Hz). 5.70 
(1H, d, J=1 7.6Hz), 5.18 (2H. s). 4.80-4.56 (1H. m). 4.76 (2H. s), 3.03 (1H, 
dd. J=17.6 4.4Hz). 2.73 (1H, dd. J=17.6 RV 5.0Hz), 1.42 (9H. s)o 

20 %MmS (1 5 6) 
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N _/v;^^^.>5!,^-;i,-3-7 5;-4-**y-5- (5 - 
(4- (3--FU7x-fl/) fr/-^- 2 -A f^'7 , /- 




TLC:Rfo.i8 (^*v-> :ftS?if^=2 : 1) ; 

NMR (CDCI3): 5 8.73 (1H. brs), 8.23-8.04 (2H, m), 7.64-7.44 (2H, m), 
7.44-7.14 (5H, m), 6.06 (1H, d, J=18.8Hz), 5.94 (1H, d, J=8.0Hz), 5.76 (1H, 
10 d, J=1 8.8Hz), 5.08 (2H, brs). 4.77-4.46 (3H, m), 3.09 (1H, dd, J=17.6 W 
4.4Hz), 2.78 (1H,dd,J=1 7.6 W 5.0Hz), 1.41 (9H, s) 0 

%MWS (1 5 7) 

U -s<y V frtZi, % frtf^fr- 3 -7 I S - 4 - 5 - (5 - 

15 -2-^^) 'or/K- t-Wi^ 




T L C : R f 0.64 > : &&x*>i/= i : l ) ; 

20 NMR (CDCI3) : 5 8.01 (1H, brs), 7.53 (4H, brs), 7.37 (5H, brs), 5.96 
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(1H, d, J=9.0Hz), 5.81 (1H, d. J=17.8Hz), 5.63 (1H, d, J=17.8Hz), 5.16 (2H, 
s, tetra20le-CH2-Ar), 4.76-4.52 (1H, m), 3.00 (1H, dd, J=17.6 Rtf 4.4Hz), 
2.71 (1H, dd, J=17.6 5.0Hz), 1.41 (9H, s) 0 
nmms (15 8) 

5 N-^>^^t4rv*;U#-;i/-3-75y-4-^4rV-5- (5 - 

(4- h 'J 7^to^f«/*;i/)K-Jl/7 5 J t YyV-)V 




10 

TLC:Rfo.08 : S®?if-;u=3 : l) ; 

NMR (CDCI3) : S 8.81-8.62 (1H, br), 7.65-7.25 (9H, m), 5.94 (1H, d, 
J=8.8Hz), 5.62 (1H, d. J=18.4Hz), 5.46 (1H, d, J=18.4Hz), 5.20 (2H, s), 
4.75-4.50 (1H, m), 3.07 (1H, dd, J=18.0 4.4Hz), 2.73 (1H, dd, 
1 5 J=1 8.0 JBLXf 5.2Hz), 1 .43 (9H, 3)0 

%mm 5 (159) 

N-^>^/U* + *>*^^-^-3 -7 5 y-4 -**V- 5 - (5 - 
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TLC:R£0.35 nn*H : ^ 9 J 9 : 1 ) ; 

NMR (CDCI3) : 5 7.50 (1H, s), 7.38-7.30 (5H, m), 6.85 (1H, s), 6.32 
5 (1H. d, J=9.0Hz), 5.74 (1H, d, J=18Hz), 5.63 (1 H, d, J=18Hz), 5.14 (2H, s), 
4.68 (1 H, m), 4.24 (2H, S), 2.93 (1H, dd, J=4.8, 17Hz), 2.73 (1H, dd, J=5.0, 
17Hz). 1.40 (9H, s) 0 

nmms (1 6 o) 

N-^>W*v*^-Jl'-3-75/'-4-^V-5- (5 - 
10 ('f ^ r/-Jl'-4-'fiMf;l')fh?7-^- 1 --f 




15 TLC:Rf 0.35 nn*;VA : * * y -;W= 9 : 1 ) I 

NMR (CDCI3) : 8 7.41 (1H. s), 7.38-7.30 (5H,m). 6.86 (1H, s). 6.43 
(1 H, d, Js8.8Hz), 5.74 (1 H, d, J=1 9Hz). 5.53 (1 H. d, J=1 9Hz), 5.16 (2H, s), 
4.69 (1 H. m), 4.1 1 (2H, s), 2.98 (1H, dd, J=5.0. 17Hz), 2.76 (1H, dd, J=5.4, 
17Hz). 1.40 (9H, s) 0 

20 
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nmw6 (i) 

K-s<yV)\'** , siil\'tf-)\>- 3 - 75/-4-**7-5- (5 - 




HM09 5 (1) THjSLfcft-fr* (119 mg) Om-^ 1/7-^ (0.9 
ml) h';7^*nft» (9ml) fcioilfc. £ODflM«:S& 

10 ^lll*W«#Lfco RiSa-fr** h*J.>*iD*.T*«U EloSfci"; * 

1 : 1) KJ:oT«HRU ^0«ftttttlrt4*l&Wft#» (6 8mg) 
TLC : R f 0.22 (?dd*h : p< 9 j -fr :ft$=2 8 : i : l) ; 

15 NMR(CDCI3): 8 7.67 (1H, brs), 7.40-7.00 (8H, m), 6.31 (1H, brs), 5.54 

(1H,brd,J=17Hz),5.34 (1H,d, J=17Hz),5.10 (2H,s),4.52 (1H,brs), 4.24 
(2H, brs) 2.94 (1H, brd, J=16Hz), 2.65 (1H, brd, J=16Hz) 0 
%mm6 (2) ~6 (1 6 0) 

mmms (2) -nmms (1 6 0) -?mikLtz\t&m*m^x, mm 

20 016 (1) *HJtM>*ft*U 2b\z2:to<DjjmzXoXtt!ki-Z>1&iZ& 
H&0II6 (2) 
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N-^>vA'**i/#A'#-;l'-3-7Sy-4-**V-5- (5 - 
(2, 6-v , ^DD7i;JMf;V) r h 2 -4*) 




tlc : Rf 0.37 (^dd*h : y * y : 2 8 : l : l) ; 

NMR(CDCI3) ! 6 8.53 (1H, brs), 7.60-7.10 (8H, m), 6.20 (1H, brs), 
5.90-5.30 (2H, m). 5.08 (2H, s), 4.73-4.35 (3H, m), 2.97 (1 H, brd, J=1 7Hz), 
10 2.69 (1H, brd, J=17Hz) 0 

mm 6 (3) 

N-^>y***S/*JMf->l'-3--75/-4-**V-5- (5 - 




tlc : R f 0.44 (?ddwa : > * y - Ji' :ft$= 1 8:1:1) ; 

NMR(d6-DMS0) : £ 8.05-7.95 (1H. m), 7.42-7.17 (10H, m), 5.81-5.60 
(2H, m), 5.09 (2H, s), 4.67-4.52 (1H. m), 4.13 (2H, s), 2.87-2.56 (2H, m). 
20 $ft*I6 (4) 
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N_^>e;;i/ 'I'- 3 -75 y - 4 -**V- 5 - (5 - 



tlc : R f o.60 (^dd*w : l 8 : l : l) ; 

NMR(d6-DMSO) I 5 7.98-7.86 (1H, m), 7.41-7.12 (10H, m), 5.96-5.74 
(2H, m), 5.07 (2H, s), 4.67-4.50 (1H, m), 4.23 (2H, s), 2.85-2.53 (2H, m), 

mmme (5) 



tlc : R f 0.30 (?on*;uA : * * / : Bfc&= 3 o : l : l ) ; 

NMR(CDCI3) : <J 7.41-7.22 (5H, m), 7.20-7.03 (4H, m), 6.20 (1H, brs), 
5.46 (1H, d, J=18Hz), 5.20-4.98 (3H, m), 4.67-4.52 (1H, m), 3.06 (1H, brd, 
J=18Hz), 2.74 (1H, brd, J=18Hz), 2.31 (3H, s)„ 

nmm6 (e) 

n-^yVfrlrirvljfrX-fr- 3-7^7-4 -**7- 5 - (5 - 





CH 3 
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(4-^f^7x;+y) r h J*/-)V-2-4 )\>) ^> 9 



tlc : R f 0.34 (^dd*w : :gfc&=3 o : l : l) ; 

NMR(CDCI3) : £ 7.43-7.23 (5H, m), 7.22-7.00 (4H, m), 6.06 (1H, brs), 
5.57 (1H, d, J=18Hz), 5.38 (1H, d, J=18Hz), 5.11 (2H, s), 4.72-4.55 (1H, 
m), 3.05 (1H, brd. J=18Hz), 2.73 (1H, brd, J=18Hz), 2.31 (3H, s)„ 

nMM6 (7) 

N-^>y;b*^rv*;i^K-^- 3 -7 5 J - 4 -i + V- 5 - (5 - 



tlc : R f 0.38 (7dd*w : * 9 :&&=3 o : l : l) ; 

NMR(CDCI3): 5 7.35-7.18 (8H, m), 7.15-6.98 (1H, m), 6.30-6.13 (1H, 
m), 5.48 (1H, d,J=18Hz), 525-4.95 (3H,m), 4.71-4.55 (1H,m), 2.98 (1H, 
brd, J=18Hz), 2.77 (1H, brd, J=18Hz), 1.29 (9H, s) 0 

mmme m 

N-^Vy>t + v*W-Jl/-3-7^-4-t^V-5 - (5 - 




CH 3 
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5 tlc : R f 0.43 (^nn**i : ^ :ffc®= l 8 : l : l) ; 

NMR(CDCI3) : 8 7.40-7.16 (8H, m), 7.03 (1H,d, J=8.0Hz), 5.88 (1H, 
brs), 5.42 (2H, brs), 5.14 (2H, s), 4.73-4.58 (1H, m), 3.09 (1H, dd, J=18.0, 
6.0Hz), 2.76 (1H, dd, J=18.0, 6.0Hz), 1.29 (9H, s) . 

mmne (9) 

10 N-<*>3>****>**#-*-3-75y-4-**V-5- (5 - 



15 tlc : R f 0.33 (^di:*w \*t;-)v :ftK=2 o : i : i) ; 

NMR(d6-DMSO) : S 8.14 (1H, d, J=8.0Hz), 7.85-7.68 (3H, m), 7.50- 
7.24 (8H, m), 7.16 (1H, d, J=16.2Hz), 5.90 (2H, s), 5.13 (2H, s), 4.76-4.58 
(1H, m), 2.84 (1H, dd, J=16.0. 6.0Hz), 2.70 (1H, dd, J-16.0, 6.6Hz) c 

nmm6 (1 0) 



XOOH 
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tlc : R f 0.45 (^dd*w : :8fc&=2 o : l : D ; 

NMR(d6-DMS0) I d 7.94-7.51 (3H, m), 7.51-7.13 (1 OH, m), 5.98 (2H, 
S), 5.09 (2H, S), 4.67-4.50 (1H, m), 2.65 (2H, d, J=5.5Hz) e 

mmm 6 ( 1 1 ) 

10 U-*>*nulr*i/ii*#-A'- 3 -75 /-A 5 - (5 - 




tlc : R f 0.26 (*dd#/ua : *9 J-fr :»BE=2 8 : l : l) ; 

NMR(d6-DMS0) : 5 8.03 (1H, d, J=7.4Hz), 7.40-7.10 (10H, m), 5.64 
(2H, s), 5.07 (2H, s), 4.67-4.52 (1 H, m), 2.99 (4H, s), 2.80 (1 H, dd, J=17.0, 
6.0Hz), 2.66 (1H, dd, J=17.0, 6.8Hz) 0 

nmme a 2) 
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tlc : R £ 0.42 (^no*u : :g£&=2 8 : l : l) ; 

NMR(d6-DMSO) : S 7.91 (1H, d, J=7.2HzH), 7.45-7.08 (10H, m), 5.88 
(2H, s), 5.09 (2H, s), 4.66-4.50 (1H, m), 3.20-2.96 (4H, m), 2.76 (1H, dd, 
J=16.8, 6.0Hz), 2.63 (1H, dd, J=16.8, 7.2Hz) 0 

10 %ffi0U6 (13) 

V )V#-)\>- Z -7 3> S - 4 - - S - (5 - 



TLC : R f 0.25 (*dd**a : >*/-;u=4 : l) ; 

NMR(dB-DMSO) I S 7.55 (1H, m), 7.38 (5H, m), 5.55-5.27 (2H, m), 
5.08 (2H, s). 4.49 (1H, m), 4.10 (3H, s), 2.56 (2H, m) 0 

nmme a 4) 

20 n-^^^**^***-*- 3 -75 y-4 -t^v- 5 - (5- 
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5 
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T L C : R f 0.31 (9 db*^a \ * 9 J —)V= 4 : l ) ; 
5 NMR(d6-DMSO) : S 7.94 (1H, m), 7.37 (5H, m), 5.82 (2H, brs), 5.09 
(2H, s). 4.60 (1H, m), 4.03 (3H, s), 2.88-2.55 (2H, m) 0 

mmm6 a 5) 

N-^>v^**v#^-;l/-3-7<y-4-**V-5- (5 - 
(N, N-y^>^75/) t h 7'/-^-2->f^ *<> 
10 ®£ 




tlc : R f 0.34 (*oo*;ua : * 9 j-k i 8 : i : i ) ; 

15 NMR(d6-DMSO) : d 8.01-7.87 (1H, m), 7.42-7.12 (15H, m), 5.80-5.65 
(2H, m), 5.70 (2H. s), 4.70-4.50 (1H, m), 4.57 {4H, s), 2.90-2.52 (2H, m) 0 

mmm6 a 6) 

H-^yyfrt^-i/ijjVX-fr- 3 -7\J -4 -**7-5- (5 - 
b V 7;i/*CMf-^r - 1 -4 s<>9y& 
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COOH 



cr 



10 



15 



HPTLC I R f 0.28 (*on*;PA : *y-;w=4 : 1) ; 

NMR(CDCI3) : S 7.35 (5H, m), 5.96 (1H,m), 5.88-5.43 (2H, m), 5.17 
(2H, s), 4.70 (1H, m), 4.0 (1H, brs), 3.25-3.03 2.96-2.73 (&t>*tT 
2H, m) 0 

%mm& (i 7) 

N-^>v>t^v* 3-7^-4 - ^ *V - 5 - (5 - 



HPT.LC : R f 0.38 (*no*;i/A : * 9 ;-)v=a : l) ; 

NMR(d6-DMSO) : 8 7.62 (1H, m), 7.37 (5H, m), 624 (2H, brs), 5.08 
(2H, s), 4.56 (1H, m), 2.61 (2H, m) e 

mm* (is) 

N-^V'^+v* 3-7^-4 - t#V - 5 - (5 - 
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COOH 



/-CH 3 



TLC : R f 0.35 (*nn*;i/A : ^^y-;u=4 : l) ; 
NMR(d6-DMSO) : 6 7.67 (1H, m), 7.36 (5H, m), 5.97 (2H, brs), 5.07 
5 (2H, s), 4.52 (1H, m), 4.19-3.96 (4H r m), 2.60 (2H, d, J=5.0Hz), 1 .20 (3H, t, 
J=7.0Hz)o 

mmme a 9) 

N— A'- 3-757-4-7}" + V - 5- (5 - 



tlc : R £ 0.27 (^od*h : ^ * y :gfc$= 3 0:1:1) ; 

NMR(d6-DMSO): 8 7.99 (1H, m), 7.36 (5H, m), 5.56 (2H, m). 5.10 (2H, 
15 S). 4.60 (1H, m), 3.20 (2H, q, J=7.5Hz), 2.72 (2H, m), 1.31 (3H, t, J=7.5 Hz) e 

mmm6 (2 0) 

N-^>v^**v#^#-;i'- 3-757-4 -**V- 5 - (5 - 



10 
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tlc : R f 0.41 (?dd*w : j-)\< :&®=3 o : l : l) ; 

NMR(d6-DMSO): S 7.98 (1H, m), 7.38 (5H, m), 5.93 (2H, m), 5.09 (2H, 
5 s), 4.63 (1 H, m), 3.19 (2H, q, J=7.5Hz), 2.73 (2H, m), 1 .34 (3H. t, J=7.5 Hz)„ 

%ms (2 1) 

N - ^ >v v * - - 3 - 7 5 ; - 4 - 1 ^ V - 5 - (5 - 




TLC :Rf 0.56 (^DD,t.^A:x^-;KSK=8 : l : l) ; 

NMR (DMS0-d6) : S 7.66 (1H, m), 7.37 (5H, m), 5.79 (2H, brs), 5.07 
(2H, s), 4.49 (1H, m), 4.23-3.94 (4H, m), 2.61 (2H, m), 1.18 (3H, t, 
15 J=6.5Hz)„ 

mm* (22) 

>& 

20 
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TLC:Rfo.55 (^no*w:>^-^:fti-i5:i:i) ; 

NMR (DMSO-d6) : $ 7.94(1H,m),7.38(9H,m),5.90(2H,m),5.10 
5 . (2H. S). 4.60 (1 H, m), 4.52 (2H, s), 2.70 (2H, m) 0 

mmme (23) 

( (4-^071-*) f-*>f-^) r h 1 -4*0 

10 

CI 




tlc : R f 0.43 (?DD**'A^i';-*:ftl=i 5:1:1) ; 

NMR (DMSOd6) : <J 7.98 (1H, m). 7.38 (9H, m), 5.79 (2H, m), 5.10 
1 5 (2H. s), 4.60 (1H, m), 4.48 (2H, m), 2.74 (2H, m) 0 

turns (2 4) 

N-'Oyil't + v'*^^^- 3 -7 5 y - 4 - t^ V - 5 - (5 - 
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TLC : R f 0.51 (^nn^w : > ? y : gftK= 1 8 : l : l) ; 

5 NMR (DMSOd6) : S 8.05-7.90 (1H, m), 7.43-7.09 (10H, m), 6.01- 

5.78 (2H, m), 5.09 (2H, S), 4.68-4.53 (1H, m), 2.90-2.72 J8LV 2.72-2.54 
(4H, m), 2.07-1. 88 (2H,m)o 
%mm§ (2 5) 

N-^>-»t*y*W-^-3-75 y-4-**V-5- (5 - 
10 (3-7x-Jl/ynt» f F77-^-l-'f^) 




TLC : R f 0.38 (^DD*n:^^-;i/:ftK=i 8 : l : l) ; 

15 NMR (DMSOd6) 8 8.10-8.00 (1H, m), 7.43-7.08 (1 OH, m), 5.77- 

5.58 (2H, m), 5.10 (2H, s), 4.69-4.53 (1 H, m), 2.88-2.54 (4H, m), 2.03-1 .92 
(2H, m) 0 
%1$m$ (2 6) 

N-^>v^^^rv*^'K-^-3-T5/-4-t^ry-5- (5 - 
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(2, 6-S ; ?nD7x-;l'***» r b ^V-^- 2 -4 ^) ^>?> 




5 

HPTLC:Rf0.38 n d^;va : 9 J -)\>= 4 : l ) ; 
NMR (DMSO-d6) : 8 7.92 (1H, br), 7.67 (2H, d, J=7.5Hz), 7.51-7.24 
(6H, m), 5.88 (2H, br), 5.08 (2H, s), 4.59 (1H, m), 2.87-2.54 (2H, m) 0 
H*fe^J6 (2 7) 

10 N-^V'^**->*^»K-JU-3-r5 -/-4-**V-5- (5- 
(2, 6-^DD7i-H+y) t\> 1-4 fr) s<y*y 

m 




15 

HPTLC:Rfo.30 (*do-*/i>a : > *y-;w=4 : l) ; 

NMR (DMS0-d6) : 8 8.00 (1H, m), 7.79 W 7.58-7.16 (&t>*tX 8H, 
m), 5.73 (2H, br), 5.08 (2H, brs). 4.66 (1H, m), 2.96-2.60 (2H, m) 0 

rnmrne (2 8) 

20 N— ^>*^^**'>*^»K-^-3-T5 y-4 -**7-5- (5- 
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TLC:Rf 0.58 (^ncr*;^ *y-;i/:ft$= l 5 : l : l) ; 

NMR (DMSO-d6) : S 8.00 (1H, m), 7.38 (8H, m), 7.00 (1H, m), 6.01 
(2H, br), 5.50 (2H, s), 5.10 (2H, s), 4.64 (1H, m), 2.74 (2H, m) c 

mmrne (29) 

N-^>^t^y*il"K-^-3-75y-4-t^V-5- (5 - 
(2 -^nn7i-;P^v^f^) r h^V-*- 1 -4 




tlc : R f 0.53 (^dd^a:^;-jk^=i 5 : l : i) ; 

NMR (DMSOd6) : $ 8.08 (1H,m), 7.34 (8H,m), 7.02 (1H,m), 5.88 
(2H, br), 5.48 (2H, s), 5.01 (2H, s), 4.62 (1H, m). 2.72 (2H, m) 0 

HJI0!I6 (3 0) 
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tlc : R f 0.63 (^nD*^A:^^-;K^=i 8 : l : l) ; 

NMR (DMSO-d6) : 8 7.92 (1H, d, J=7.2Hz), 7.46-7.23 (5H, m), 5.88 
(2H, s), 5.09 (2H, S), 4.68-4.49 (1 H, m), 3.60 (3H, s), 3.12 (2H, t, J=7.0Hz), 
2.93-2.51 (4H. m)» 
10 IIH6 (3 1) 

N _^^^t*y*W-^- 3 - 7 5 J - 4 -**V- 5 - (5 - 



tlc : R f 0.46 (?Do*u:^^HHffiS= l 8 : l : l) ; 

NMR (DMSO-d6) : 5 7.87-7.69 (1H, m), 7.48-7.24 (5H, m), 5.75 (2H, 
s), 5.09 (2H, s), 4.64-4.45 (1H, m), 3.60 (3H, s), 3.05-2.56 (6H, m) c 
^Jfcfll6 (3 2) 

N-^>y;i/^^rv*;U'K-^-3 -7 5/-4-**7-5- (5 - 




5 




280 



WO 97/24339 



PCT/JP96/03801 




TLC : R f 0.50 (^DDW:^y-;K^=2 o : l : l) ; 
NMR (DMSO-d6) I S 13.10-11.90 (1H. br), 8.00 (1H, d-like, J=7.0Hz), 
7.50-7.21 (5H, m). 6.68-6.60 (1H, m), 6.06-5.71 (4H, m), 5.09 (2H, s), 
4.74-4.52 (1H, m), 4.22 (2H, s), 3.53 (3H, s), 2.91-2.54 (2H, m) 0 
10 nnW6 (3 3) 

N-/*:/yrt/**->a;wi^/u-3-7sy-4-:a-*v-5-(5- 

( 1 D-;l/-2 -4 /U^f-flO t h 7'/-^- 1 -4)V) ^> 




TLC : R f 0.38 (^Da*^A:^y-^:SK=2 o : l : l) ; 

NMR (DMS0-d6) : S 1322-11.20 (1H, br), 8.06-7.92 (1H, m), 
7.46-7.16 (6H, m), 6.87 (1H, brs).6.28 (1H, brs), 5.06 (3H, brs),4.51 (1H, 
20 d, J=1 7.0Hz), 4.20 (1H, d, J=1 7.0Hz), 3.69 (3H, s). 2.74-2.46 (2H, m) 0 
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mmm6 (34) 

N-^Vy^t^y^^-^-a - 7 < / - 4 - t^V - 5 - (5 - 

5 




TLC : R f 0.29 (^dd*;va :^;-^:S8=2 o : l : l) ; 

NMR (DMS0-d6) I S 8.71 (1H, d, J=4.4Hz), 8.27-8.09 (1H, m), 8.03 
10 (1 H. d, J=7.8Hz), 7.77-7.55 (2H, m), 7.48-7.20 (5H, m). 5.98 (2H, s), 5.09 
(2H, s), 4.64 (3H. brs), 2.83 (1H, dd, J=16.8 5.8Hz), 2.64 (1H, dd, 
J=16.8 R& 6.8Hz) 0 

mmme (35) 

N-^>$;;W**v*;l'#-Jl'-3-7S/-4-**7-5 - (5 - 
15 (tf'J v>-2 -'f/Mf-A') rb^V-^-l-^^) ^ > * > K • £ 




20 T L c : R f 0.14 (^nn^;vA:>^y-;w:ft^=2 o : l : l) ; 
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NMR (DMSO-d6) : S 8.64-8.52 (1H, m), 8.13 (1H, d, J=7.8Hz), 8.00 
(1H, td, J=7.8 RV 1.8Hz), 7.65-7.44 (2H, m), 7.44-7.23 (5H, m), 5.90 
(2H, S), 5.06 (2H, s), 4.78-4.55 (1H, m), 4.47 (2H, s), 2.83 (1 H, dd, J=17.0 
RXf 6.0Hz), 2.67 (1H, dd, J=17.0 RXf 6.8Hz) 0 
5 mmM6 (3 6) 

N-^>v^*^rv*^^-^-3-7 5y-4-^^rV-5- (5 - 

m 



TLC : R f 0.37 (^du*j^ : :lfc®=8 9 : l o : 

l) ; 

NMR (DMS0-d6) : S 8.76 (1H, brs), 8.72-8.61 (1H, m), 8.19-8.05 (1H, 
15 m), 8.05-7.96 (1 H, m), 7.78-7.64 (1 H, m), 7.50-7.22 (5H, m), 5.95 (2H, s). 
5.08 (2H, s), 4.70-4.52 (1H, m). 4.45 (2H, s), 2.90-2.50 (2H, m) c 

mmme (3 7) 

N-^>^;i/*4r'>*^»K-^-3 -7 5 y-4-**V-5 - (5 - 
20 K±S 
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tlc : R f 0.18 (*nn*n,A : * * mk=% 9:io: 
1) ; 

5 NMR (DMSO-d6) : 8 8.70-8.52 (2H, m), 8.20-8.09 (1H, m), 7.92-7.78 

(1H, m). 7.55- 7.43 (1H,m), 7.43-7.21 (5H. m), 5.86 (2H, s), 5.10 (2H, s), 
4.70-4.58 (1H, m), 4.21 (2H, s), 2.95-2.60 (2H, m) e 

nmm6 (3 8) 

N _^ > .>*;^ * jl/*- - - 3 - 7 5 ; - 4 - * * V - 5 - (5 - 
10 (2, 6-^7;l/*D7i-^^^) fh7 , /-;i'-2-'f;i') 




15 TLC : R f 0.54 (*nn*/UA :^;-iKSK=l 8 I 1 ! 1) ; 

NMR (DMSO-d6) : 8 8.10-7.90 (1H, m), 7.63-7.03 (8H, m), 5.93 (2H, 
brs), 5.08 (2H, s), 4.72-4.53 (1H, m), 4.27 (2H, s), 2.90-2.55 (2H, m)„ 
%tt*|6 (3 9) 

20 (2, 6-y7W07xiWf/l') T h 7'/-^- 1 -4 *0 
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5 TLC : R f 0.36 d u*)V& : > 9 J -*> : BMK= l 8 : l : l) ; 
NMR (DMSO-d6) : 5 8.07 (1H, brs), 7.60-7.08 (8H, m), 5.84 (2H, brs), 
5.10 (2H, S), 4.73-4.56 (1H, m), 4.13 (2H, s), 2.90-2.60(2H, m) 0 

mmm6 (4 0) 

N-^>y;i/**y#;w-K-;u-3 -T3 y-4-**7-5- (5 - 




TLC :Rf 0.39 (^dd*^:^;-^=4: D ; 

15 NM R (DMS0-d6) : <? 7.76 (1H, m), 7.58-7.22 {10H, m), 6.00 (2H, brs), 
5.06 (2H, s), 4.54 (1H, m), 2.62 (2H, m) 0 

mmme (4 n 

N-^V-W*y*W-;i'-3-r^-4-t^y-5- (5 - 
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rO 



N 



TLC:Rf0.33 (^OD^jl/A ?y-;l>=4 : l) ; 
NM R (DMS0-d6) : 5 7.99 (1H, br), 7.60-7.23 {&t>-£X 10H, m), 5.73 
5 (2H, brs), 5.09 (2H, s), 4.60 (1H, m), 2.71 (2H, m) 0 

nmms (42) 

N-^>^t + y*;i/*-^-3-7^-4-^4fV-5- (5 - 
(2, 6-'^OD7iiH*) r h7V-;l/-2-'fJV) 



TLC: Rfo.4i (?dd*^:^^-)1'=4 : D ; 

NM R (DMSO-d6) : S 7.98 (1 H, d. J=7.5Hz), 7.69 M 7.68 (&* 1 H, 
d, J=9.0, 7.5Hz), 7.55 (1 H, dd, J=9.0, 7.5Hz), 7.44-7.24 (5H, m), 5.98 
15 (2H, brs), 5.07 (2H, s), 4.61 (1H, m), 2.80 W 2.62 (#* 1H, dd. 
J=16.5, 6.0Hz) o 

%mm 6(43) 

H-*<y*J ijAstf~)V- 3 — T 5 / — 4 -t + V- 5 - (5 - 

(2, 6->'?DD7i^ft) r - 1 -4 



10 




20 
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TLC:Rfo.32 (^duwa:^;-^=4 : 1) ; 

NMR (DMSO-d6) : $ 7.78 (1H, m), 7.67 7.66 1H, d, 
5 J=9.0, 7.0Hz), 7.56 (1H, dd, J=9.0, 7.5Hz), 7.41-7.17 (5H, m), 5.80 (2H, 
br),5.13 5.03(#4 1H, d,J=12.0Hz), 4.54 (1H,m), 2.63 (2H, 

m) 0 

mmw6 (4 4) 

N-^>^;W^^v*^^-^-3-7^y-4 -**7-5- (5 - 
10 (2, 7- h?!/-A'-2-'f ;W) 'O* > 




15 TLC:Rf0.33 n D*/l/A : * y -)V ; ff-®= 9 5 : 4 : 1 ) ; 

NMR (DMSO-d6) : $ 12.47 (1H, brs), 8.02-7.88 (1H, m), 7.56-7.15 
(5H, m), 7.10-6.80 (3H. m), 5.88 (2H, brs), 5.07 (2H, s), 4.70-4.47 (1 H, m), 
• 4.20 (2H, s), 2.88-2.50 (2H, m), 2.33 (6H, s)„ 

nam 6 (45) 

20 N-^>W*'>**#=* - 3-75^-4 - **y - 5 - (5- 
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(2, e-^Wxi^f*) f h7 ( /-)V-l-^V) 




5 

TLC:Rfo.09 (^nn*n:^y-^:SI=95:4:i) ; 

NMR (DMSOd6) I d 8.05 (1H. d, J=8.0Hz), 7.42-7.20 (5H, m), 
7.16-6.92 (3H, m), 5.82 (2H, brs), 5.10 (2H, s), 4.72- 4.55 (1H, m), 3.98 
(2H, S), 2.90-2.63 (2H, m), 2.12 (6H, s) 0 

10 mmm6 (4 6) 

N _^vy>t^y*^*-^-3 -7 -4 -t^ v- 5 - (5 - 




15 

TLC:Rf0.26 (^nn^;i/A :^^y-;w:^K=9 5 : 4 : 1) ; 
NMR (DMSO-d6) I 5 12.50 (1H, brs). 7.94 (1H, brs), 7.60- 7.10 (5H, 
m), 5.88 (2H, brs), 5.09 (2H. s), 4.70-4.51 (1H, m). 2.89-2.47 (4H, m), 
1.82-1.40 (6H, m), 1.35-0.74 (5H, m) c 
20 nnM6 (4 7) 
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N-^^^^-dfy^^jl/- 3 -T5 J - 4 -**7- 5 - (5 - 




TLC:Rf 0.11 (*na*;WA :>*y-;u:&&=9 5 : 4 : l) ; 

NMR (DMSO-d6) : $ 8.04 (1H, d, J=7.4Hz), 7.41-7.23 (5H, m), 5.67 
(2H, brs), 5.09 (2H, s), 4.67-4.50 (1 H, m). 2.88-2.60 (2H, m), 2.58 (2H, d. 
J=6.6Hz) 1.82-1.41 (6H, m), 1.36-0.78 (5H, m) 0 
10 ntf&M6 (4 8) 

N-^>v;W*^v*^^-^-3-7^/-4-^^V-5- (5 - 




15 

TLC:R£0.24 (^no*;uA:>^y-;nftK=9 5 : 4 : l) ; 
NMR (DMSOd6) : S 7.95 (1H, brs), 7.60-7.10 (9H, m), 5.93 (2H, brs), 
5.08 (2H, S), 4.73-4.51 (1H, m), 2.83-2.54 (2H, m), 2.31 (3H, s)o 
nHIM 6 (4 9) 

20 N-^Vv 7 ^^^rv*^'K-^-3-T5/-4-t#V-5- (5 - 
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5 TLC:Rfo.i4 (?on*;uA ?y-;i/:ft®=9 5 : 4 : l ) ; 

NM R (DMSO-d6) : d 8.10-7.93 (1H, brs), 7.47-7.16 (9H, m), 5.72 (2H, 
brs), 5.11 (2H, s), 4.73-4.55 (1H, m), 2.90- 2.59 (2H, m), 2.32 (3H, s) 6 

mmme (50) 

N - ^ >. v )^ ^ v * Jl/^'-^ - 3 - 7 5 y - 4 - ^ * V - 5 - (5 - 
10 (4-^oo7ziW) t Y J V— — 2 —4 ib) so^yfe 



CI 




TLC:Rf0.26 (?oo*w * 9 5 : 4 : 1) ; 

15 NM R (DMSO-d6) I <S 12.50 (1H, brs). 8.01 (1H, d, J=7.4Hz), 7.60-7.42 

(4H, m), 7.42-723 (5H, m), 6.03 (2H, s), 5.09 (2H, s), 4.78-4.48 (1H, m), 
2.90-2.57 (2H, m) 0 

mmm6 (5 1) 

N _^v^t + y*;l/«-3-T5;-4-t ; lrV-5- (5 - 
20 (4-^OD7i-m) fh7 , /-^-l-^l') 
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CI 



cr 



10 



15 



TLC:Rfo.22 (?nD*^A:^;-;P:ftK=95:4:i) ; 

NMR (DMSOd6) : $ 12.47 (1H, brs), 8.15-7.96 (1H, m), 7.70-7.41 
(4H, m), 7.41-7.23 (5H, m), 5.77 (2H, s), 5.10 (2H, s), 4.75-4.52 (1H, m), 
2.90-2.55 (2H, m) 0 

£Sfe0!l6 (5 2) 

N-^>v ? ;u**v#;i'**->'i'- 3 -7^ y - 4 -**v- 5 - (5 - 



tlc : R f 0.35 (^dd^a:^;-^:^ i o : i : i) ; 

NMR (DMS0-d6) : 5 13.36-11.90 (1H, br), 8.81 (2H, d, J=5.3Hz), 8.08 
(1H, d, J=7.5Hz), 7.82 (2H, d, J=5.3Hz), 7.52-7.14 (5H, m), 6.00 (2H, s). 
5.09 (2H, s), 4.80-4.45 (3H, m), 2.97-2.57 (2H, m) 0 

nmm6 (53) 
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cr 




TLCiRfo.n (^DD*w:^y-;K^=iO:i:i) ; 

5 NMR (DMSO-d6) : 6 8.65 (2H, d, J=6.4Hz), 8.17 (1 H, d, J=7.4Hz), 

7.88 (2H, d, J=6.4Hz), 7.52-7.09 (5H, m), 6.06-5.74 (2H, m), 5.1 1 (2H, s), 
4.73-4.56 (1H, m), 4.51 (2H, s), 2.92-2.59 (2H, m) 0 

mmme (5 4) 

10 (3, 5-^0 071-;^*) fh7 , /-^-2->f;v) 



TLC:Rfo.40 (^do*u:^^-;i/=4 : D ; 

15 NMR (DMS0-d6) : S 8.01 (1H, m), 7.64 (1H, d, J=1.5Hz), 7.52 (2H, 
d, J=1.5Hz), 7.37 (5H, m), 6.08 (2H, br), 5.08 (2H, s), 4.64 (1H, m), 2.89- 
2.56 (2H, m) 0 

mmm6 (5 5) 

N-^^y;i/**v*nl'**->l'-3 -75 -/-4-*4rV-5- (5 - 
20 (3, 5-y^nD7x-^ft) fI>7 , /-^-l-^l') 




ci 
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CI 




COOH 



ci 



N 



TLC:Rf0.30 (^nn*;i/A: ^^/-jv=4 : 1) ; 
5 NM R (DMSO-d6) : 8 8.06 (1 H, m), 7.69 (1 H, d, J=1 .5Hz), 7.58 (2H, 

brs). 7.36 (5H, m), 5.82 (2H, br), 5.10 (2H, s), 4.64 (1H, m), 2.75 (2H, m) 0 

(5 6) 

N-/^>y;v^^v*;l/jK-;i/-3-75y-4-^^V-5- (5 - 

(i ->f-/nfy 5 yy-2, 4 -v*>-3 -A^t^^) f h7 % /- 
10 <«>9>wt 



TLC:Rfo.36 (*dd**a :iMfc-2 o : 2 : l) ; 

15 NM R (DMSO-CJ6) : 8 7.82 (1 H, d, J=8Hz), 7.76 (1 H, d, J=8Hz), 7.38 

(5H, m), 5.92 (2H, br), 5.75 (1 H. d, J=8Hz), 5.22 (2H, s), 5.08 (2H, s), 4.58 
(1H, q, J=8Hz), 3.28 (3H, s). 2.82-2.50 (2H, m) 0 

mmm6 (57) 

N-^v;W**v#^*K-^-3-7</-4-**V-5- (5 - 
20 (l->fJHf'J5^>-2, 4-*^>-3-'f;Mf^) f h77- 



cr 




N-CH 3 
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TLC:Rfo.ie (?dd^;^:>^-^:SK=20:2:i) ; 

NM R (DMSO-CJ6) : 8 7.78 (1H, d, J=8Hz), 7.60 (1H, d, J=8Hz), 7.36 
(5H, m), 6.00 (1H, d, J=17Hz), 5.88 (1H, d, J=17Hz), 5.56 (1H, d, J=8Hz), 
5.20-4.96 (4H, m), 4.46 (1H, J=8Hz), 3.30 (3H, s), 2.80-2.55 (2H, m) c 

%mm6 (5 8) 

N-^>y>t^y*M^;i'- 3 -7 ?y - 4 - t^v - 5 - (5 - 




T L c : R f 0.52 o a : ^ 9 J : 2 o : l : l ) ; 

NMR (DMSO-d6) I 8 7.84-7.61 (1H, m), 7.52-7.16 (5H, m), 6.07-5.80 
(2H, m), 5.08 (2H, s). 4.63-4.42 (1 H, m), 3.99 (2H, t, J= 6.6Hz), 3.35 (2H, t, 
J=6.6Hz). 2.62 (2H, d-like, J=5.6Hz)o 

mmme (59) 

N _^>y;U^-^i/*;U^ji;l,-3-75y-4-^^V-5- (5 - 
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5 TLC : R f 0.22 n d*;ua : > * / -)u : 2 o : l : l) ; 

NMR (DMS0-d6) : 8 8.06-7.86 (1H, m). 7.56-7.20 (5H, m), 5.76 (2H, 
brs). 5.10 (2H, s). 4.68-4.49 (1H, m), 3.94 (2H, t, J=6.8Hz), 325 (2H, t, 
J=6.8Hz), 2.85-2.60 (2H, m)„ 

mmM6 (6 0) 

10 N-^>v>t^ y*^-^- 3 - 7 - 4 - t^V - 5 - (5- 




15 TLC : Rf 0.37 o o*;wa :x* J ; l 8 : 1 : 1) ; 

NMR (DMSO-d6) : S 8.21 (2H. d, J=7.0Hz), 7.84-7.56 (4H, m), 7.35 
(5H, m), 6.21 (2H, br), 5.08 (2H, s), 4.58 (1H, m), 2.64 (2H, br) 0 

mmme (6 d 

N-^>y^* + '>*^'"K-^-3 -75 S-4 -**V- 5 - (5- 

20 (71-;^^*-^) ?Yjy-*-\-4fr) 
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TLC : R f 0.45 (^dd*h j -to : 1 8 : 1 : 1) ; 

5 NMR (DMSOd6) : 5 825 (2H, d, J=7.0Hz), 8.00-7.58 (4H, m), 

7.48-7.20 (5H, m). 6.09-5.81 (2H, m), 5.10 (2H, s), 4.65 (1 H, m), 2.66 (2H, 
m) 0 

%%mz (6 2) 

N-^>y>t^fy*;i'*-^-3-75y-4-ttV-5- (5 - 
10 (2-?nn-6-7Hn-7i-Wf*) r h y v /- /U- 2 - >f 
to) ^>*>$ 




15 tlc :Rf 0.49 (*n d*jwa : > * v --«' : »R= 4 5 : 4 : 1 ) ; 

NMR (DMSOd6) : 5 12.45 (1 H, brs), 8.02-7.78 (1 H. m), 7.50-7.20 
(8H, m), 5.90 (2H, s). 5.07 (2H, s), 4.70-4.50 (1H, m), 4.36 (2H, s), 2.90- 
2.53 (2H, m)o 

HJ&0U6 (6 3) 

20 N— ^>^JU**">*/l'#-*-3-75 y-4-**V-5- (5- 
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5 

TLC : R f 0.39 (*nn*;UA : ^ ? J -)V \ gfcg= 4 5 : 4 : 1) ; 

NMR (DMSO-d6) : 8 12.40 (1H, brs), 8.13-7.99 (1H, m), 7.50-7.15 
(8H, m), 5.85 (2H, s), 5.10 (2H, s), 4.74-4.56 (1H, m), 4.19 (2H, s), 2.90- 
2.60 (2H, m)o 

10 %mme> (6 4) 

N - ^ > y> t + •> * ^'f - 3 - 7 <y - 4 - 1 * V - 5 - (5 - 




15 

TLC :Rf 0.63 (?nn*^:>^-^:ftR=u:i:i) ; 

NMR (DMS0-d6) : <J 12.50 (1H, brs), 8.05-7.90 (1H, m), 7.63-7.42 
(5H, m), 5.95 (2H, s), 5.09 (2H, s), 4.70-4.57 (1H, m), 3.63-3.45 (1H, m), 
2.90- 2.60 (2H, m), 2.10-1.10 (10H, m)„ 
20 mm 6 (6 5) 
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TLC : R f 0.54 (^oo*u :> *y-;u:&®= 1 8 : 1 : 1) ; 

NMR (DMSO-d6) : d 12.43 (1H, brs), 8.07-7.91 (1H, m), 7.42-7.21 
(5H, m), 5.60 (2H. s), 5.10 (2H, s). 4.70-4.51 (1H, m). 3.70-3.52 (1H, m), 
2.89- 2.53 (2H, m). 2.10-1.1 1 (10H, m). 
10 %mmt (6 6) 

•$-*<y*;n,ifit*/iifl/#~*-Z -7$ y-4 -**7- 5 - (5 - 



TLC : R f 0.55 (*nn**A *BN 4 5:4:i) : 

NMR (DMSOd6) : <5 12.49 (1H, brs), 8.04-7.83 (1H, m), 7.52 (2H, d, 
J=8.5Hz), 7.45-7.22 (5H, m), 7.00 (2H, d, J=8.5Hz), 5.94 (2H, s), 5.07 (2H, 
s), 4.70-4.50 (1H, m). 3.78 (3H, s), 2.90-2.53 (2H, m)„ 
20 Htt0l6 (6 7) 





OCH, 
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TLC:Rfo.49 (^an*M \* 9 ;-)i>:mk=4 5 : 4 : l) ; 

NMR (DMSO-d6) : S 8.08-7.97 (1H, m), 7.51 (2H, d, J=8.9Hz), 
7.42-7.25 (5H, m), 6.92 (2H, d, J=8.5Hz), 5.69 (2H, s), 5.11 (2H, s), 4.71- 
4.53 (1H , m), 3.78 (3H, s), 2.90-2.53 (2H, m). 
10 %1foW6 (6 8) 

N-^>^V^v*M-^-3-7^-4-t^rV-5- (5 - 



TLC : R f 0.53 (j-nn*H : p< * y : 2 0 : l : i) ; 

NMR (DMS0-d6) : $ 12.52 (1H, brs), 8.02 (1H, d, J=8Hz), 7.70-7.52 
(1H, m), 7.52-7.20 (8H, m), 6.06 (2H, s), 5.09 (2H, s), 4.78-4.49 (1H, m), 
2.83(1H,dd,J=17 RV 6Hz). 2.65(1 H, dd. J=1 7 7Hz) 0 
20 HSft0!l6 (6 9) 
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15 



N-sO*J)Vir*i/lJfl'$-fr- 3 -73-/- 4-**7-5- (5 - 



TLC : R f 0.33 (^Do*ji/A:^?y-;KSK=2 o : l : l) ; 

NMR (DMS0-d6) : 8 8.07-7.79 (1H, m), 7.75-7.12 (9H, m), 5.78 (2H, 
brs), 5.08 (2H. s). 4.71-4.41 (1H. m), 2.87-2.55 (2H, m) Q 
nMM6 (7 0) 

N-'^5>A'5|-*S' 3 -7 5 ^-4 -**V-5 - (5 - 
(2, 4-y?DU7x^ft) fh7/-^-2-^iV) ^^VR 



TLC : R f 0.57 (?oo*;i/A ^y-^:ftK= l 8 : l : D ; 

NMR (DMS0-d6) :S 12.85-12.15 (1H, br), 8.10 (1H, d, J=7Hz), 7.82 
(1H, d, J=7Hz), 7.58-7.20 (7H, m), 6.05 (2H, s), 5.09 (2H, s), 4.82-4.46 
(1H, m), 2.82 (1H, dd. J=17 Rtf 6Hz), 2.65 (1H, dd, J=17 RXf 7Hz) Q 

%mm6 (7 1) 




5 



CI 
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(2, 4-y?DD7x-Ht) t h^V-fr- 1 1>9>WI 



5 TLC : R f 0.53 n p*;ua : > * </ -a> : ft$= l 8 : l : l) ; 

NMR (DMSO-d6) : * 8.03 (1H, d, J=7Hz), 7.82 (1H. s-like), 7.66-7.12 
(7H, m), 5.76 (2H. brs), 5.09 (2H, s). 4.78-4.44 (1H, m), 2.95-2.53 (2H, m)o 

mmme (72) 

N-^>^t^y*W^-3-75;-4-t + V-5- (5 - 
10 (2-^oo-6-^Wx^fi) tYJV-A>-2-4 )V) s<> 



15 TLC : R f 0.56 (^Dnm:^^-;i/:ft8= l 8 : l : l) ; 

NMR (DMS0-d6) : $ 12.5 (1H, brs), 7.96 (1H, d, J=7.6Hz), 7.51-7.28 
(8H, m), 5.95 (2H, brs), 5.08 (2H. s), 4.67-4.56 (1H, m), 2.80 (1H, dd, 
J=5.4, 17Hz), 2.63 (1H, dd, J=7.0, 17Hz), 2.47 (3H, s) 0 

nmm6 (73) 

20 N-^^S>;i'**v#;i'#->l'-3-7Sy'-4-**V-5- (5- 
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tlc : R f 0.49 {>?uu*)vj* :> ? ;-)v:mk= \ 8:1:1) : 

NMR (DMSO-d6) \S 12.5 (1H, brs), 8.08 (1H, d, J=9.6Hz), 7.51-7.23 
(8H, m), 5.75 (2H, brs). 5.12 (2H, s). 4.71-4.61 (1 H, m), 2.92-2.67 (2H, m), 
2.46 (3H, s) 0 

10 nmm6 (74) 

N _^>v*;U^-i\rV*^^-^-3-T^ /-4-**V-5- (5 - 

(4-b'j70*D^fjl/7x-;i/ft) t Y y V— )\> — 2 —4 )U) ^.y 




TLC : R f 0.40 (*du*;ua :> * ;-)\<:im.= i 0 : l : l) ; 
NMR (DMS0-d6) : d 7.99 (d, J=8.0Hz. 1 H), 7.76 (d, J=8.6Hz, 2H), 
7.62 (d, J=8.6Hz, 2H). 7.4-7.2 (m, 5H), 6.07 (s, 2H), 5.09 (s, 2H). 4.8-4.6 
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(m, 1H). 2.78 (dd, J=6.0, 17.0 Hz, 1H), 2.65 (dd, J=7.0,17.0 Hz, 1H) 0 

mmm6 (75) 

N _^y^;V^^i/^;l, J K-;i/-3-r5y-4-t4rV-5- (5 - 



TLC : R f 0.45 (^PD^;wA:>^y~;p:g^K=4 0:1:1) : 

10 NMR (DMS0-d6) : 6 8.0-7.9 (m, 1 H), 7.78 (d, J=8.5 Hz, 2H), 7.67 (d, 

J=8.5Hz,2H), 7.4-7.3 (m, 5H), 5.79 (s,2H), 5.09 (s, 2H), 4.7-4.5 (m, 1H), 
2.8-2.6 (m, 2H) 0 

(7 6) 

N-^>yW'>*^-^-3-75 S-4-**V-5- (5 - 



TLC : R f 0.43 (*do*;I^ :^ ? / : gj=$= 4 6 : 3 : l) ; 
20 NM R (DMS0-d6) : S 12.50 (1 H, brs), 8.12 (1H, s), 8.00-7.86 (4H, m), 



5 
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7.62-7.45 (3H, m), 7.43-7.20 (5H, m), 5.99 (2H, s), 5.07 (2H, s), 4.73-4.53 
(1H, m), 2.90-2.55 (2H, m)o 
%mm6 (7 7) 

y-4 -**7- 5 - (5 - 



TLC:Rfo.3i (?DD*^A:>^;-;KftK=46:3:i) ; 

10 NMR (DMSO-d6) : d 12.57 (1H, brs), 8.15 (1H, s), 8.10-7.87 (4H, m), 
7.69-7.44 (3H, m), 7.42-723 (5H, m), 5.78 (2H. s), 5.10 (2H, s), 4.73-4.55 
(1H, m), 2.90-2.55 (2H, m) 0 

mmm6 (7 8) 



N-^^v;i/^-^v*;i/**-;w-3 -75 ^-4 -**V- 5 - (5 - 



TLC:Rfo.49 (*o n***:* :*R«46 : 3 : l) ; 
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NM R (DMSO-d6) : S 12.48 (1H, brs). 7.96 (1H, brs), 7.60-7.40 (9H, 
m), 5.98 (2H, brs), 5.06 (2H, s), 4.70-4.50 (1H, m), 2.88-2.53 (2H, m), 1 .26 
(9H, s)o 

%mme (79) 



TLC:Rfo.43 (^dd*jva:^^-^:^=46:3:i) ; 

10 NM R (DMS0-CJ6) I S 8.10-7.90 (1H, m), 7.60-7.25 (9H, m), 5.70 (2H, 

brs), 5.09 (2H, s). 4.70-4.53 (1H. m), 2.90-2.53 (2H. m), 1.27 (9H, s) 0 
nmM6 (8 0) 

N-^>y;i/*^rvj!;;l/**-;U-3-T5y-4-*^rV-5- (5- 
(4 - h U 7;^n>fj^+i/7x-;vf^) r h 1 -4 

15 )V) s<>9>& 



TLC : R f 0.33 (^nD*ji/A:^^;-;KftK=3 o : i : i) ; 

20 NMR (DMS0-d6) : S 8.1-8.0 (m, 1H), 7.66 (d, J=8.8Hz, 2H), 7.43 (d, 

305 



N-^>v'fl'**v#A"K->t'-3 -7 3 /-4-**V-5- (5 - 
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J=8.8Hz, 2H), 7.5-7.3 (m, 5H), 5.76 (brs, 2H), 5.10 (s, 2H), 4.7-4.6 (m, 1 H), 
2.9-2.6 (m, 2H) 0 
H»J6 (8 1) 

N-^yy^t*'>*^»K-^-3 -73^-4-**V- 5- (5 - 
( 4 _ y.i) 7^n^f-j^^y7x-il/ft) f h 7'/-^- 2-4 




10 tlc : R f 0.33 (^Dn^;vA:^^y-;K^= l 5 : l : l ) ; 

NMR (DMS0-d6) : 8 8.1-7.9 (m, 1H), 7.63 (d, J=8.8Hz, 2H), 7.43 (d, 
J=8.8Hz, 2H), 7.5-7.2 (m, 5H), 6.2-5.9 (m, 2H), 5.09 (s, 2H), 4.7-4.5 (m, 
1H), 2.9-2.6 (m,2H) P 

mmme (8 2) 

16 N_^>$;;i/^^v*;i/^->il'-3-75y-4-^-^y-5- (5- 

(2, 3, 6-h'^OD7i-W) t h 7'/-^-2 -- f*) ^> 
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TLC:Rfo.6i (^DD*H:^;-;KftK=i8:i:D ; 

NMR (DMSO-d6) : 6 11.9 (1H, brs), 7.96 (1H, d, J=7.8Hz), 7.84 (1H, 
d, J=8.8Hz), 7.71 (1H, d, J=8.8Hz), 7.39-7.30 (5H, m) f 5.97 (2H, brs), 5.09 
(2H, S). 4.68-4.58 (1H, m), 2.80 (1H. dd, J=5.6, 16.6Hz), 2.64 (1H, d d, 
5 J=7.0. 16.6Hz) 0 

mmm6 (8 3) 

N-^>y;V**i'#;i/tf^;i'-3 -75 J -4-**7-5 - (5 - 
(2, 3, .6- hV^oD7x^m) t YyV-fr-l -4)l<) 

10 




TLC : R f 0.48 (^d*w ^-^iftlft- l 8 : l : l) ; 

NMR (DMS0-d6) : S 8.08 (1H, d, J=7.4Hz), 7.86 (1H, d, J=8.8Hz), 
15 7.71 (1H, d, J=8.8Hz), 7.42-7.26 (5H, m), 5.78 (2H, brs), 5.12 (2H, s), 
4.75-4.60 (1H, m), 2.93-2.70 (2H, m) 0 

$%0H6 (8 4) 

N-^>^t^y*^*-^-3-7^-4-t^rV-5- (5 - 
(2, 4-v7fii'7x-W*) TYyV-fr-Z-J )V) s<> 9 

20 
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TLC:Rf0.38 (^nD*;VA:>^y-^:ftS=94:3:3) ; 
NMR (DMSO-d6) : 6 8.02-7.89 (1H, m), 7.43-7.22 (6H, m), 7.19 (1H, 
5 s), 7.06 (1 H, d, J=8.0Hz), 5.92 (2H, brs), 5.07 (2H, s), 4.70-4.50 (1 H, m), 
2.90-2.53 (2H, m), 2.32 (3H, s), 2.29 (3H, s)o 

HJ&&09 6 (8 5) 

^-^yV)Vt^ ! yiJ)^t>=-)V-Z -T5 J -4 -**y-5 - (5 - 
(2, 4-^f^7x-^f*) fh7 , /-«'-l-^) '^r^'K 

10 




TLC:Rfo.29 (^DD**A:^^y-^:ftt=94 : 3 :3) ; 

NM R (DMSO-CJ6) : « 8.10-7.96 (1H, m), 7.43-7.25 (6H, m), 7.20 (1H, 
15 s), 7.07 (1H, d, J=7.4Hz), 5.69 (2H, brs), 5.10 (2H, s), 4.70-4.53 (1H, m), 
2.90-2.53 (2H, m), 2.30 (6H, s) 0 

mmm6 (8 6) 

N-^y -?H'**3'*/M?-A'-3 - 7 5 J -4 -**V- 5 - (5 - 
(2, 5-^no7xiH*) r h 2 -4*) <^>*>$ 

20 
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TLC:Rfo.48 (?nn*;uA *y-;i/:gfc$=9 6 : 3 : l) ; 

NMR (DMSO-d6) : $ 8.08-7.90 (1H, m), 7.65 (1H, dd, J=8.7, 2.9Hz), 
5 7.48 (1H, d, J=8.7Hz), 7.42-7.23 (6H, m), 6.05 (2H, brs), 5.09 (2H, s), 
4.70-4.52 (1H, m), 2.90-2.55 (2H, m)„ 

N-^>v ? ;W^^v*^'K-^-3-7^/-4-*^V-5- (5 - 
(2, 5-^on7i-H*) f h?'/-^-!-^^) s<> 9 



TLC:Rfo.40 (^ud*^a :^^y-ji/:»tt=9 6 : 3 : i) ; 

NMR (DMS0-d6) : 6 8.05 (1H, brs), 7.70-7.58 (1H, m), 7.55-7.45 (2H, 
15 m), 7.45-7.21 (5H, m), 5.83 (2H, brs), 5.09 (2H, s), 4.75-4.55 (1H, m), 
2.90-2.55 (2H, m) 0 

nmm6 (8 8) 

N-^>V;l'**v#>l'#-;l'-3-7Sy-4-**7-5- (5 - 



cr 
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TLC : Rf 0.43 (?on*;uA:**y-;i/:ffc&=3 o : l : l) ; 
5 NMR (DMS0-d6) : 8 12.53 (brs, 1H), 8.00 (d, J=8.0Hz, 1H), 7.62 (d, 
J=8.6Hz. 2H), 7.46 (d, J=8.6Hz, 2H). 7.5-7.3 (s, 4H), 6.03 (s, 2H), 5.09 (s, 
2H), 4.8-4.6 (m, 1H), 3.0-2.6 (m, 2H) C 

mmW6 (8 9) 

N-^?>i;;i/*4r">*^'K-^-3-T^y--4-**V-5- (5 - 
10 (4 -rn*7xi*f-*) TVyV-iv-i-J )V) i>fr>Wt 



TLC : R f 0.26 (^do*ju 9 y-;u:ft*=3 o : l : l) ; 

15 NMR (DMS0-d6) : S 12.57 (brs, 1H), 8.07 (d. J=7.4Hz, 1H),7.63 (d, 

. J =8.6Hz, 2H), 7.46 (d, J=8.6Hz, 2H), 7.5-7.2 (m, 4H), 5.79 (s, 2H), 5.1 1 (s, 
2H). 4.8-4.6 (m, 1H), 3.0-2.6 (m,2H)o 

mmme o o) 

N-^>>>;U**;/#^-;l/-3-7^y-4-:*-*7-5- (5 - 
20 (2 f 6-^00-4-^^71^*) 7- --f ;U) 
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TLC : R f 0.60 (*Do*;i'A:;rf?y-»':ft$=9 6:3:1) ; 

NM R (DMSO-CJ6) : S 7.95 (1 H, d, J=7.6Hz), 7.53 (2H, s), 7.40-7.25 
(5H, m), 5.96 (2H, s), 5.08 (2H, s), 4.70-4.50 (1H, m), 2.79 (1H, dd, J=16.8, 
6.0Hz), 2.61 (1H, dd, J=16.8, 6.8Hz), 2.36 (3H, s) c 

mmme on 

(2, 6-^on-4-^fJi/7x-^f*) r h 7 l -4 )V) 




TLC :Rf 0.50 (^nD^;uA:^^y-;w:ft^=9 6 : 3 : i) : 

NMR (DMSO-d6) : S 8.04 (1H, brs), 7.52 (2H, s), 7.45-7.20 (5H, m), 
5.74 (2H, s), 5.1 1 (2H, s), 4.76-4.56 (1 H, m), 2.90-2.65 (2H, m), 2.36 (3H, 

S)o 
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nmrne 02) 

H-<*>V))/'**i/i3fl'#-R'-Z -75 y-4 -**V-5 - (5 - 
(3, 4-y^OD7x-Wt) fh7 , /-^-2-'f^) 




TLC : R f 0.48 (^op^;wa ^y-;i^:S^K=3 6 : l : l) ; 

NM R (CDCI3) I 6 7.99 (1H, d, J=7.6Hz), 7.75 (1H, d, J=2.2Hz), 7.67 
(1 H, d. J=8.6Hz), 7.46 (1 H, dd, J=2.2, 8.6Hz), 7.40-7.30 (5H, m), 6.00 (2H, 
brs), 5.09 (2H, s),4.69-4.59 (1H, m), 2.87-2.61 (2H, m) c 

mmm6 (93) 

N _^>^;| / ^^V*;l/^-;l/-3-r5/-4-t + V-5- (5 - 

(3, 4-y?DD7x-m) t Yy^f-iv-l-j )V) ? 



CI 




tlc : R f 0.33 (^dd**a s 3 6:1:1) ; 

NM R (CDCI3) : S 8.06 (1H, d, J=7.4Hz), 7.80 (1H, d, J=2.2Hz), 7.68 
(1 H, d, J=8.6Hz), 7.50 (1 H. dd, J=2.2, 8.6Hz), 7.40-7.29 (5H, m), 5.77 (2H, 
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br s), 5.11 (2H, s), 4.69-4.59 (1H, m), 2.88-2.64 (2H, m) 0 

nmme (94) 

N-^>S>;P**v#;U**-^-3-73y-4-**7-5- (5 - 



tlc : R f 0.51 (?nn*w :> 9J-*:WBk= 1 8:1:1) ; 

NM R (DMS0-C16) : <5 7.93 (1 H, d, J=7.4Hz), 7.56-7.13 (5H, m), 6.01 
10 (2H, brs), 5.09 (2H. s), 4.73-4.49 (1 H, m), 2.92- 2.52 (2H, m) 0 

mmme (95) 

N-^>y^* + y*^JK-^-3 -75 S-A - 5 - (5 - 

(4-ihD7i=W) fh7 , /-«'-2-^) 



tlc : Rf 0.53 (^dd*u :^ *y 1 8:1:1) : 

NM R (DMS0-CJ6) : S 12.80-10.36 (1H, br), 8.22 (2H, d, J=9.0Hz), 8.00 
(1H. d, J=7.8Hz), 7.61 (2H, d, J=9.0Hz), 7.47- 7.18 (5H, m), 6.05 (2H, brs), 
20 5.09 (2H, s), 4.80-4.52 (1 H, m), 2.93-2.56 (2H, m) 0 




COOH 
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(9 6) 

N-^^'^t*v*H-;V- 3 -7 5 ; - 4 - t^f V - 5 - (5 - 



TLC : R f 0.37 (^dd*m:>^;-;v:»K=i 8 : l : l) ; 

NM R (DMSO-d6) : S 8.22 (2H, d. J=9.0Hz), 7.98 (1 H, d, J=7.8Hz), 
7.66 (2H, d, J=9.0Hz), 7.46-7.19 (5H, m), 5.79 (2H, brs), 5.09 (2H, s), 
1 0 4.74-4.46 (1 H, m), 2.87-2.54 (2H, m) 0 

mmme o 7) 

N-^>^t^'>*^-^-3-75y-4-t^fy-5 - (5 - 



tlc :Rf 0.47 (^oo^;PA:^^y-;u:ftK=9 6 : 3 : 1) ; 

NMR (DMSO-d6) : S 12.43 (1H, brs), 8.26 (1H, d, J=8.6Hz), 8.16-7.80 
(4H, m), 7.74-7.47 (3H, m), 7.42-7.22 (5H, m), 5.94 (2H, s), 5.06 (2H, s), 
20 4.75-4.50 (1 H, m), 2.87-2.52 (2H, m)„ 
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N _/0^;U^^i/ 3 f;;l/^-;i/-3-7^>'-4-^ + V-5- (5 - 



TLC:Rfo.37 (?dd*w *y-/n»K=9 6 : 3 : l) ; 

NMR (DMSO-d6) : d 12.56 (1H, brs), 8.32-7.97 (4H, m), 7.93 (1H, d, 
J=7.0Hz), 7.70-7.49 (3H, m) 7.41-7.10 (5H, m), 5.86 (2H, brs), 5.12 (2H, s), 
4.78-4.58 (1H, m), 2.94-2.62 (2H, m) 0 
(9 9) 

N-^>>^**v*;u>K-;w-3-7Sy-4-**7-5- (5 - 
(2, 4-y-t-yf)l/7i-;vf*) r r- 5 7-^-2 --fAO ^ > 



tlc : R f 0.26 (^dd*h : :ffc®=9 o : l o : 

i) ; 



ex 




0 N* N < 
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NMR (DMSO-d6) I $ 7.60 (1H, d. J=7Hz), 7.46 (1H, d, J=2Hz), 
7.37-7.19 (7H, m), 5.97 (2H, dd, J=17 W 24 Hz), 5.04 (2H, s), 4.48 (1H. 
m), 2.65-2.52 (2H,m), 1.49 Rlf 1.27 9H, s) 0 

%MM6 (1 0 0) 

5 N-^^^t*y*^*-^-3-75y-4-t+V-5- (5- 
(2, 4-y-t-7"Wx-W) t Yy s /->^-l -4 fr) 




10 

TLC ! R f 0.24 (?dd*H \*9J-*\ $$=9 o:io: 

i) ; 

NMR (DMSO-d6) : S 7.79 (1H, d, J=8Hz), 7.48 (1H, s), 7.35-7.18 (7H, 
m), 5.77 (2H, brs), 5.06 (2H, s), 4.52 (1 H, m), 2.61 (2H, d-like), 1.46 RV 
15 1.29 9H, s) 0 
IW 6 (10 1) 

N-/*>v;P**v:&;l'>K-fl'-3 -75 J -A -**7- 5 - (5 - 

20 
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• HCI 



TLC:Rfo.44 (^od*w:^^-^:SK=io:5:i) ; 

NMR (DMSO-d6) : 3 9.28 (1H, s), 8.02 (1H, d, J=7.0Hz), 7.80 (1H, s), 
7.71 (1H, s). 7.42-7.30 (5H, m), 6.04 (2H, S), 5.91 (2H, s), 5.09 (2H, s), 
4.62(1 H, m), 2.90-2.58 (2H, m) 0 

mam 6 (1 02) 

N-^>y;i/^^v*;i/^*-;u-3-7^ /-4 -**7-5- (5 - 
(>f 5 y^/-)U- i ->f;Mf-;v)fh77-^- l -4 >K • 



TLC:Rfo.38 (?nn*^:^^;-^:ftK=io:5:i) ; 

NMR (DMSO-d6) : * 9.22 (1H. s). 8.20 (1H, d, J=7.0Hz), 7.72 (1H, s), 
7.68 (1H, s), 7.40-7.26 (5H, m), 6.10-5.88 (2H. m), 5.81 (2H, s), 5.12 (2H, 
s), 4.72 (1 H, m), 2.92-2.62 (2H. m)o 

mmme u 03) 

N-^>v f ^^^v*^'K-^-3-7^y-4-^^V-5- (5 - 
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COOH 



(X 



N 



X >-S OCH 3 



N 



TLC : R f 0.34 (^oo*w ^/-ji/:ftK=3 6:1:1) ; 

5 NMR (DMSO-d6) : 3 7.98 (1H, d, J=7.6Hz), 7.42-7.30 (6H, m), 

7.25(1 H f d, J=7.4Hz), 7.10 (1H, d, J=7.4Hz), 7.00-6.92 (1H, m), 5.97 (2H, 
brs), 5.09(2H, s), 4.68-4.58 (1H, m), 3.80 (3H, s), 2.87-2.60 (2H, m) 0 

N-z^^^i/^W-^-S-T^ - 4 -**V-5 - (5 - 

10 (2-* h*->7xi*ft) f h7 4 /-^- l --f ;w) 



TLC : R f 0.29 (?od^^ ^y-;u:g^S?=3 6 : l : l) ; 

15 NMR (DMSO-d6) : S 8.03 (1H, d, J=6.8Hz), 7.46-7.31 (7H, m), 

7.09(1 H. d. J=7.8Hz), 7.03-6.95 (1H, m), 5.72 (2H, brs), 5.10(2H, s), 4.68- 
4.58 (1H, m), 3.75 (3H, s), 2.87-2.62 (2H, m) 0 

%mme (105) 

N _^ > y ;V t ^ y * 3 - 7 ^ - 4 - 1 * 7 - 5 - (5 - 

20 (2, 6-y^DD-4-'^W^7x-m) f^ 1 /-^- 
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H 3 q 
n-ch 3 




TLC : R f 0.38 (?nn*;i/£ : * 9 J 5 o : 1 o : 1 ) ; 

NM R (DMSO-d6) I d 7.97 (1H, d, J=7.8Hz), 7.40-7.26 (5H, m), 6.88 
(2H. S). 5.95 (2H, brs), 5.08 (2H, s), 4.60 (1H, m), 2.77 (6H, s), 2.84-2.72 
(2H, m) 0 

mme a 06) 

N-^>y^5f*v*^**-^-3 -r§ y-4 -**V- 5 - (5 - 
(2, 6-v^DD-4-^^W?/7i-;vft) TYyV-)V- 




tlc : R f 0.29 (^on^w : * 9 / -n> : tK= 5 0 : 1 0 : 1 ) ; 

NM R (DMSO-d6) : 8 8.02 (1 H. m). 7.40-7.24 (5H. m), 6.87 <2H, s), 
5.73 (2H, brs). 5.11 (2H, s), 4.62 (1H, m), 3.00 (6H, s), 2.92-2.62 (2H, m) 0 

nmme a 07) 
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TLC : R f 0.46 (*dd*;wa *y-/n*=4 0 : 1 0 : l) ; 

NMR (DMSO-d6) : S 7.61 (1H,d, J=8Hz), 7.40-7.32 (6H, m), 6.96- 
6.94 (2H, m), 5.96 (2H, brs), 5.07 (2H, s), 4.57-4.47 (1H, m), 4.46 (2H, s), 
2.60 (2H, d-like) 0 

10 mmme a o 8) 

N -'OS**** 3 -75^-4-**V- 5- (5 - 




15 

TLC :Rf 0.34 (?np*;^ 9;-)i<:fc=4 o : l o : D ; 

NM R (DMSOd6) : * 8.08 (1 H, d, J=8Hz), 7.43-7.37 (6H, m), 6.97- 
6.94 (2H, m), 5.77 (2H, s), 5.10 (2H, s), 4.64 (1H, m), 4.38 (2H, s), 2.76 
(2H, m) 0 
20 mmme (10 9) 
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N-^>y;i/**v#Jl'#-^-3-7*y'-4-**V-5- (5 - 




5 

tlc : R f 0.49 (?dd*w :^?;-;k*=4o:io:i) ; 

NMR (DMSOd6) I 8 7.97 (1H, d, J=7Hz), 7.48 (1H, dd, J=3 Rtf 
5Hz), 7.37-7.33 (5H. m), 7.28-7.26 (1H, m), 7.02 (1H, d, J=5Hz), 5.90 (2H, 
brs), 5.09 (2H, s), 4.67-4.57 (1H, m), 4.25 (2H, s), 2.81 2. 64 (&* 
10 1H, dd,J=7 W 17Hz) 0 

%mm$ (i i o) 

N_^>i;;i/^^^*;i/^;w-3-T5y-4-*^rV-5- (5 - 




TLC : Rf 0.37 (^no*w ^y-;H7K=4 o : l o : D ; 

NMR (DMSOd6) I S 8.06 (1H, d, J=7Hz), 7.48 (1H, dd, J=3 RZf 
5Hz), 7.40-7.31 (6H, m), 6.98 (1H, d, J=5Hz), 5.72 (2H, brs), 5.10 (2H, s), 
20 4.67-4.58 (1H, m), 4.14 (2H, s), 2.81 RV 2.69 (#* 1H, dd. J=7 
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Rtf 17HZ) 0 

mmme (i 1 1) 

N _/<>.»t + y*W-^-3-7^-4-*^7-5- (5- 
(3 ->f 5 1 -4 ;W"/ntf;w) r h ? 2 ;v) ^> 

5 9>Wl 




TLCiRfo.so (^DD*w:^;-^:ftK=io:3:i) ; 

10 NMR <DMSO-d6) : S 7.97 (1H, d, J=7.8Hz), 7.62 (1H, brs), 7.40-7.30 

(5H, m), 7.19 (1H, brs), 6.92 (1H, brs), 5.87 (2H, s), 5.09 (2H, s), 4.61 (1H, 
m), 4.04 (2H, t, J=7.0Hz), 2.88- 2.58 (4H, m), 2.14 (2H, m) Q 

nmm6 (112) 

N-^>^* + '>*^^-^-3 -T5 J - 4 -**7- 5 - (5 - 
15 (3 ->f S y % S—JU- 1 --fJU7P t?^) r b 5 1 ^> 
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TLC:Rfo.38 (^dd^a:>^/-;hsis=io:3:i) ; 

NMR (DMSO-CJ6) : S 8.04 (1H, d, J=7.8Hz), 7.62 (1H, brs), 7.40-7.30 
(5H, m), 7.1 7 (1 H, s), 6.89 (1 H, s), 5.69 (2H, s), 5.1 0 (2H, s), 4.60 (1 H, m), 
4.10-3.98 (2H, m), 2.90-2.62 (4H, m), 2.10 (2H, m) 0 

5 mmme a 1 3) 

(2, 3-V^OD7i-^ft) t Yy*/-fr-2-4 )V) *>9>Wt 




TLC : R f 0.19 (^no*w *y-;P:#&=3 6:1:1) ; 

NMR (DMSOd6) : $ 7.99 (1H, d, J=7.4Hz), 7.64 (1H, d, J=8.0Hz), 
7.40-7.31 (6H, m), 7.24 (1H, d, J=8.0Hz), 6.05 (2H, brs), 5.10 (2H, s), 
4.70-4.60 (1H, m), 2.89-2.62 (2H, m) 0 

nmM6 (114) 

N-^>^t^y*^f-^-3-75y-4-t^V-5- (5 - 
(2, 3-'^do7x-W) 7-YyV-)\'-\-4)\') ^>^>K 
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TLC : R f 0.16 (?nn*;l/A 6 : 1 : 1) ; 

NMR (DMSO-d6) : 8 8.05 (1H, d, J=7.6Hz), 7.71-7.66 (1H, m), 
7.41-7.18 (7H, m). 5.81 (2H, brs), 5.09 (2H, s), 4.69-4.59 (1H, m), 2.88- 
2.63 (2H, m)o 

5 nmme (115) 

N— 'OS?***?/***-*- 3 -73y-4-**V-5- (5 - 
(2, 6-y>f^7x-Jl/ft) fh7 , /-^-2-^^) 'O^gS 




10 

tlc :Rf 0.48 (^nn^^:>^-^:ftK=46:3:D ; 

NMR (DMSO-d6) I 5 12.40 (1H, brs), 7.92 (1H, d, J=8.8Hz), 7.40-7.05 
(8H,m) 5.90 (2H, brs), 5.05 (2H. s), 4.70-4.50 (IH.m), 2.84-2.50 (2H, m), 
2.40 (6H, S) 0 

15 %mm6 (i 1 6) 

(2, 6->Vf^7x-m) rhyV-^-l-W;i/) 




20 
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TLC:Rfo.4i (^nn*n ? y -ju : 4 6 : 3 : l) ; 

NMR (DMSOd6) : S 8.04 (1H, d, J=8.6Hz), 7.42-7.10 (8H, m) 5.70 
(2H, brs). 5.11 (2H, s), 4.70-4.52 (1H, m), 2.91-2.60 (2H, m), 2.35 (6H, s) e 
3£ifcttl6 (1 1 7) 

N— *>VjM-*5'*A'#=*-3 -7 5 J -4-**V-5- (5 - 
(2-^DD-4-t -7"fJl/7xi^f^) f- h 7 7-Jl/- 2 --OlO 




T L c : R f 0.25 (^dci*w:^;hi/: 4 6 : 3 : l ) ; 

NMR (DMS0-d6) : <J 7.98 (1H, d, J=8.0Hz), 7.56 (1H, d, J=1.6Hz), 
7.43-7.20 (7H, m) 6.02 (2H, brs), 5.07 (2H, s), 4.70-4.55 (1H, m), 2.80 (1H, 
dd, J=16.6, 5.7Hz), 2.62 (1H, dd, J=16.6, 6.6Hz), 1.26 (9H, s)„ 

%mme o 1 s) 

N-^y^Vt^y*^*-^-3-7? /-4-**7-5- (5 - 
(2 - t -7f;i'7x;;i'ft) r b ? v*-/i/- 1 ->f ;w) 
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TLC:Rfo.i9 (^oD7h;i/A:^^y-;i':^=4 6 : 3 : l) ; 

NMR (DMSO-d6) I d 8.10-7.95 (1H, m), 7.58 (1H, d. J=1.4Hz), 
5 7.53-7.21 (7H, m) 5.76 (2H, brs), 5.10 (2H, s), 4.70-4.54 (1H, m), 2.90- 
2.60 (2H, m), 1.29 (9H, s) 0 
%mW§ (1 1 9) 

N-^>V***3'*A'#->l'--3-7 3 y-4-**V-5- (5 - 
(2, 2, 6, 6 - f F 7 > f ^ 'J v > - 2 -'fJM f ^) f h 7 V 
10 _ ;u _2-^^) s<>9>m-i&m& 



TLC:Rfo.45 (^nD^;uA:^^y-;v:g^K=i 0 : 2 : l) ; 

15 NMR (DMSO-d6) : 8 9.32 (1H, brs), 8.08 (1H, d, J=7.6Hz), 7.40-7.30 

(5H, m), 6.07 (2H, s), 5.10 (2H, s), 4.80-4.58 (3H, m), 2.92-2.58 (2H, m), 
2.10-1.40 (18H, m) 0 

%MM6 (12 0) 

N-^>y^ + y*W-Jt'-3-T5 S - 4-**V-5- (5 - 
20 (2, 2, 6, 6-r Yy^^)VM^)^y- 1 -4 totf-fr) f Yy V 
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TLC:Rfo.66 (^d*h : > ?;-)i<:ft&= i o : 2 : D ; 

NMR (DMSO-d6) : d 8.36 (1H, d, J=7.4Hz), 7.40-7.24 (5H, m), 
6.20-5.90 (2H, m), 5.1 1 (2H, s), 4.80-4.60 (3H, m), 2.96-2.60 (2H, m), 
2.00-1.20 (18H, m)o 

nMM6 (12 1) 

N-^>v^t4rv'*;W'K-;w-3-7^y-4-^^v-5- (5 - 




TLC:Rfo.25 (?uu*)\s&:t 9 ;-)v:fr=9 o : l o : D ; 

NMR (DMS0-d6) : $ 7.96 (1H, d, J=8Hz), 7.48-7.32 (9H, m), 7.08 (1H, 
t,J=7Hz), 5.81 (2H, s), 5.09 (2H, s), 4.67-4.57 (1H, m), 3.49 (3H, s), 2.82 
RZf 2.62 {&* 1H, dd, J=7 RV 17Hz) 0 
20 mmW6 (1 2 2) 
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TLC : R f 0.19 (^dd*h : :ft$=9 0:10: 

1) ; 

NMR (DMSO-CJ6) : 8 7.79 (1H, d, J=8Hz), 7.42-7.28 (7H, m), 7.17- 
10 7.09 (1H, m). 6.96 (2H, d, J=8Hz), 5.06 (2H, q-like), 5.01 (2H, s), 4.26- 
4.16 (1H, m), 3.30 (3H, s), 2.64-2.37 (2H, m) 0 

mmme (123) 

N-^>v?;W**y#;W>K-^-3-75y-4-**V-5- (5 - 
(2, 6-^V7'o^7x-m) fh7 , /-^-2-'f^) 'O 

15 



tlc : R f 0.24 (^dd*w:^^-^:*=9 0:10:1) ; 





NMR (DMS0-d6) : d 7.90 (1H, d, J=8Hz), 7.51-7.27 (8H, m), 5.87 (2H, 
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brs), 5.07 (2H, s), 4.62-4.52 (1 H, m), 3.75-3.62 (2H, m), 2.97-2.62 (2H, m), 
1.13 (12H, d, J=7Hz)o 

nmi6 (i 2 4) 

n-soyfrtZ-isfifrtf-fr-S -7 < S - 4-**V-5- (5 - 
(2, 6-^V7'DlfjV7xi;l'ft) TYy*/-)V-\-4 )V) 




tlc : R f 0.21 (^d*m : * * y : 9 o : i o : D ; 

NMR (DMSO-CJ6) : S 8.06 (1H, d, J=7Hz), 7.55-7.28 (8H, m), 5.73 (2H, 
brs), 5.1 1 (2H, s), 4.71-4.61 (1H, m), 3.60-3.42 (2H, m), 3.04-2.66 (2H, m), 
1.11 (12H. d,J=7Hz) 0 

%mm6 (125) 

N-'Oy^ -3 -75 y-4 -**7- 5 - (5 - 

(2-pf^;w-4-t -7f^7i-Ji/ft) -f h7 N /-;w-2 -W;w) 
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(X 




TLC:Rfo.40 (^od*;ua ^y-;ng^s?=4 6 : 3 : l) ; 

NMR (DMSO-d6) : S 12.47 (1H, brs), 7.98 (1H, J=7.6Hz), 7.60-7.10 
5 (8H, m) 5.98 (2H, s). 5.08 (2H, s). 4.70-4.50 (1H, m), 2.81 (1 H, dd, J=16.8, 
5.8Hz), 2.62 (1H, dd, J=16.8, 6.8Hz), 2.36 (3H, s), 1.28 (9H, s)o 
%mMS (1 2 6) 

N _ > y' t # y * ^ - ^ - 3 - 7 5 y - 4 - * + V - 5 - (5 - 
(2 4 - t -7"f^7i^^ft) t YyV-n- 1 -4)l>) 

10 s<vtym. 



TLC:Rfo.32 (^dd^^:^^-;k^=46:3:D ; 

15 NMR (DMS0-d6) : 3 12.57 (1H, brs), 8.08 (1H, d, J=7.4Hz), 7.60-7.10 

(8H, m) 5.75 (2H, s), 5.1 1 (2H, s). 4.70-4.55 (1H, m), 2.86 (1H, dd, J=17.6, 
5.8Hz). 2.68 (1H, dd, J=17.6. 7.0Hz), 2.35 (3H, s). 1.28 (9H, s)„ 

%mm 6 (127) 

N_/^>y;U^^->*;l/^jl/-3-T5 y-4 ~ ^ ^ V - 5 - (5 - 
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(2, 6-y>f-^-4- t -W7x-;vf*) rh7V-;W-2- 




TLC:Rfo.48 (^Do**A:^j'y-*:Ml*47:2:i) ; 

NMR (DMSO-d6) : 8 12.48 (1H, brs), 7.94 (1H, d, J=7.6Hz), 7.35 (5H, 
brs), 7.24 (2H, s), 5.92 (2H, s), 5.07 (2H, s), 4.70-4.50 (1H, m), 2.90-2.50 
(2H, m), 2.41 (6H, s), 1.28 (9H, s) 0 

nmme (12 8) 

N - ^ / y ^ •> * - Ji'- 3 - 7 5 / - 4 - 1 + v - 5 - (5 - 
(2, 6-y^f^-4-t-W7x-;i/f^) f h 7 1 - 




TLC:Rf0.43 (^nn*w ^y-^:ft»=4 7 : 2 : 1) ; 

NMR (DMS0-d6) : 6 12.50 (1H, brs), 8.1 1-7.90 (1H,m), 7.46-7.20 
(5H, m), 7.25 (2H, s), 5.71 (2H, s), 5.11 (2H, s), 4.72-4.53 (1H, m), 2.93- 
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2.57 (2H, m), 2.35 (6H, s), 1.29 (9H, s) Q 

mmme u 2 9) 

(2, 6-^^f^-4-y^W5/7i-W) r b 7 
5 2-^) ^>?>$-J£$£ 



TLC : R f 0.39 (^on^w :^^y-;u:zK=5 0 : l o : 1) ; 

10 NMR (DMS0-d6) : S 7.99 (1H, d, J=7.8Hz), 7.40-7.30 (5H, m), 6.79 

(2H, S), 5.92 (2H, s). 5.07 (2H, s). 4.60 (1H, m), 2.96 (6H. s), 2.88-2.54 (2H, 
m), 2.38 (6H, s)o 

■$mws (i3o) 

15 (2, 6-y>f;v-4-y^f^7^7xz^ft) xh^V-;u- 
1-4/1,) ^>*VK-£B£ 



H 3 q 




N-CH 3 
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tlc : R f 0.36 (^DD**A:><'y-*:**5 0:10:1) ; 

NMR (DMSO-d6) : S 8.10 (1H, d, J=7.8Hz), 7.40-7.26 (5H, m), 6.74 
(2H, s), 5.69 (2H. s), 5.11 (2H, s), 4.62 (1H, m), 2.97 (6H, s), 2.92-2.62 (2H, 
m), 2.30 (6H, s) 0 

mmme (131) 

N_^>^;i / ^-^->^;U^-;i/-3-7^y-4-^^V-5- (5 - 



tlc : R f 0.30 (*dd*/ua :* *s-fr:tM=2 0:1:1) : 

NMR (DMSO-d6) : $ 8.28-8.01 (1H, m), 7.62 (2H, dd, J=5.8 ~&Xf 
3.0Hz), 7.50-7.28 (7H, m), 5.97 (2H, brs), 5.02 (2H, s), 4.67 (3H, brs), 
2.92-2.54 (2H, m) 0 

%mm 6 (13 2) 

N - ^ > y' t ^ v A ;l"f - Jl' - 3 - 7 5y - 4 - 1 ^ V - 5 - (5 - 
9 yfSL • &B£ 



cr 




COOH 



'H . HCI 



333 



WO 97/24339 



PCT/JP96/03801 



0 





H 

• HCI 



TLC : R f 0.20 (^najh^A :^ ^y-^:S^=2 0 : l : l) ; 

NMR (DMSOd6) : 8 8.04 (1H, d, J=7.6Hz), 7.79 (2H, dd, J=6.0 & 
5 ^ 3.2Hz). 7.51 (2H, dd, J=6.0 W 3.2Hz), 7.42-7.20 (5H, m), 6.04 (2H. 
S). 5.08 (2H, s), 4.95 (2H, s), 4.77-4.99 (1H, m), 2.84 (1H, dd, J=16.8 RtF 
6.4Hz), 2.65 (1H, dd, J=16.8 W 6.8Hz) 0 

mmme (133) 

N _^>^t + y*W-*- 3 -7 5 J - 4 -**V- 5 - (5 - 
10 (4->fV7 , n^7x-H*) f h 2 -4*0 



tlc : R f 0.34 (^dd*u ^^-^:ft«E=3 6:1:1) ; 

15 NMR (DMS0-d6) : 5 7.99 (1H, d, J=6.4Hz), 7.47-7.25 (9H, m), 5.99 

(2H, brs), 5.09 (2H, s), 4.69-4.58 (1 H, m), 2.98-2.60 (3H, m), 1 .20 (6H, d, 
J=6.8Hz) 0 
#Ufefll6 (13 4) 

N-^>^t*->*^-^-3-7^-4-*^V-5- (5 - 
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tlc : R f 0.27 (^od*w *y-;u:f£&=3 6:1:1) ; 

NMR (DMSO-d6) : J 8.05 (1H, d, J=7.0Hz), 7.49-7.28 (9H, m), 5.72 
(2H. brs), 5.12 (2H, s), 4.69-4.59 (1H, m), 2.98-2.63 (3H, m), 1 .21 (6H, d, 
J=6.8Hz) 0 

• mmme (13 5) 

N-^^y;Pt^y*^^-^-3-75y-4-^^v-5- (5 - 




TLC : R f 0.15 (*dd*;ua :p« *y-;i/:Bfc$=5 0:1:1) ; 

NMR (DMSO-d6) : 8 13.80-11.40 (1H, br), 820-7.86 (3H, m), 
7.62-722 (7H, m), 629-5.68 (2H, brs). 5.09 (2H, s), 4.87 (2H, s), 4.78- 
4.46 (1H, m), 2.82 (1H, dd, J=17.0 W 6.5Hz), 2.65 (1H, dd, J=17.0 R 
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V 1 7.0Hz)o 

mmme a 3 6) 

N-^>i;;i/^^r'>*^**-^- 3 - 7<7-4-**7-5 - (5 - 
(^y7f7'/-^-2->fW^) r h7'/-*- 1 --f A') 
5 >& 




tlc : R f 0.10 (?no*w * s-fr:W&t=5 0:1:1) : 

10 NMR (DMSO-d6) : S 13.50-11.40 (1H, br), 8.19-7.84 (3H, m), 

7.70-7.18 (7H, m), 6.15-5.60 (2H, brs), 5.03 (2H, s), 4.98-4.50 (3H, m), 
2.90-2.57 (2H, m) 0 

%mm 6 (137) 

15 (f77-^-2-^W) fY?V-*-Z-4fr) s<y*?>WL 




tlc : R f 0.29 (?on*w \* 9 J o : 1 o : 1) : 

20 NMR (DMS0-d6) : S 7.89 (2H, m), 7.78 (1H, m), 7.36 (5H, s), 6.07 (2H, 
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s), 5.08 (2H, s), 4.55 (1H, m), 2.66 (2H, m) 0 

%mme o 3 8) 

N-^>v;P**v#^**-A'-3-7<y-4-**7-5- (5 - 



tlc : R f 0.24 (?Dn**A :^^;-;i/:*=40: 10:1) ; 

NMR (DMSO-d6) I <5 7.89 (2H, m), 7.73 (1H, m), 7.35 (5H, s), 5.87 (2H, 
1 0 s), 5.07 (2H, S), 4.53 (1 H, m), 2.61 (2H, m)„ 

nmme (139) 

N-^>v;Ut^v*^*'-^-3-75>'-4-^^V-5- (5 - 
(2, 4, 6-h'J^DD7x-^ft) ff7 , /-^-2-'f^) ^> 



TLC : R f 0.24 (^dd^^a:^^-^:^=4 8 : i : i) ; 

NMR (DMSOd6) : S 12.49 (1H, brs), 8.05-7.84 (3H, m), 7.45-7.20 
20 (5H, m), 5.98 (2H, s), 5.07 (2H, s), 4.70-4.50 (1H, m), 2.90-2.50 (2H, m) 6 



5 
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nmme (i4o) 

N-'O v;U**v#;l"K-;i'-3 -7 ?y-4-t^V-5- (5 - 
(2, 4, 6-h'J^D07xi^f*) rh 7'/-^-l -4*0 ^> 



tlc : R £ 0.17 (^DD*^A:^;-ji/:ftSi=4 8 : l : l) ; 

NMR (DMSO-d6) '. S 12.57 (1H, brs), 8.10-8.00 (1H, m), 7.93 (2H, s), 
1 0 7.43-7.20 (5H, m), 5.80 (2H, s), 5.1 0 (2H, s), 4.80-4.55 (1 H, m), 2.93-2.65 
(2H, m)o 

nmm e ( 1 4 1 ) 

N-^>v f ;W^^rv*^**-^-3-T^y-4-t^V-5- (5 - 
(2, 6->^nn-4- (1, l-/^f^7"nt» 7x^;i/ft) 
15 fb7/-^-2-'f^) 



tlc : R f 0.26 (?ou*;ua 9 :#®=4 8 : i : i) ; 



5 
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NMR (DMSO-d6) I S 12.50 (1H, brs), 7.96 (1H, d, J=8.5Hz), 7.59 (2H, 
s), 7.35 (5H, s), 5.98 (2H, s), 5.07 (2H, s), 4.70-4.52 (1H, m), 2.90-2.50 
(2H, m), 1.63 (2H, q, J=7.5Hz), 1.25 (6H, s). 0.64 (3H, t, J=7.5Hz) 0 

nmm6 (142) 



(2, 6-v*on-4- (1, l-yVf;V7"oe^ 



TLC:Rfo.i7 (^DD*;^:^^-^:ftK=48:i:i) ; 

NMR (DMSO-d6) : S 12.56 (1H, brs), 8.09 (1H, d, J=8.5Hz), 7.59 (2H, 
S), 7.42-7.08 (5H, s), 5.80 (2H, s), 5.10 (2H, s), 4.75-4.60 (1H, m), 2.90- 
2.50 (2H, m), 1.63 (2H, q, J=7.5Hz), 1 .25 (6H, s), 0.64 (3H, t. J=7.5Hz) e 
15 (14 3) 

(1, l-y7x-;Mf^) t Y 2 -4 AO *>9>& 



N JUtf-*- 3 -T 5 J - 4 -**7 - 5 - (5 - 




10 
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TLC : R f 0.29 (?un*;i^ : * * y -;u : gfc&= 3 8:1:1) ; 

NMR (DMSO-d6) : * 7.94 (1H, d, J=7.0Hz), 7.50-7.12 (15H, m), 5.93 
(3H, m). 5.08 (2H, s), 4.72-4.51 (1H, m), 2.92-2.53 (2H, m) 0 

nmme d 4 4) 

5 N— ^>^**^*JHK-A^-3 -T5-/-4-**y-5- (5- 

(1, l-y7xiJMf^) r h 1 ->f^) ^>*>$ 




10 tlc : R f 0.16 (^nn*;vA :^ ^y-;u:|^K=3 8 : l : l) ; 

NMR (DMSO-d6) : * 8.05 (1H. d, J=7.0Hz,), 7.53-7.08 (15H, m), 
5.92-5.57 (3H, m), 5.10 (2H, s). 4.72-4.46 (1H, m), 2.94-2.55 (2H, m) 0 

mmm6 (145) 

15 (2-^DD-4-7;i'to7i-)i'ft) r b7 x /-;w-2 -W >u) * 
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TLC : R f 0.40 (*nn*;i/A . * ? y : Ifc®= 3 8 : l : l ) ; 

NMR (DMSOd6) : S 12.80-12.10 (1H, br), 7.99 (1H, d, J=8.0Hz), 
7.75-7.52 (2H, m), 7.52-7.18 (6H, m), 6.02 {2H, brs), 5.09 (2H. s), 4.80- 
4.45 (1H, m), 2.95-2.52 (2H, m) c 

5 mmme o 4 6) 

N _/0^^y5t l ;i/^;i/-3-75;-4-t^y-5- (5 - 




TLC : Rf 0.28 (?oo*;ua :>*y-;u:gfc®=3 8 : l : D ; 
NMR (DMS0-d6) : £ 8.02 (1H, d. J=7.0Hz,), 7.82-7.54 (2H. m), 
7.54-7.16 (6H, m), 5.76 (2H, brs), 5.10 (2H, s), 4.75-4.45 (1H, m), 2.92- 
15 2.55 (2H, m)» 

mmme (147) 

N-'*>-?/U* J ¥S'**#-A'-3-75y-4-**V-5- (5 - 
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TLC : R f 0.39 (*du#/ua :> 9 0 : l 0 : l) ; 

NMR (DMSO-d6) : S 9.08 (1H, s), 8.15 (1H, d, J=7.0Hz), 7.75 (1H, s). 
7.59 (1H, s), 7.80-6.90 (5H, brs), 5.91 (2H, brs), 5.12 (2H, s), 4.88-4.51 
(1H, m), 4.40-4.00 (2H, m), 3.05-2.60 (4H, m), 2.08-1.47 (4H, m), 1.47- 
1.04 (2H, m)e 

mmme a 4 s) 

N _^>v r ;i,^-^vj{;;i/^-ji;l/-3-T$> r -4-^-4rV-5- (5 - 




tlc :Rf 0.13 (^now : * *s-n>=9 : l) ; 

NM R (DMS0-d6) : 8 9.21 (1H, s), 8.14 (1H, d, J=7.0Hz), 7.79 (1H, s), 
7.67 {1H, S), 7.52-7.20 (5H, brs). 5.74 (2H, brs), 5.10 (2H, s), 4.79-4.48 
(1H, m), 4.33-4.03 (2H, m), 3.00-2.56 (4H, m), 2.04-1.48 (4H, m), 1.48- 
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1.08 (2H,m) 0 

ntm 6 (149) 

5 M 




TLC:Rfo.29 (?nn*H : * :fr=2 4 : 8 : l) ; 

10 NMR (DMSO-CJ6) : $ 11.80-9.42 (1H, br), 8.26-8.05 (1H, m), 7.49- 

7.24 (5H, m), 5.98-5.70 (2H, br), 5.1 1 (2H, s), 4.80-4.50 (1H, m), 3.55-3.05 
(4H, m), 2.96- 2.60 (2H, m), 2.82 (6H, s)„ 

mmme o 5 0) 

N-^>-»t^->*W-JV-3-7^-4-t^V-5- (5 - 
15 (2-y>W^xf;l.) f h 1 -4)V) 




20 TLC:Rfo.i8 (?ou#*a : :*=2 4 : 8 : l) ; 
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NMR (DMSO-d6) : <S 13.30-11.65 (1H, br), 11.10-10.60 (1H. br), 8.05 
(1H, d, J=8.0Hz), 7.55-7.20 (5H, m), 5.99 (2H, s), 5.10 (2H, s), 4.70-4.50 
(1H, m). 3.60- 3.30 (4H, m), 2.96-2.55 (2H, m), 2.82 (6H. s) 0 

mmm6 (151) 

N _/v;>^-|fi/*;l/^il/-3-7;y-4-t^V-5- (5 - 
(4- (4-7J^o?x^) f7 > /-^-2-'f;Mf^) fh7'/ 




tlc : R f 0.28 (^DD^A:^^-;v:ftK=3 8:1:1) ; 

NMR (DMS0-d6): S 13.40-11.50 (1H, br), 8.04 (1H, s), 8.19-7.94 (3H, 
m), 7.48-7.14 (7H, m), 6.00 (2H, brs), 5.09 (2H, s), 4.77 (2H, s), 4.80-4.47 
(1H, m), 2.94-2.53 (2H, m)o 

mmme d 5 2) 

N-zoyj^^y* Jl"K-^- 3 -7 U - 4 - t + V - 5 - (5 - 
(4 - (4-7^D7i-^) f-7V-JU-2 -4 f f7V 
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tlc : R f 0.21 (*Dn*A/A:**y-/i/:ftR=3 8:1:1) : 

NM R (DMSO-d6) I $ 8.07 (1H, s), 8.24-7.80 (3H, m), 7.46-7.15 (7H, 
m), 5.92 (2H, brs), 5.04 (2H, s), 4 .84-4.51 (3H. m). 2.93-2.55 (2H, m) 0 
%mm6 (15 3) 

N—*>y A'-' 3 -75 y-4 -**V-5- (5 - 
(4- (4 -^do7x^) f7 v /-;v-2->f;Mf;i/) fh57- 




tlc : R f 0.20 (^dd*u:^^;-jk»K=5 o : i : l) ; 

NM R (DMSO-d6) : d 13.10-11.30 (1H, br), 8.11 (1H, s), 8.12-7.80 (3H, 
m), 7.58-7.20 (7H, m), 6.01 (2H, brs), 5.09 (2H, s), 4.78 (2H, s), 4.77-4.46 
(1H, m), 2.92-2.53 (2H, m) e 

mmM6 (1 5 4) 

N V t ^ ■>* ^* - 3 - 7 ^ y-4-**7-5- (5 - 
(4- (4-^od7x;)1/) f7 , /-;i/-2-'f;Mf-;i/) t byV~ 
)V- i - j )i>) s<y9>& 
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TLC:Rfo.i6 (^oD*;vA:^^;-;v:ftS!=50: 1:1) ; 

NMR (DMSO-d6) : S 12.90-1 1.20 (1H, br). 8.15 (1H, s), 8.11 (1H, d, 
J=8.0Hz), 7.93 (2H, d, J=8.5Hz), 7.48 (2H, d, J=8.5Hz), 7.44-7.16 (5H, m), 
5.92 (2H, brs), 5.04 (2H, s), 4.87-4.50 (3H, m), 2.92-2.58 (2H, m) 0 

5 mmm 6 (155) 

n-sO'JfrtZ-z/iJfrtf-fr- 3 -7 4-**V-5- (5 - 
(4- (3--hn7x^) 7 2 -4 frt^-fr) t h 7 V- 

;u _2->f;u) ^>*V$ 



TLC : R f 0.28 (?on*;i/A :^ :Sfc&=5 0:1:1) ; 

NMR (DMSO-d6) : 6 13.30-11.70 (1H, br), 8.74 (1H, t, J=2.0Hz), 8.40 
(1H,s), 8.46-8.29 (1H,m), 8.27-8.10 (1H, m), 8.09-7.91 (1H,m),7.74 (1H, 
15 t, J=8.0Hz), 7.50-7.15 (5H, m), 6.00 (2H, brs), 5.09 (2H, s), 4.83 (2H, s), 
4.78-4.50 (1H, m), 2.94-2.55 (2H, m) 0 

nmw6 (i 5 6) 

N-- ^>y*'**->*/HK-^-3 -75 J-k -**7-5 - (5 - 
(4 - (3--|«D7x-)l') f77-^-2 -4 )V^f-)V) t YyV- 

20 1 ->f ;W) 'O* >K 



10 
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tlc : R f 0.13 (?dd*w ^y-;i/;g^K=5 0:1:1) : 

NM R (DMSO-d6) : 8 8.72 (1H, t, J=2.0Hz), 8.43 (1H, s), 8.45-8.29 (1H, 
m), 8.25-8.02 (2H, m), 7.73 (1H, t, J=8.0Hz), 7.50-7.12 (5H, m), 5.90 (2H, 
brs), 5.05 (2H, s), 4.90-4.50 (3H, m), 2.95-2.55 (2H, m) e 

nmme (157) 

N _/s;>j;;^^y*^-jl/-3-75y-4 -*#V-5- (5 - 




TLC : R f 0.40 (^uD*^:>^;-)i/:g^=i 8:1:1) ; 

NMR (DMS0-CJ6) : 8 12.10-10.50 (1H, br), 7.90 (1H, d, J=7.2Hz), 7.75 
(2H, d, J=8.8Hz), 7.55 (2H, d, J=8.8Hz), 7.48-7.38 (6H, m), 5.94 (2H, brs), 
5.09 (2H, s), 4.70-4.47 (1H, m), 2.90-2.53 (2H, m) 0 

$mM6 (1 5 8) 

N-- ^^3?A'*4r^**'#-A'-3-75y-4-**y-5- (5 - 
(4- js ij 7 jutim-fr* )]s$-)V7 < /7i-W) r h77-Jl/ 



347 



WO 97/24339 



PCT/JP96/03801 



- 1 --ou) s<y*v& 




5 TLC:Rfo.3i (^oD*^A:^^-A/:ft8=i 8 : l : D 0 

^»J6 (1 5 9) 

N y y;^^y * J^*- Jl/ - 3 - 7 ^ - 4 - 1 + V - 5 - (5 - 

(4 5 ^V-;u-4 -W^^f-^)r b7 s /-^-2 >K • 

10 




tlc : R f 0.37 (?oD*H:^y-)Kll= i o : 3 : i) ; 

NMR (DMSO-d6): 8 9.07 (1H, s), 8.02 (1H, d, J=8.6Hz), 7.51 (1H, s), 
15 7.40-7.30 (5H, m), 5.98 (2H, s), 5.09 (2H, s), 4.62 (1H, m), 4.43 (2H, s). 
2.90-2.60 (2H, m)o 

nmm6 (i6o) 

H y )],* **si] frtf-fr- 3 -7 $ S - 4 - * *V - 5 - (5 - 
20 £££ 
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tlc : R f 0.40 (?oo*;pa 9;-p:&&= 10:3:1) ; 

5 NMR (DMSO-d6):* 9.04 (1H, s), 8.13 (1H, d, J=8.6Hz), 7.52 (1H, s), 

7.40-7.30 (5H, m), 5.86 (2H, brs), 5.1 1 (2H, s), 4.67 (1H, m), 4.31 (2H, s), 
2.94-2.84 (2H, m) 0 

^-^yV)Vt^c'yt)Vt'=-)V- 3 -75 7-4 -**V- 5- (5 - 




Hife0!l5 (1 8) TfiJILfcfl:^ (5 9mg) <Di?t Y^i/^y (1 
15 ml) feWLtZ 1 NTKK-fkt h V * A*?§t£ (0.36 m 1 ) *flD*., MST4 

: > gj=$= 1 8 : 1 : l) KJoTttNKU ^coigjtt 

20 h*8mft&m (3 2mg) *%tz 0 
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TLC : R f 0.32 (?an*;i/i» : 2.5 s-fr : 8 : l : l) ; 

NMR (d6-DMSO) I 8 7.99 (1H, m), 7.42-7.24 (5H, m), 5.97 (2H, brs), 
5.09 (2H, s), 4.62 (1H, m), 3.94 (2H, s), 2.91-2.54 (2H, m) 0 

%mmi (i) ~7 o) 
5 nms (is) ■?m3kitzit&to<Dftt>t)iznmto5 (211,5(3 

0) , 5 (31) •eKitL^k'&tttfflv^T, %&M 7 £ WM<D&fc* L 
*»«7 (1) 

\H-<r<y9jH,*3t*/1in/tf—fr- 3 — T 5 y - 4 -**V- 5 - (5 - 
10 (*my^f^) r h7'/-JV- 1 -4*) 




COOH 



TLC : R f 0.30 (?du*;ua : x*y-;i/ :ft&=4 : l : l) ; 

NMR(d6-DMSO) : 8 8.07 (1H, m), 7.45-7.17 (5H, m), 5.73 (2H, br), 
5.09 (2H, s). 4.63 (1H, m), 4.10-3.85 (2H, m), 2.88-2.58 (2H, m) 0 

%mm (2) 




COOH 
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TLC : R f 0.54 (^nDWA:^^-JKftK=i 0 : l : l) ; 

NMR(d6-DMSO) : 8 13.50-11.12 (2H, br), 7.96 (1H, d, J=7.6Hz), 
7.44-7.21 (5H, m), 5.89 (2H, brs), 5.10 (2H, s). 4.74-4.52 (1H, m), 3.07 
(2H. t, J=7.2Hz), 2.88-2.54 (4H, m) e 

5 nmm o) 



TLC : R f 0.44 (^on*;i/A:^^y-;i/:ft|S!=i o : l : l) ; 

NM R (d6-DMSO) : $ 8.03-7.82 (1 H, m), 7.52-7.17 (5H, m), 5.90-5.56 
(2H, m), 5.10 (2H, S), 4.71-4.40 (1H, m). 3.05-2.80 (2H, m), 2.80-2.37 (4H, 
m) 0 

15 nmms (1) 

N-^> W^rv*^*-^- 3 -7? y-4-**7-5- (5 - 




10 




COO-t-Bu CH 



3 



20 
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(1 9) -CMLfcfb#» (5 Omg) <V*9S-)V (2.1 ml) 
tiH (0.4ml) »2 0%HMf^«?a (0.2ml) *in*.fc. 
3 0 %flSMbjcX^ift (0.1 m 1 ) <D* 9 J -)V (0.5 m 1 ) » 

^;u=4 : l-l : 1) KU-aTflHRU ^«Mt«:lta%lf^ 
Jfe (3 8mg) tftfc. 

T L c : R f 0.39 : »Kxf^= l : i ) ; 

10 NMR (CDCI3) : * 7.39 (5H, m), 6.05-5.60 (3H, m), 5.19 (2H, s), 4.75 

(1H, m), 3.35 (2H, m), 2.98 (1H, m), 2.74 (1H. m), 1.35 (12H, m) e 

nmms (2) ~s (4) 

nmW5 (1 9) *»|Lfcft«0ftfc*fc*l*0l5 (20), 5 (2 

2) , 5 (23) -?m&itzit£y!}%m^r, %mms (1) tmmom 

15 ft* LT, JSLTC^L^*»Wft^**fl^. 
H«fc0l8 (2) 

N-^>^t*y*^*'-;i'-3-75y-4-* + V-5- (5 - 



20 




COO-t-Bu 



TLC : R f 0.25 :ftSfx^;w=i : i) ; 



WO 97/24339 



PCT/JP96/03801 



NMR(CDCI3): 8 7.39 (5H, m), 6.01 (1H, m), 5.88 (2H, m), 5.18 (2H, 
s), 4.69 (1H, m), 3.33 (2H, m), 3.03 (1H, m), 2.73 (1H, m), 1.38 (12H, m) c 

nms (3) 

N-^>W^'>*^-^-3-7^-4-t#y-5- (5 - 




TLC : Rf 0.12 (^*-*y : gfc$x^;u=3 : 2) ; 

NMR(CDCI3) : S 7.40 (9H,m), 5.98 (1H,d, J=10.0Hz). 5.82 (1H, m), 
5.64 (1 H, m), 5.18 (2H, s), 4.65 (1 H, m), 4.44 (1 H, d, J=17.5Hz). 4.32 (1 H, 
d, J= 17.5Hz), 3.01 (1H, m), 2.72 (1H, m), 1.42 (9H, m) 0 

mmms (4) 

N-^>^*^y*^t-;i'-3-r?/'-4-t^V-5- (5 - 
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CI 



CP 




TLClRf 0.23 :ft^J-^^=3 : 2) ; 

NMR(CDCI3) : 8 7.40 (9H. m), 6.05-5.68 (3H, m), 5.20 (2H, s), 4.62 
5 (1H, m), 4.40 (1H,m), 4.12 (IH.m). 3.06 (1H.m). 2.79 (1H,m), 1.42 

1.38(&t>-$X 9H, 8). 
%Mm$ (1) 

N _^>vf;p^-^v*;l/^;i/-3-7<y-4-^ + V-5- (5 - 

10 



Hife0!l5 (19) -ClUjtL^^W (5 0mg) O^no^r/ (3 
ml) fc*DD**A (3ml) 0TCT8 0%m-*nna 

(4 8rag) MO**. RlS«***»ei 8P»HJt*Lfc. 
(1 0ml) *JPx, *nD**A*iiffiLfc. 




COO-t-Bu CH 



'3 
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8-U *»Lfco 5*flE*5/V 

A^D7F^7-f (^*^7 :ft»if-^«4 : l-l : 1) K<fcoT 
ffi«U (2 5mg) fcfffco 

TLC : Rf 0.69 (^M^lftRx^^l : D I 
5 NMR (CDCI3) : 6 7.39 (5H, m), 6.01 (1H, m), 5.95 (1H, d, J=16Hz), 

5.74 (1H, d, J=16Hz),5.20 (2H,s), 4.73 (1H. m), 3.50 (2H, q, J=7Hz), 3.00 
(1H, dd, J=17.5, 5Hz), 2.73 (1H, dd. J=17.5, 5Hz), 1.42 (12H, m) 0 

1119. (2) -9 (4) 

nmm5 (i 9) -?9i&Ltz<t&®<Dftt>*)tz%Mm5 (20,5 (2 
10 2) > 5 (23) "CRjSLfcfMrt&fcja^-c, mmm9 (i) tmm^ 

%mW9 (2) 

N-^>^;i/*^r'>*;HK-^- 3 - 757-4-** 7 - 5 - (5 - 

15 



t lc : R f o.73 (^*-9-> : Bftfc*** 3 " i : i ) ; 

20 NMR (CDCI3) 7.40 (5H, m), 6.00 (1H, d,J=16Hz), 5.95 (1H, m), 
5.80 (1H,d,J=16Hz),5.18 (2H,s),4.69 (1H,m). 3.46 (2H, q, J=7Hz), 3.05 
(1H, dd, J=17.5, 5Hz), 2.73 (1H, dd, J=17.5, 5Hz), 1.41 (12H, m) 0 

nmw9 o) 




COO-t-Bu 
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N - ^ > i^JV t * v * - ^- 3 -7 5 y - 4 - i+ V - 5 - (5 - 




TLC:Rf 0.30 W/:»Rif*=3:2) ; 

NMR(CDCI3) ! 8 7.68 (2H, d, J=9.0Hz), 7.48 (2H. d, J=9.0Hz), 7.40 
(5H. m). 5.92 (1H, d, J=10.0Hz), 5.88 (1H, d. J=17.5Hz), 5.66 (1H, d, 
10 J=1 7.5Hz), 5.20 (2H, s), 4.70 {2H, s), 4.65 (1H, m), 3.01 (1H, dd, 
J=17.5Hz 5.0Hz), 2.72 (1H, dd, J=17.5Hz 5.0Hz), 1.42 (9H. s)o 

%mm9 (4) 

N--*>yjl'sJ , *5'* 3 -75 /-4-**V-5- (5 - 

15 t-W^fJi' 



CI 
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tlc : Rf 0.39 (A*t>:ft»i^=3:2) ; 

NMR(CDCI3) : S 7.60-7.30 (9H, m), 6.10-5.75 (3H, m), 5.20 (2H, s), 
4.65 (3H, m), 3.10 (1H, dd, J=17.5Hz RXf 5.0Hz), 2.82 (1H, dd, 
J=1 7.5Hz JkV 5.0Hz), 1.42 (9H, s) 0 

nmmi o u) ~i o (8) 

mmms (i) - (4) &xvmmm9 (i) - (4) ?®&itz{t£ 
mmm i o ( i ) 

N-^vfl'^v*^**-^- 3-7^7-4-^*7- 5- (5 - 




TLC : R f 0.54 (^nu^i/A \*9 J-fr :gfc&= i 5 : l : l) ; 

NM R (d6-DMSO) I 8 7.90 (1 H, m), 7.35 (5H, m), 5.90 (2H, m). 5.10 
(2H, s), 4.60 (1H, m), 3.35 (2H, m), 2.70 (2H, m), 1.20 (3H, m) 0 
Wm\ 0 (2) 

N-^>'W*'>*M-^-3-7^-4-* + 7-5- (5 - 
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CH 3 



TLC : R f 0.58 (?on*;i/A : :ft&=i 5 : l : l) ; 

NMR (d6-DMSO) : S 7.90(1 H,m), 7.38 (5H,m), 5.95 (2H,m), 5.10 
5 (2H, s), 4.60 (1 H, m), 3.70 (2H. m), 2.70 (2H, m), 1 .25 (3H, m) e 

mmmi o (3) 

H 3 -7< s> -4-**V-5- (5 - 



tlc : R f 0.43 (^dd*m : * 9 \mk=i 5:1:1) : 

NMR (d6-DMS0) : 8 7.98 (1H, m), 7.35 (5H, m), 6.10 (2H, brs), 5.10 
(2H, s), 4.63 (1H, m), 3.35 (2H, m), 2.70 (2H, m). 1.19 (3H, m) 0 
15 %mm \ 0 (4) 

N-^>yn/^^v*^-K-;v- 3 -7Sy-4-**7-5- (5 - 




COOH 
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TLC : R f 0.49 (?dd*w : * 9 :ft&= l 5 : l : l ) ; 

NMR (d6-DMSO) : 8 8.00 (1H, m), 7.35 (5H, m), 6.15 (2H, brs), 5.10 
5 (2H, s), 4.65 (1H, m), 3.64 (2H, m), 2.74 (2H, m), 1.21 (3H, m) 0 

%mm \ o (5) 

N - ^ > y ;v t ^ y * ;i"K- Jl' - 3 - 7 ^ - 4 - 1 ^ V - 5 - (5 - 

10 




TLC : R f 0.41 (^nD*M:^^y-;KftK=i 5 : l : l) ; 
NMR(DMSO-d6) : S 7.73 (1H, m), 7.60 (4H, m), 7.38 (5H, m), 5.99 
1 5 (2H, br), 5.08 (2H, s). 4.60 (3H, m), 2.64 (2H, m) 0 

$mmi o (6) 

20 
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cr 




tlc : R f 0.41 (*nn*/i/A 1 5 : l : D ; 

NMR(DMSO-d6) I $ 7.75 (1H, m), 7.60 (4H, m), 7.38 (5H, m), 5.85 
5 (2H, m), 5.08 (2H, m), 4.90 (1 H, m). 4.58 (2H, m), 2.61 (2H, m) 0 

nmw 10(7) 



TLC : R f 0.48 (^on*w:>^-^:ftR= l 5 : l : l) ; 

NMR(DMS0-d6) : 6 7.73 (4H, m), 7.60 (1H, m), 7.38 (5H, m), 6.01 
15 (2H, br), 5.21 (2H. s), 5.08 (2H, s). 4.55 (1H, m), 2.60 (2H, m) c 
%mmi 0 (8) 

N _^>y;P:fri|rv#;U**-;u-3-7 5y-4-**7-5- (5 - 



9 V* 




COOH 



0~ 
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cr 




tlc : R f 0.51 (*on*^A:pt?/-;i/:gfc$= 1 5 : l : l) ; 

NMR(DMSO-d6) : d 7.79 (5H, m), 7.35 (5H, m), 5.88 (2H, m), 5.40 
(2H, m), 5.08 (2H, s), 4.52 (1H, m), 2.65 (2H, m) 0 

mmwi i 

^-^yV^t^ c yiJ^t'=-)V-Z -7 $ S - 4 -**7- 5 - (5 - 



^iA/^B^'/B- t-^^i^T^ (1.69 g) Of h7tKD75 
> (10ml) »«*C7^^>#H»T, 0T:-e2MVf-^A^-f V7*0 
fc>7$ K [LDA] (D^-ffy/r Y?K KD79>/if^^> 




COO-t-Bu 



0° 



N CH 3 
. Vsi-CHa 
N CH 3 
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#tt (2.5 m 1 ) *»T Lfco Z.<DiEL&®\Z h V * *)V*J7V* 9 >( 1 0 % 
^*-9->&ifc, 13.7 g) tc7^=r>#a^T, Ot^M'J-^^vM V 

(6ml) «rDDxTi!{^L^?§?Bt ! £:^^^7*fflv^TigTL^o 

5 Or? 3.5 B#Kil#L£o »s&£«**k&£&*x-t>i/?» 

&*%Wit&y) (633 mg) 

10 tlc : Rf 0.55 (^**^: *»*f-^-2 : l) ; 

NMR (CDCI3) : S 7.36 (5H, m), 5.97 (1H,m), 5.87 5.68 (&* 
1H, both d, J=17.5Hz), 5.16 <2H, brs), 4.67 (1H, m), 3.00 (1H, dd, J=16.0, 
4.5Hz), 2.70 (1H, dd. J=16.0. 5.0Hz), 1 .41 (9H, s), 0.39 (9H, s) c 

mmmi 2 

15 N-'<5'VW , /#*)Jf-/l'-3-7?>'-4-**y-5 - (5 - 



20 &6feffl 1 1 "CS^I Ltzit£®*R v*T, HJfefll 6 ( 1 ) I TO^&ft * 

tlc : R f 0.29 (^dd*)^ : ^^y~^=4 : i) ; 
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NMR (d6-DMSO) : 8 7.56 (1H, m), 7.34 (5H, m), 5.98 (2H, m), 5.06 
(2H, s), 4.52 (1H, m), 2.58 (2H, m), 0.34 (9H, s)o 
##0!l8 

N-^>v***y#***-*- 3 -75 y-4 5 - (5 - 
5 (2- (1- (2- ( Y U > ^**> % ) *) iKv^^) -f 

if-*) r h 7 % /-*-2 -4*) lyfyWt- t-^f 
/p.x*t* (l) ^10 r N-^>5'^**->*A"K-^-3 -7 3 y- 4 
-**7-5- (5- (2- (1- (2- ( b U *) x^v 

*?)v) 4 \ yy-)v-2 -A *) xr-*) t h 7 s /-*- 1 -4*) 

10 ^> * >B£ • t -"/f-*x^r* (2) 




o 

s 

H 3 C-Si 
H 3 C *CH 3 
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t -7f" (300 mg) 4>N, N-$Mf'A'*A' 

AT 5 K (5ml) 'J? A (414 mg) £ 5 - (2- (1- 

(2- (h'J^fiVyVJl') xf^v^fM * 5 ITV-fr- 2 -4 fl>) 
5 xr-Jl/) f h7/-^ (438 mg) frflPX-fco fiB&^fcMja-C 4 B# 

>r : ffc$^^=2 : l -l : l ) ci^tffiSL, Kvmte. 

10 HtW1-£!!ife0!ll (1) (297 mg) £llf%im\ (2) ft^ 

^ (110 mg) %Zti?ti&tz 0 
##008 (1) 

TLC:Rfo.6i (^*-fr> :B^K^^=i : 4) ; 

NMR (CDCI3) : S 7.67(1 H,d,J=16Hz), 7.61 (1H,d,J=1 6Hz), 7.38 
15 (5H, m), 7.17 (1H, d, J=1.2Hz), 7.07 (1H, d, J=1.2Hz), 5.99 (1H, d, 
J=8.8Hz), 5.83 (1H, d, J=18Hz), 5.67 (1H, d, J=18Hz), 5.38 (2H, s), 5.19 
(2H, S), 4.66 (1H, m). 3.53 (2H, t, J=8.0Hz), 3.03 (1H, dd, J=4.6, 18Hz), 
2.73 (1H, dd, J=4.8, 18Hz), 1.43 (9H, s), 0.91 (2H, t, J=8.0Hz), -0.03 (9H, 
s) 0 

20 ##M8 (2) 

tlc: R f 0.50 :»K^=i : 4) ; 

NMR (CDCI3) I 8 7.83 (1H, d, J=16Hz), 7.40-7.08 (8H, m), 6.02 (1H, 
d, J=9.0Hz), 5.73 (1H, d, J=19Hz), 5.52 (1H, d. J=19Hz), 5.38 (2H, s), 551 
(2H, s), 4.70 (1H. m), 3.51 (2H, t J=8.2Hz), 3.06 (1H, dd, J=4.8, 17Hz), 
25 2.74 (1H, dd. J=4.8, 17Hz), 1.39 (9H, s), 0.91 (2H, t, J=8.2Hz), -0.03 (9H, 
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S)o 

##058 (3) ~8 (1 2) 

5- (2- (1- (2- (MMf-A^'JAO iF^y^f^) J < ? 
##018 (3) 

N-^>y;b*4r'>*^sK-^-3-7^ /-4-**7-5- (5 - 
(2- (1- (2- (h 'J tf-fri/ 1 ) AO ih + WfM ^r/-* 
10 -2 -4 n0 xf*) r h7 x /-^-2 -<f*0 ^^ft- t 




o 

s 

H 3 C-Si 
HsC CH3 



15 TLC : Rf 0.58 n D*;l/A : t -7 9 J = 1 0 : 1 ) ; 

NMR (CDCI3) : 8 7.38 (5H, m), 6.94 (1H, d, J=1.2Hz). 6.90 {1H, d, 
J=1.2Hz), 6.29 (1H, d, J=8.6Hz), 5.71 (1H, d, J=18Hz), 5.61 (1H, d. 
J=18Hz), 5.21 (2H, s), 5.17 (2H, s), 4.60 (1 H, m), 3.54-3.38 (4H, m), 3.30- 
3.18 (2H,m), 2.96 (1 H, dd, J=4.6, 17Hz),2.75 (1H, dd, J=4.8, 17Hz), 1.42 

20 (9H, s), 0.90 (2H, t, J=8.2Hz), -0.02 (9H, s) 0 

365 
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##0S8 (4) 

N-^>v^**->#^>K^-3-7;;y-4-**V-5- (5 - 
(2- (1- (2- (MJ^f-^vO*) iF^^f*) >f^^V-;l/ 
— 2 — f ^) if*) f h7 v /-*-l -4 *) "*>*>I6- t-yf-* 



TLCi Rf 0.50 (^n*w: t-^;-^=io: i) ; 

NMR (CDCI3) : 8 7.38 (5H, m), 6.85 (1H. d, J=1.2Hz), 6.82 (1H, d, 
J=1.2Hz), 6.17 (1H, d, J=9.0Hz), 5.81 (1H, d. J=19Hz), 5.60 (1H, d, 
J=19Hz), 5.20 (2H, s). 5.16 (2H, s), 4.66 (1H, m), 3.44 (2H, t, J=8.2Hz), 
3.30-3.1 8 (4H, m), 3.03 (1 H. dd, J=4.8, 17Hz), 2.74 (1 H, dd, J=4.8, 17Hz), 
1 .40 (9H, s), 0.88 (2H, t, J=8.2Hz), -0.02 (9H, s) 0 

##^8 (5) 

N _^^y;l / ^-^i/*;l,jK-^-3-T^y-4-^^V-5- (5 - 
(3- (1- (2- (MM"f*'>V*) ih**»f *) -fS^V-* 
-2-^) 7i-JMf^) tY y*/-)l>-2-4 to) s<>9>$L- t 
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H3C-SI 

H 3 C *CH 3 



tlc : Rf 0.45 (?dd*h : t -?9j-)\/= 1 5 : 1) ; 

NMR (CDCI3) : 8 7.70-7.60 (2H, m), 7.40-7.28 (7H, m), 7.12-7.08 
5 (2H, m), 6.04 (1H, m), 5.80-5.74 (2H, m, ), 5.25 (2H, s), 5.16 (2H, s), 4.32 
(1 H, m), 4.32 (2H, s), 3.54 (2H, t, J=8.0Hz), 3.04-2.62 (2H, m), 1 .41 (9H, s), 
0.91 (2H, t, J=8.0Hz), 0.00 (9H, s)o 
##098 (6) 

N _^>c7;p^^->^;l // -J?-;l,_3_T<y-4-*4rV-5- (5 - 
10 (3- (1- (2- (MJ^f^v'i^) x^y>f^) -i^y^-JV 
-2-4 to) 7i-iMf^) 7-Yy^/~)V-\-4)V) t 




367 



WO 97/24339 



PCT/JP96/03801 



TLC : R f 0.38 (jruufrfrA I t - 7 9 S - ^ 1 5 : 1 ) ; 

NMR (CDC 13) : 8 7.86 (1H, m), 7.70-7.60 (2H, m), 7.42-7.28 (7H, m), 
7.10 (2H, m), 5.44-520 (4H, m), 5.13 (2H, s), 4.64 (1H, m), 4.23 (2H,s), 
3.56 (2H. t, J=8.0Hz), 2.80-2.70 (2H, m), 1.40 (9H, s), 0.93 (2H, t, 
5 J=8.0Hz), 0.00 (9H, s)„ 

##0U8 (7) 

N-^v^**v#;W**-^-3-7S/-4-**V-5- (5 - 
(4- (1- (2- (hU^^^vU^) xf^>>^f^) 
-2-4 fr) 7ii;Mf;P) r yyV-)V-2 -4^) so9>fft- t 
10 --ff-)\/S.7sT)^ 



TLC :Rf 0.51 (^oo*ji/A : * ?y-)i<= 1 5 : 1) ; 

15 NMR (CDCI3): S 7.73 (2H, d, J=8.2Hz). 7.40-7.32 (7H, m), 7.12 (1H, 

d, J=1.4Hz), 7.09 (1H, d, J=1.4Hz), 6.02 (1H, d, J=9.2Hz), 5.78 (1H, d, 
J=18Hz), 5.63 (1H, d, J=18Hz), 5.25 (2H, s). 5.16 (2H, s), 4.64 (1H, m), 
4.31 (2H, s), 3.56 (2H, t. J=8.2Hz), 3.05 (1H, dd, J=4.4, 17Hz), 2.96 (1H, 
dd, J=4.4, 17Hz), 1.42 (9H, s), 0.90 (2H, t, J=8.2Hz), -0.02 (9H, s) Q 

20 ##0)J8 (8) 

N-^>v;l/**v#;i'*'^rt'-3-7</-4-**7-5- (5 - 
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( 4 _ (j_ (2- (h >j xh + ^^f;!') -f?r/-* 
-2-4 fr) 7xi*>f*) t h 7 V— )V— \ — -i )V) t 




H 3 C-SI 
H 3 C *CH 3 



tlc : Rf 0.46 (?dd*h : **/-ji/=i 5 : l) ; 

NMR (CDCI3) : 8 7.77 (2H, d, J=8.2Hz), 7.40-7.29 (7H, m), 7.13 (1H, 
d, J=1.2Hz), 7.10 (1H, d, J=1.2Hz), 5.81 (1H, d, J=9.2Hz), 5.38 (2H, s), 
10 5.24 (2H, s), 5.1 4 (2H, s), 4.58 (1 H, m). 426 (1 H, d, J=16Hz) ( 4.09 (1 H, d, 
J=16Hz), 3.58 (2H, t, J=82Hz), 3.07 (1H, dd, J=4.4, 18Hz ), 2.74 (1H, dd, 
J=4.4, 17Hz), 1.43 (9H, s), 0.92 (2H, t, J=8.2Hz), -0.01 (9H, s) c 
##?!I8 (9) 

n-^yVfrtZvlifrtf-fr-Z-r^ J -A-**V-$- (5- 

15 (2- (l- (2- (h i^y^w) §^y-A/ 
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H 3 C % CH 3 




T L C : R f 0.51 (?nn**A:>^-/l/=15:i) ; 

NMR (CDCI3) I 8 7.54-7.20 (11H, m), 6.36 (1H, m), 5.80-5.44 (2H, 
5 m), 5.1 5 (2H, s), 5.02-4.96 (2H, m). 4.62 (1 H, m), 4.50-4.40 (2H, m), 3.54 
(2H. t, J=8.2Hz), 2.98-2.74 (2H, m), 1.41 (9H, s), 0.90 (2H, t, J=8.2Hz), 
0.00 (9H, s)o 

##01 8(10) 

N-^ , /W+y*^'K^l'-3-7^-4-^^V-5 - (5 - 
10 ( 2 - (i- (2- (Mj*f-*->»JA') iK-^f^) Or/-^ 
_2-^f;u) 7x-)MfJP) r h?*/-*- 1 -4 AO ^> 9 • t 




15 

tlc : Rf o.64 (?od^a : > *y-;u= i 5 : l) ; 

NMR (CDCI3) : d 7.62-7.15 (11H, m), 6.90 (1H. m), 5.86-5.46 (2H. 
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m), 5.23-5.20 (4H, m), 4.84 (1H, m), 4.60-4.20 (2H, m), 3.66 (2H, t, 
J=8.2Hz), 3.02-2.78 (2H, m), 1.41 (9H, s), 0.98 (2H, t, J=8.2Hz), 0.02 (9H, 
s) 0 

##0!I8 (1 1) 

(1- (2- (F'J^WJA') xf*->^f*) 4\7V-fr-2.- 

COO*.. ^ 

tlc : Rf 0.47 (?dd*w : */-;u= l 5 : l) ; 

NMR (CDCI3) ! <* 7.40-7.30 (5H, m), 6.95 (2H, br-s), 6.10 (1H, d, 
J=8.0Hz), 5.80-5.58 (2H, m), 5.30 (2H, s), 5.15 (2H, s), 4.60 (1H, m), 4.47 
(2H. s), 3.48 (2H, t, J=8.2Hz), 2.96 (1H. dd, J=4.8, 17Hz), 2.71 (1H, dd, 
J=5.0. 17Hz), 1.41 (9H. s), 0.88 (2H, t, J=8.2Hz), -0.01 (9H, s)„ 

##^8 (1 2) 

N-^>y;U**v#^#-^-3-7^-4-**V-5- (5 - 
(1- (2- (Y V^A-vVAO xb^vpt^;w) 4S?V-;v-2- 
<i)vm-)V) r Y 1 -4 AO ^>*>B£- t -7f ;i/x^f;v 
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N 



o 



TLC:Rf0.57 (?no*H : * 1 5 : 1 ) ; 

NM R (CDCI3) : S 7.40-7.30 (5H, m), 6.92 (1H, d, J=1.2Hz), 6.87 (1 H, 
d, J=1.2Hz), 6.38 (1H, d, J=8.0Hz), 5.82 (1H, d, J=18Hz), 5.82 (1H, d, 
J-18HZ), 5.36-5.18 (4H, m), 4.76 (1H. m). 4.40 (2H, s), 3.43 (2H, t, 
J=8.2Hz), 2.93 (1H, dd, J=4.6, 17Hz), 2.72 (1H, dd, J=5-2, 17Hz), 1.40 
(9H, s), 0.87 (2H, t, J=8.2Hz), -0.02 (9H, s) 0 

mmm 13(1) 

H-tyi/frtJ-i/ti iVtf-fr-S -7 5. J -4 -**7- 5 - (5 - 
(2- (4 Z 2-4 fr) i?-^) -f YyV-)V- 2 -4 ;u) 



##$18 (1) tMLfcft^llt)i'' , t, HM^6 (1) tliOS 
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tlc : R f 0.28 (?do*;ua : / * ^ -/i/ :Wtt= 1 0:2:1) ; 

NMR (DMSO-d6) : d 8.18-8.04 (2H, m), 7.69 (2H, s), 7.63 (1H, d, 
J=17Hz), 7.42-7.30 (5H, m), 6.07 (2H, s), 5.10 (2H, s), 4.64 (1 H, m), 2.92- 
2.60 (2H, m) 0 
5 gttffll 3 (2) -13 (1 2) 

5- (2- (1- ( (2 - HJ*-7 l >1'-> , ;A') xF^)if*) 4 3 

-)is*m^T&%m&-mmwi s (1) lt, £ <bK£ 

10 £o 

HM^Jl 3 (2) 

N-^>v;u^-^v*;i"K-^-3 -T5 y-4 -**y- 5 - (5 - 
(2- (>f < ^V-;u-2 --f xf-iO t YyV-)^~ 1 -4 AO 

15 




tlc : R f 0.50 (^dd^a:^;-^:^ 10:2:1) ; 

NMR (DMSO-d6): 5 8.16-8.02 (2H, m), 7.70-7.60 (3H, m), 7.42-7.30 
20 (5H, m), 6.02-5.80 (2H, m), 5.12 (2H, s), 4.84 (1 H. m), 3.00-2.60 (2H, m) G 
%tim\ 3 (3) 
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N > yjl/* *- 3 -7 5 y -4 -**V- 5 - (5 - 

(2- U 5 2 — f Jl^) if- A') f h^V-;U-2-W , ;W) 




tlc : R f 0.29 (^no*;^:^;-^:^ l o : 3 : i) ; 

NMR (DMSO-d6) : 6 8.02 (1H, m), 7.53 (2H. s), 7.40-7.30 (5H, m), 
5.82 (2H, brs), 5.09 (2H, s), 4.60 (1H, m), 3.50-3.40 (4H, m), 2.90-2.60 
(2H, m) 0 

%imi 3 (4) 

N-^?>y^**'>*A"if-^-3 -7 5 / -4 -**V- 5 - (5 - 
(2- (4 5 TV-*- 2 -W *) if*) f h 7 1 —f/lO ^ 




tlc : R f 0.40 (^no^:^^-^:SK=i o : 3 : l) ; 

NMR (DMSO-d6) I £ 8.10 (1H, d, J=8.6Hz), 7.52 (2H, s), 7.40-7.30 
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(5H, m), 5.79 (2H, brs), 5.09 (2H, s), 4.64 (1H, m), 3.42-3.32 (4H, m), 2.92- 
2.60 (2H, m)o 
tmmi 3 (5) 

N-^>y)Vt*\/ii)Vtf-)\>-Z-7\ S -A-**V-5- (5 - 
5 (3- (-f 5 *TV-)V-2 -Afr) 7i-iMf;v) f b 7*/-^- 2 - 




10 TLC:Rfo.5i (^Dn*w:^^-;n^=io:3:i) ; 

NMR (DMSO-CJ6) I S 8.04-7.96 (3H, m), 7.52- 7.28 (9H, m), 5.90 (2H, 
m), 5.08 (2H, s), 4.60 (1H, m), 4.32 (2H, s), 2.90-2.60 (2H, m) 0 
%mm\3 (6) 

N-'<>i/)l'**ri/tifrtf~)\'-3-7 5. S-4-**V-5 - (5 - 
15 (3- (4 2 -4*) 7i-;MfJP) fh7/-JI/-l- 




• HCI 



20 tlc : R f 0.60 (^dd*ji/a:^^-jhs»= i 0 : 3 : i) ; 
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NMR (DMSO-d6) I $ 8.12 (1H, m), 8.02-7.90 (2H, m), 7.50-7.20 (9H, 
m). 5.79 (2H, m), 5.09 (2H, s), 4.64 (1H, m), 4.20 (2H, s). 2.90-2.62 (2H, 
m)» 

^Jfcflll 3 (7) 

N _/<y.>';^-(:^;^-jl/-3-75;-4-*^y-5- (5 - 
(4- (4 < /*/-A'-2 7x-A'ptf-A0 t Yy*/-)V- 2 - 



TLC : R f 0.46 (^DD*w:^/'-JHftS= l o : 4 : l) ; 

NMR (DMS0-d6) : 8 8.18 (2H, d, J=8.6Hz), 8.04 (1H, d, J=7.8Hz), 
7.77 (2H, s), 7.54 (2H, d, J=8.6Hz), 7.42-7.26 (5H, m), 5.70 (2H, brs). 5.09 
(2H, s), 4.62 (1H, m), 4.39 (2H, brs), 2.90-2.56 (2H, m) 0 

mmmi 3 (8) 

N-^^y^t**>*Jl"K-^-3-75 J -A -**V-5 - (5 - 
(4- (>f < W-)l<-2 -4*0 7xi;MfM r b 7 V-fl/- 1 - 
4 AO ^ 



or 




• HCI 
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TLC : R f 0.40 (?dd*w ? j -)i>:B&= 10:4:1) ; 

NMR (DMSOd6) : 8 8.22-8.12 (3H, m), 7.77 (2H, s), 7.52 (2H, d, 
J=8.6Hz), 7.42-7.30 (5H t m), 5.86 (2H, brs), 5.10 (2H, s), 4.64 (1H, m), 
4.25 (2H, brs), 2.92-2.64 (2H, m)„ 

%mM 13(9) 

N-^^^l/*^ ->*;^-^- 3-75^-4 - t+V - 5 - (5 - 
(2- (4 5 2 --f ;u) 7i-^^f^) -f h 7 V-;u-2 - 



TLC : R f 0.44 (^Dn^^^^-iKft^ io:3:i) ; 
NM R (DMSO-d6): 8 8.02 (1H, m), 7.72-7.24 (1 1H, m), 5.85 (2H, brs), 
5.08 (2H, S), 4.62-4.52 (3H, m), 2.88-2.58 (2H, m) 0 

mmmi 3 (1 0) 

N-'* 3 -75 y-4-*^rV-5- (5 - 
(2- (>f 5 7x-;Mf^) T h77-^- 1 - 
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5 tlc : R f 0.58 du*h : * * y -/P :»K= l 0:3 : l) ; 

NMR (DMSO-d6):£ 8.12 (1H. m). 7.68-7.30 (11 H, m), 5.82 (2H, brs). 
5.11 (2H, s), 4.70-4.58 (3H, m), 2.92-2.60 (2H, m) 0 

%mm 13 (id 

N-^>v>;U**v#;i/#-a'-3 -75 S - 4 -**rV - b - (5 - 




15 tlc :R£ 0.41 (*nn*/i/A o : 5 : i) ; 

NMR (DMSO-d6) : <J 8.04 (1H, m), 7.59 (2H, s), 7.40-7.30 (5H, m), 
6.01 (2H, brs), 5.08 (2H, s). 4.73 (2H. s), 4.62 (1H, m), 2.92- 2.58 (2H, m) 0 
gtttl 13 (12) 

N-^>^V*^v*^il/-3 -T? S-A -**V- 5 - (5 - 
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5 

tlc : R f 0.55 (^dd*w :^^y-;n^K=i 0:5:1) ; 

NMR (DMSOd6) : 6 8.14 (1H. m), 7.60 (2H, s), 7.40-7.30 (5H, m), 
5.91 (2H, brs,), 5.11 (2H, s,). 4.80-4.60 (3H, m), 2.92-2.62 (2H, m) c 
Uttffl 4(1)^14(106) 
10 N- ( (N- (3-7x-^Dlft-;i/) -L-^'J-^) — L — T 

15 Hiftflll 4(1) 

N- (^>v;l^*) *;i/jf?-Jl/-3-T*y-4-**V-5- (5 
- (2, 6-y^DD7x-Wf^) f-h 2 -4*0 

>SS • t -Wi^f* 
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TLC:Rfo.36 :*Btxf-/u=3 : l) ; 

NMR(CDCI3) ! 8 7.40-7.12 (8H, m), 6.62 (1H,d, J=9.5Hz), 5.69 RZf 
5.49 1H, d, J=17.8Hz), 4.95-4.78 (1H, m), 4.60 (4H, s), 4.19 (2H, s), 
2.98 (1 H, dd, J=1 7.5Hz, 4.4Hz), 2.66 (1 H, dd, J=1 7.5Hz. 4.8Hz), 1 .41 (3H, 

S)o 

mmmi a (2) 

N— (^>v^f-*) #;t/*K^fl'-3-7^y-4-**V-5- (5 
- (2, 6-/^nn7x-Wf^) t Y 7V-)\>- \ -4 )V) ? 



TLC:Rfo.i5 :ft$x-^=3 : l) ; 

NMR(CDCI3) ! 5 7.41-7.15 (8H,m),6.52 (1H,d, J=9.5Hz). 5.58 W 
5.46 (&* 1 H, d, J=1 8.0Hz), 4.92-4.74 (1H, m), 4.33 RXf 4.23 (#* 1H, 
d. J=1 7.5Hz), 422 (2H, s), 3.07 (1H, dd, J=17.5Hz, 5.0Hz), 2.75 (1H, dd, 
J=17.5Hz, 5.5Hz), 1.41 (3H, s)„ 

nmmi 4 m 

N- ('OS?***) *Jl"K-^-3-7^-4-t^y-5- (5 
- (2, 6-^DD7i-*f*) r h7 7-Jl'-2 -4 AO ^>*> 
& • t -yf^i^fJV 
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TLC:Rfo.72 («>ny : yxf^x-t;i'=2 : l) ; 

NMR(CDCI3)I S 7.45 (2H, d, J=6.8Hz), 7.35-7.20 (6H, m), 6.61 (1H, d, 
J=8.8Hz), 5.67 (1H. d, J=17.8Hz), 5.48 (1H, d, J=1 7.8Hz), 4.90-4.80 (1H, 
m). 4.19 (2H, S). 2.99 (1H, dd, J=4.4, 17.4Hz), 2.67 (1H, dd, J=5.0, 
17.6Hz). 1.41 (9H,s)o 

*tt«l 4 (4) 

N- if<> 9 JM*) *;nK-;i/-3~T5y-4-* + V-5- (5 
- (2, 6-v^nD7x-;l/ft) r b 7 1 -4 AO 
& • t -7f , *x*f'/u 




TLC:Rf0.57 : Vxf-A/x-f- ;W=2 : 1) ; 

NMR(CDCI3): S 7.47-7.20 (8H, m), 6.66 (1H, d. J=8.8Hz), 5.58 (1H, d, 
J=18.2Hz), 5.42 (1H, d, J=1 8.2Hz). 4.95-4.83 (1H. m), 4.23 (2H. s). 3.06 
(1H, dd. J=4.4, 17.6Hz). 2.73 (1H, dd. J=4.6. 17.6Hz). 1.44 (9H. s) 0 

%mm\ a (5) 

N- (2 -7x-JVxf|^^v) i])l<X-)\,-Z-T^ J -A-** 
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y - 5 - (5- (2, 6-^OB7i-;MfJl') r h 7'/-^-2 - 




TLdRfo.22 (A*^>:»«xf-^*3 : l) ; 

NM R(CDCI3): 5 7.37-7.11 (8H, m), 5.80 (1H, d, J=9.4Hz), 5.65 (1H, d, 
J=1 7.9Hz), 5.44 (1H, d, J=17.9Hz), 4.61-4.14 (4H. m), 3.05-2.93 (3H, m), 
2.65 (1H, dd, J«4.6, 17.2Hz), 1.41 (9H, s) 0 

mmmi 4 (6) 

y - 5 - (5- (2, 6-^on7z-Wf^) r b y 1 - 




TLC:Rfo.77 : ft»xfji/=3 : l) ; 

NM R(CDCI3): a 7.39-7.17 (8H. m), 5.74 (1H, d, J=9.0Hz), 5.59 (1H, d, 
J=1 8.8Hz), 5.43 (1H, d, J=18.8Hz), 4.54-4.28 (4H, m), 3.14-2.97 (3H, m). 
2.73 (1H, dd, J=5.0, 19.0Hz), 1.42 (9H, s)o 
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%mWl 4 (7) 

N- (2-7xi^xf;i/ft) *;^JV-3-75y-4-t*V 
-5- (5- (2, 6-^Dn7i-;M^) rh7 x /-;U-2--f 




TLC:Rf o.5B (A*t>:»Sxffl/=2: i) ; 

NMR(CDCI3): 5 7.37-7.09 (8H, m), 6.58 (1H, d, J=8.8Hz), 5.67 (1H, d, 
J=17.8Hz), 5.45 (1H, d, J=17.8Hz), 4.89-4.80 (1H, m), 4.61 (2H, s), 3.28- 
3.19 (2H, m), 3.03-2.87 (3H, m), 2.65 (1H, dd, J=4.6, 17.4Hz), 1.42 (9H, s) c 

%MW1 4 (8) 

N — (2-7x^^xfHt) *ji/*'z;v-3-7?;-4-*^y 
-5- (5- (2, 6-y?OD7i-Wf^) r h 9 1 - 4 




TLC:Rf0.35 (^^•9-^:^x^^=2:1) ; 

NMR(CDCI3): 5 7.39-7.15 (8H, m), 6.53 (1H, d, J=8.6Hz), 5.61 (1H, d, 
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J=1 8.7Hz), 5.46 (1H, d, J=18.7Hz), 4.87-4.78 (1H, m), 4.37 (1H, d, J=14.9 
Hz), 4.26 (1H, d. J=1 8.7Hz), 3.31-3.23 (2H, m), 3.13-2.90 (3H, m), 2.74 
(1H, dd, J=4.9, 17.6Hz), 1.43 (9H, s) e 

mmmi 4 o) 

N- (2, 6-y^nD^>y)l/t*y) *W-^-3-7^-4 
- * * V - 5 - (5-7x-;w>f-^r h 1 -4*) 9 V 




TLCiRfo.so (A^t>:»»if^«i : D ; 

NM R (CDCI3) : S 7.41-7.20 (8H, m), 5.76 (1 H, d, J=9.0Hz), 5.66-5.1 1 
(4H, m), 4.60-4.50 (1H, m), 4.32-4.03 (2H, m), 3.07 (1H, dd, J=4.4, 
17.6Hz), 2.73 (1H, dd, J=4.8, 17.6Hz), 1.44 (9H, s)o 

15 nnmi a no) 

N- (2, 6->'^^>v>^*» a/UsK-Jl'- 3 -7 5 J - 4 
_^^ y _5_ ( 5 - (2, 6-y^o7x-Wfii') r h7V*- ^ 
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TLC:Rfo.44 (A*t>:*»ifA"=3: i) ; 

NMR(CDCI3) : S 7.39-7.13 (6H, m), 5.92 (1H, d, J=8.4Hz), 5.86-5.47 
(4H, m), 4.68-4.55 (1 H, m), 4.60 (2H. s), 3.03 (1 H, dd, J=42, 1 7.0Hz), 2.71 
(1H, dd, J=4.6. 17.0Hz), 1.40 (9H, s)o 

mmm 14 (11) 

* v - 5 - (5- (2, 6-y?oD7x-Wf;i/) r 1>7/-^- 2 




tlc:R£0.50 (^^r-9-> : ftS?^^^=2 : 1) ; 

NMR(CDCI3): 5 7.36-7.13 (8H, m), 5.83 (1H, d, J=8.8Hz), 5.79 (1H, d, 
J=1 7.8Hz), 5.60 (1H, d, J=17.8Hz), 4.15 (2H, t. J=6.6Hz), 2.98 (1H, dd, 
J=4.7, 17.5Hz), 2.74-2.63 (3H, m), 2.04-1.94 (2H, m), 1.43 (9H, s) 0 

mmmi 4 (12) 

N- (3 -7x-ji'7'Dt:;l/t+y) 3 -7 ^ ^ - 4 - * 

* 7 - 5 - (5- (2, 6-^0 07xi^f;l') rh^V-^-l 
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0 




tlc:R£0.24 : IHfcxf-*=2 : 1) ; 

NMR(CDCI3)I S 7.39-7.17 (8H, m), 5.77 (1H, d, J=8.6Hz), 5.72 (1H, d, 
J=1 8.8Hz), 5.57 (1H, d, J=18.8Hz). 4.37 (1H, d, J=15.6Hz), 4.26 (1H, d, 
J=1 5.6Hz), 4.19 (2H, t, J=6.6Hz), 3.11 (1H, dd, J=4.6, 17.4Hz), 2.82-2.69 
(3H, m), 2.08-1.94 (2H, m), 1.43 (9H, s)o 

mmmi 4 (1 3) 

7-5- (5- (2, 6-^D07i-Wf^) t hy x /-)^- 2 - 



TLC:Rfo.5i (^*-«f> :ft»J.f-*« B 2 : 1) ; 

NMR(CDCI3): 5 7.37-7.13 (8H, m), 5.82 (1H, d, J=8.8Hz), 5.78 (1H, d, 
J=1 7.8Hz), 5.59 (1H,d,J=1 7.8Hz), 4.18-4.10 (2H, br),2.99 (1H, dd, J=4.6, 
11.5Hz), 2.74-2.62 (3H, m), 1.72-1.66 (4H, m), 1.42 (9H, s) G 

mmmi 4 (1 4) 

N- (4-7x-mW^fy) #;l/**-;w-3 -75^-4-** 
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V- 5 - (5- (2, 6-^OD7x-Wf^) r h 1 - 




TLC:Rfo.28 (A^>:SKif^=2 : 1) ; 

NMR(CDCI3)I S 7.39-7.15 (8H, m), 5.76 (1H, d. J=8.8Hz), 5.72 (1H, d, 
J=18.8Hz), 5.57 (1H, d, J=18.8Hz), 4.37 (1H, d, J=15.6Hz), 4.26 (1H, d, 
J=1 5.6Hz), 4.22-4.14 (2H, br), 3.08 (1H, dd, J=4.6, 17.4Hz), 2.81-2.63 (3H, 
10 m), 1 .75-1 .68 (4H, m), 1 .42 (9H, s) 0 

mmmi4 a 5) 

N- (2- (ft7x>-2->f xf^^+y) #;i/**-;u-3- 
7?y-4-^ + V-5 - (5- (2, 6-^^0071-^^;!/) f 

15 




TLC:Rf0.38 (^*V> : »:&x^=2 : 1) ; 
NMR(CDCI3) : S 7.39-7.35 (2H, m), 7.27-7.14 (2H, m), 6.97-6.89 (2H, 
20 m), 5.85 (1H, d, J=9.2Hz), 5.73 (1H, d, J=17.8Hz), 5.53 (1H, d, J=17.8Hz), 
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4.64-451 (5H, m), 3.21 (2H, t, J=6.6Hz), 3.09 (1H, dd, J=4.5, 17.6Hz), 
2.75 (1H, dd, J=4.8, 17.6Hz), 1.42 (9H, s)„ 

mmmi 4 a 6) 

N- (2- (ft7i>-2->fJI') xW*y) Jj )UX-)l<- 3 - 
7^-4-^^7-5- (5- (2, 6-7^DD7xi;Mf;v) -f 




TLC:Rfo.i7 (^t>:ft^f^=2 : 1) ; 

NM R(CDCI3) : 8 7.39-7.35 (2H, m), 7.26-7.14 (2H, m), 6.97-6.89 (2H, 
m),5.85 (1H, d, J=9.2Hz), 5.67 (1H, d. J=18.8Hz), 5.51 (1H,d, J=18.8Hz), 
4.64-4.22 (5H, m), 3.21 (2H, t, J=6.6Hz), 3.09 (1H, dd, J=4.5, 17.6Hz), 
2.75 (1H, dd, J=4.8, 17.6Hz), 1.42 (9H, s) e 

mmmi a a 7) 

N- (2- (4 h + *>7x;;i/) xf;i/*^>» 1))V#=.)V- Z - 
7^-4-^+7-5- (5- (2, 6-^no7x-;v^f^) r 
b 7 , /-;p- 2 -W JP) t - 7f^f^ 
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TLC:Rfo.36 (^*V> :SKif^=2 : 1) ; 

NM R(CDCI3) : S 7.37-7.32 (2H, m), 7.21-7.12 (3H, m), 6.86-6.79 (2H r 
m),5.82(1H, d,J=9.2Hz),5.69 (1H. d, J=17.9Hz), 5.49 (1H,d, J=17.9Hz), 
4.61-4.54 (3H, m), 4.45-4.21 (2H, m), 3.73 (3H, s), 3.02-2.86 (3H, m), 2.66 
5 (1 H, dd. J=4.6, 17.2Hz), 1 .42 (9H, s) 0 
gifeflll 4 (18) 

N- (2- (4 -* h^rv7i-;w) x^;i/^-^'» 3 - 

75V-4-t^V-5- (5- (2, 6-^007i;WfM f 



tlc:R£0.19 (^4r^> : »Kif-^=2 : l) ; 

NM R(CDCI3) : S 7.39-7.35 (2H, m), 7.26-7.13 (3H, m), 6.88-6.81 (2H, 
15 m), 5.76 (1H,d,J=8.4Hz), 5.62 (1H.d. J=18.8Hz), 5.45 (1H,d, J=1 8.8Hz), 
4.64-423 (5H, m), 3.74 (3H, s), 2.93 (2H, t, J=7.0Hz), 3.07 (1H, dd, J=4.4, 
17.6Hz), 2.66 (1H, dd, J=4.6, 17.6Hz), 1.42 (9H, s)o 

mmmi 4(19) 

N- (2- (4-7Wn7x-^) x-^;i/**5/) *;i^**x;v-3- 
20 757-4 -**7- 5 - (5- (2, 6-y^oo7xx;^f ;v) -f 
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TLC!Rf0.38 (^*V> : gts&x-f 2 : l) ; 
NMR(CDCI3) : $ 7.37-7.31 (2H, m), 7.21-7.13 (3H, m), 7.02-6.94 (2H, 
5 m),5.81 (1H, d,J=8.6Hz),5.71 (1H, d, J=17.8Hz), 5.53 (1H,d, J=1 7.8Hz), 
4.61-4.55 (3H, m), 4.43-4.23 (2H, m), 3.01-2.89 (3H, m), 2.66 (1H, dd, 
J=4.9, 17.6Hz), 1.42(9H,s)o 

mmmi 4 (2 0) 

N- (2- (4-7**D7i-*) if/l'**^) 1j)V*;-)V- 3 - 
10 757-4-^^7-5- (5- (2, 6-^on7x-Wf;i/) r 

h 7"/— >u— 1 — f ^>?>&- t -yf-^j-^-f^ 




15 TLC:Rf0.17 (^^r-9-> : »K^^=2 : 1) ; 

NMR(CDCI3) : 8 7.39-7.35 (2H, m), 7.24-7.16 (3H, m), 7.05-6.95 (2H, 
m),5.76 (1H, d, J=8.4Hz), 5.66 (1H, d, J=18.8Hz), 5.51 (1H.d, J=18.8Hz), 
4.65-4.55 (1H, m), 4.43-4.23 (4H, m), 3.12-2.93 (3H, m), 2.74 (1H, dd, 
J=4.7. 17.5Hz), 1.42 (9H, s) 0 

20 %tm \ 4(21) 



390 



WO 97/24339 



PCT/JP96/03801 



N- (2- (7 x-*> xf-Jl/**-» 3- 

r^y-4-*^rV-5- (5- (2, 6-^nD7x-JMff) r 




TLC:Rf0.40 (^**> : »f^=2 : l) ; 

NMR(CDCI3): 5 7.36-7.13 (8H, m), 5.95 (1H, d. J=8.7Hz), 5.79 (1H, d, 
J=18.0Hz), 5.57 (1H, d, J=18.0Hz), 4.66-4.57 (5H, m), 4.37-4.27 (2H, m), 
3.69 (2H, t, J=4.6Hz), 3.01 (1H, dd, J=42, 17.5Hz), 2.67 (1H, dd, J=4.3, 
17.5Hz), 1.42(9H, s)o 

mmmi 4 (22) 

N- (2- (7i-JMf^t+y) if^t+v) #;u**-;u-3- 
75/-4-t + V-5 - (5- (2, 6-^DD7i-;Mf^) f 



H 

TLC:Rf0.22 : ftg*x*fl/=2 : 1) ; 

NMR(CDCI3): <J 7.39-7.18 (8H, m), 5.90 (1H, d, J=8.8Hz), 5.71 (1H, d, 
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J=1 8.8Hz), 5.56 (1H, d, J=18.8Hz), 4.65-4.56 (3H. m), 4.38-4.21 (4H, m), 
3.73 (2H, t, J=4.4Hz). 3.14 (1H, dd. J=4.2, 17.7Hz), 2.75 (1H, dd, J=4.8, 
17.7Hz), 1.42 (9H, s)„ 

mmmi 4 (23) 

N _ ( 2 - (4-^W5;7i-^) ij)Vtf-)\> 
-3-7<y-4-t^V-5- (5- (2, 6-^nn7i;;Mf 



CH 3 




10 

TLC : R f 0.60 : yWx-f^=2 ii); 

NMR(CDCI3): <J 7.36-7.07 {5H, m), 6.65 (2H, d, J=8.8Hz), 5.80 (1H, d, 
J=1 02Hz), 5.67 (1H,d, J=17.8Hz),5.45 (1H, d, J=17.8Hz), 4.60 (2H, s), 
4.62-4.55 (1H, m), 4.50-4.18 (2H, m), 2.94-2.60 (4H, m), 2.84 (6H, s), 1 .41 
15 (9H,s)o 

mmmi4 (2 4) 

N- (2 - (4-y^WU7x-M x-^;l/**v) ij)V#~)V 
-3-T^-4-**V-5- (5- (2, 6->'^D7x^Mf 

;w) r h?*/-*- l -J*') t-W^f^ 

20 
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TLC:Rfo.4i : ys.i-)V3.-Tfr=2 : l) ; 

NMR(CDCI3): d 7.38-7.07 (5H, m), 6.68 (2H, d, J=8.8Hz), 5.80 (1H, d, 
J=10.2Hz), 5.67 (1H, d, J=17.8Hz), 5.45 (1H, d, J=17.8Hz), 4.60 (2H, s), 
4.62-4.55 (1H, m), 4.50-4.18 (2H, m), 2.94-2.60 (4H, m), 2.84 (6H, s), 1 .41 
(9H, s) 0 

%1im \ 4 (2 5) 

N- (/OV*-?*) *;t/*-;v-3-75y-4-t+V-5- (5 
- (2, 3, 6-h'J^no7x-m) t h 7 2 ->f ^) ^ 




15 NMR(CDCI3) : 5 7.49 (1H, d. J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.36- 

7.22 (5H, m), 6.64 (1H, d p J=8.8Hz), 5.70 (1H, d, J=17.8Hz), 5.50 (1H, d, 
J=1 7.8Hz), 4.87 (1H, m), 4.20 (2H, s), 2.99 (1H, dd, J=17.4Hz, 4.5Hz), 
2.68 (1H, dd, J=1 7.4Hz, 4.8Hz), 1.41 (9H, s) e 

mnmi 4 (2 6) 

20 N- {<«y*jjuf-*) *;i-^iv-3-7<y-4-t^y-5- (5 
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- (2, 3, 6-h^DP7xi^ft) t- h?*/-*- 1 -4 M ^ 




NMR(CDCI3) I 5 7.51 (1H, d, J=8.7Hz), 7.40 (1H, d, J=8.7Hz), 7.39- 
7.23 (5H, m), 6.67 (1H, d, J=8.4Hz), 5.61 (1H, d, J=18.5Hz), 5.51 (1H, d, 
J=1 8.5Hz), 4.92 (1H, m), 4.24 (2H, s), 3.08 (1H, dd, J=17Hz, 4.0Hz), 2.73 
(1H, dd, J=17Hz, 4.8Hz), 1.44 (9H, s)o 

mmmi4 (27) 

N- (^>y^f-*) 3&;nK-;u-3-r^y-4-*4rV-5- (5 
- (2, 6-y?Dn-4-^f^7i-W*) t Y?V-)i<-2 - 4 




TLC:Rf0.53 2 : D ; 

NMR(CDCI3): 5 7.36-7.22 (7H, m), 6.64 (1H, d, J=8.5Hz), 5.68 (1H, d, 
J=1 7.8Hz), 5.49 (1H, d, J=17.8Hz), 4.88 (1H, m), 4.20 (2H, s). 2.98 (1H, 
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dd. J=1 7.3Hz, 4.4Hz), 2.67 (1H, dd, J=17.3Hz, 4.7Hz). 2.34 (3H, s), 1.41 
(9H, S)» 

mmm 14 (28) 

N— {s<yV)V**) #;i>**^/i/-3-7sy-4-**7-5- (5 

5 - (2, 6-^oo-4-^f*7i-W) f h77-^-l-^f 




TLC:Rfo.4i :ft»xf->u-2 : 1) ; 

NMR(CDCI3): <J 7.39-7.23 (7H, m), 6.69 (1H, d, J=8.7Hz), 5.58 (1H, d, 
J=1 8.4Hz), 5.42 (1H, d, J=18.4Hz), 4.91 (1H, m), 4.24 (2H, s), 3.07 (1H, 
dd, J=1 7.5Hz, 4.3Hz), 2.72 (1H. dd, J=17.5Hz, 4.7Hz), 2.34 (3H, s), 1.43 
(9H, s)o 

%nm 14 (29) 

7 - 5 - (5- (2, 6-y^DD7i-;Mf^) rYyV-)V-2- 
4 )V) s<>fi>&- t -yf-;i/x^rA' 




395 



10 



15 



WO 97/24339 



PCT/JP96/03801 



TLC:Rfo.54 (A^>:»»ifn/=2 : 1) ; 

NMR(CDCI3): 8 7.36-7.13 (8H, m), 6.59 (1H, d, J=8.8Hz), 5.77 (1H, d, 
J=17.8Hz), 5.57 (1H, d, J=17.8Hz), 4.91-4.82 (1H, m), 4.60 (2H, s), 3.04- 
2.91 (3H, m), 2.75-2.62 (3H, m), 2.05-1.90 (2H, m), 1.42 (9H, s) e 
5 %mWl 4 (3 0) 

N- (3 -7x-*:/n *;i/*'-;u-3 -7 5 ; 

V - 5 - (5- (2, 6- , ^oo7x-Wf)l') tY?V-)V- \ - 



TLC:Rfo.24 : ffiKif^=2 : i) ; 

NMR(CDCI3): S 7.39-7.17 (8H, m), 6.53 (1H, d, J=8.6Hz), 5.68 (1H, d, 
J=1 8.7Hz), 5.54 (1 H, d, J=1 8.7Hz), 4.89-4.81 (1 H, m), 4.38 (1 H, d, J=1 6.3 
15 Hz). 457 (1H, d. J=16.3Hz), 3.31-2.97 (3H, m), 2.82-2.70 (3H, m), 2.07- 
1.93 (2H, m). 1.43 (9H, s)o 
glfcfll 4 (3 1) 

N- (sOi/P**) j}frtf-Jl'-3 -7U - 4 -**7- 5 - (5 
- (2, 6 -*?*nn-4 /7iiVf*) r h 7 V- ^ 
20 -2-^f*) t-Wi^f* 
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H 3 q 
n-ch 3 




TLC:Rfo.38 (<s*V-> : &Wl^)\>=2 : 1) ; 

NMR(CDCI3): 8 7.41-7.16 (5H, m), 6.72 (2H, s), 6.66 (1H, d, J=8.6Hz), 
5.66 (1H, d, J=1 7.6Hz), 5.48 (1H, d, J=17.6Hz), 4.95-4.76 (1H, m), 4.19 
(2H, s), 2.99 (6H, s), 2.97 (1H. dd, J=17.2 W 4.6Hz), 2.68 (1H, dd, 
J=17.2 W 4.8Hz), 1.41 (9H,s)o 
\ 4 (3 2) 

N- (sOVlVl-t) iJ)l<#~)V-3 -7 ^ ^-4 -**7- 5 - (5 

- (2, 6-^nD-4-^f^7^7i-A'f*) TYy*/-)\> 

— 1 — f ^v?^- t -yf-^^r^ 




TLC:Rf0.28 : SfcK^*=2 : 1) ; 

NMR(CDCI3) : £ 7.43-7.18 (5H, m), 6.70 (2H, s), 6.76-6.60 (1H, m), 
5.55 (1H, d, J=1 8.2Hz), 5.37 (1H, d, J=18.2Hz), 4.99-4.80 (1H, m), 4.24 
(2H, s), 3.15 -2.96 (1H, m), 2.99 (6H, s), 2.71 (1H, dd, J=17.4 RXf 4.8Hz), 
1.43 (9H, s)c 

397 



WO 97/24339 



PCT/JP96/03801 



mmmi a o 3) 

N- (2 -7x-^xfji/ft) a;w**-/i/-3 -7 3 y-4 -tf*y 
-5- (5- (2, 3, 6-h'^DD7xiW) f F7'/-«'-2 

5 




TLC:Rfo.58 :ft8xf^=2 : 1) ; 

NMR(CDCI3) I 5 7.49 (1H, d, J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.30- 
10 7.21 (5H, m), 6.62 (1H, d, J=9Hz), 5.68 (1H, d, J=17.8Hz), 5.46 (1H, d, 
J=17.8Hz), 4.84 (1H, m), 3.30-3.13 (2H, m), 3.05-2.90 (3H, m), 2.80-2.61 
(1H, m), 1.42 (9H, s) 0 

\ 4 (3 4) 

N- (2-7x-^xfiPft) # )\,-2>-7\J-4-**V 
15 -5- (5- (2, 3, 6-h'J?DD7xxjVf^) tY7V-)\<-\ 
-4)V) s<>9y& - t -"/f-^i^x^ 




20 TLC:Rfo.47 > : #&*-^= 2 : l ) ; 
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NMR(CDCI3) : S 7.52 (1H, d, J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.35- 
7.19 <5H, m), 6.65 (1H. d, J=8.7Hz). 5.61 (1H, d, J=1 8.5Hz), 5.43 (1H, d, 
J=1 8.5Hz), 4.91 (1H, m), 3.33-3.25 (2H, m), 3.09 (1H, dd, J=17.6Hz, 
4.7Hz), 3.01-2.93 (2H, m), 2.72 (1H, dd, J=17.6Hz. 4.7Hz), 1.45 (9H, s)o 

5 mmmi 4 (3 5) 

N- (2-7i-;VxfW) ti)Vtf=-)V-Z -7S/-4-**7 
-5- (5- (2, 6->'^OD-4-^f^7x-W) 




TLC:Rf0.56 (^Ws : ft$x-f;u=2 : 1) ; 

NMR(CDCI3): S 7.32-7.14 (7H, m), 6.60 (1H, d, J=7.0Hz), 5.65 (1H, d, 
J=1 7.9Hz), 5.44 (1H.d. J=17.9Hz), 4.83 (1H, m), 3.29-3.20 (2H, m), 3.04- 
1 5 2.89 (3H. m), 2.65 (1 H, dd, J=1 7.4Hz, 4.7Hz), 2.35 (3H. s), 1 .42 (9H, s) e 

mmmi 4 (3 6) 

N- (2-7x-;i'if;i'ft) 3-75^-4 -t^V 

-5- (5- (2, 6-^nD-4-^Wi;W) r h 5 V- 
iU-l-jA') s<y9>&> t -7"f Jl/i^f^ 

20 
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TLC:Rfo.43 : 8fc&xf-^=2 : l) ; 

NMR(CDCI3): <J 7.31-7.19 (7H, m), 6.64 (1H, d, J=8.8Hz), 5.58 (1H, d, 
J=1 8.5Hz), 5.39 (1H,d, J=1 8.5Hz), 4.90 (1H,m), 3.33-3.24 (2H, m), 3.12- 
2.93 (3H, m), 2.71 (1H, dd, J=1 7.5Hz. 4.8Hz), 2.34 (3H, s), 1.44 (9H, s) 0 

mmmi 4 o 7) 

N- *A>#-/l>-3 -75 S-4 -**V- 5 - (5 

- (2, 6-^f*-4-^f*75;7xs*f*) fF7/-^ 
-2 -4 AO ^>?>6£- t-y^^J-^r^ 



H 3 q 

N-CH 3 




TLC:Rfo.65 (^^-9-^:^x^^=3:2) : 

NMR(CDCI3): a 7.36-7.18 (5H, m), 6.63 (2H, d, J=8.8Hz), 6.49 (2H, s), 
5.64 (1H, d, J=18Hz), 5.45 (1H, d, J=18Hz), 4.85 (1H, m), 4.18 (2H, s), 
3.01-2.89 (7H, m), 2.65 (1H, dd, J=4.6, 17Hz), 2.44 (6H, s), 1.40 (9H, s) 0 

nmmi 4 (3 8) 

N- v^u?-*) *^-;v-3-7^-4-t^y-5- (5 
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- (2, 6-v f ^f-^-4-v>f-;uT<>'7i-^f-*) rYyV-)V 




TLC:Rfo.50 :»Kif;v=3 : 2) ; 

NMR(CDCI3): S 7.40-7.20 (5H, m), 6.58 (2H, d, J=8.8Hz), 6.49 (2H, s), 
5.41 (1H, d, J=18Hz), 5.24 (1H, d, J=18Hz), 4.83 (1H, m), 4.23 (2H, s). 
3.05-2.94 (7H, m), 2.67 (1H, dd. J=4.6, 17Hz), 2.37 (6H, s), 1.43 (9H, s) e 

%mm \ 4 o 9) 

N- (^>v;uf-*) #ji/?K-fl>-3-7S/-4-**v-5- (5 

- (2, - t -7*f^7x-;Vft) ■fb'7V~^-2 




TLC:Rfo.6i (^t>:^if^=3 : l) ; 

NMR(CDCI3): 5 7.37-7.19 (5H, m), 7.16 (2H, s), 6.62 (1H, d, J=8.8Hz), 
5.65 (1H, d, J=17.7Hz), 5.46 (1H, d, J=17.7Hz), 4.94-4.78 (1H, m), 4.19 
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(2H, S), 2.98 (1H, dd, J=17.5, 4.3Hz), 2.65 (1H, dd, J=17.5, 4.7Hz), 2.48 
(6H,s), 1.41 (9H, s),1.30(9H,s) o 

%mmi 4 (4 0) 

N- {s<>V)V1-*) *^*^-3-75y-4-t+V-5- (5 
- (2. 6-5>*f-*-4-t-7f-*7x-JU*-*) rb7V-^-l 




10 TLC:Rfo.47 (A^t>:ftK^=3 : D ; 

NMR(CDCI3) : (5 7.42-7.13 (7H, m), 6.75-6.59 (1H, m), 5.48 (1H, d, 
J=1 8.5Hz), 5.30 (1H, d, J=18.5Hz), 4.92-4.76 (1H, m), 4.24 (2H, s), 3.04 
(1H, dd, J=17.5, 4.3Hz), 2.68 (1H, dd, J=17.5, 4.5Hz), 2.41 (3H, s), 1.43 
(9H, s), 1.30 (9H, s) 0 

15 mtimi 4 (4 1) 

N _ ( 2 - (if y xf-****) 3-7 

. ;; _ 4 _^ + v _5- (5 - (2, 6-^OD7x;Wf^) r h 




20 
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TLC:Rfo.33 (^**> :»«if*=i : 2) ; 

NMR(CDCI3) I 5 8.53 (1H, d, J=5.0Hz), 7.64-7.56 (1H, m), 7.36-7.08 
(5H, m), 5.85 (1H, d, J=9.2Hz), 5.74 (1H, d, J=17.8Hz), 5.53 (1H, d, 
J=1 7.8Hz), 4.68-4.42 (5H, m), 3.14 (2H, t, J=6.4Hz), 2.97 (1H, dd, J=4.0, 
5 1 7.4Hz), 2.67 (1 H, dd, J=5.0, 1 7.4Hz), 1 .40 (9H, s)o 

nmmi 4 (42) 

N- (2- V>-2 f ;w) if-^t+y) iifrX-fr-Z-T 
< y - 4 -**V- 5 - (5- (2, 6-y^no7xi;MW) rh 




TLC:Rf0.22 : SiSxf^= l : 2) ; 

NMR(CDCI3) : 8 8.55 (1H, d, J=5.0Hz), 7.68-7.60 (1H, m), 7.39-7.12 
15 (5H, m), 5.82 (1H, d, J=8.0Hz), 5.69 (1H, d, J=18.8Hz), 5.53 (1H, d, 
J=1 8.8Hz), 4.75-4.45 (3H, m), 4.40-4.20 (2H, m), 3.17 (2H, t, J=6.6Hz), 
3.13-3.02 (1H, m), 2.75 (1H, dd, J=4.8, 17.4Hz), 1.41 (9H, s) 0 

nmmi 4 (4 3) 

N- (2-7x-;PxWt) 1j)\s#=.)V-Z -75 J- 4 V 
20 -5- (5- (2, 6-^no-4-^W^7i-^ft) r 



403 




TLC:Rfo.79 (A^ty:Siixfjv=i : 1) ; 

NMR(CDCI3): 6 7.38-7.06 (5H, m), 6.73 (2H, s), 6.57 (1H, d, J=8.4Hz), 
5 5.63 (1 H, d, J=1 7.8Hz), 5.43 (1 H, d, J=1 7.8Hz), 4.92-4.72 (1 H, m), 3.36- 
3.12 (2H, m), 3.12-3.09 (3H, m), 2.99 (6H, s). 2.65 (1H, dd. J=17.4 
4.6Hz), 1.42 (9H, s)o 

mmmi 4 (4 4) 

N- (2-7x-;i/xf^ft) 3 + V 

10 _ 5 _ ( 5 _ ( 2> 6-^DD-4-^W<;7x-m) f- 




15 TLC:Rf0.67 (^*v> : ftKxf-Ji'- i : i ) ; 

NMR(CDCI3): 5 7.41-7.09 (5H, m), 6.70 (2H, s). 6.63 (1H, d, J=8.6Hz), 
5.54 (1H, d, J=18.4Hz), 5.34 (1H, d. J=1 8.4Hz), 4.98-4.74 (1H, m). 3.38- 
3.15 (2H, m), 3.15-2.80 (3H, m), 2.99 (6H, s), 2.69 (1H, dd, J=17.6 RXf 
4.8Hz), 1.44 (9H, s)o 
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mmmi a u 5) 

N- (2- (4-> b^r->7x-;u) xfii/t + v) 3 - 

7^-4-t + V-5- (5- (2, 3, 6-h'^DD7x^^t) 




TLC:Rf0.46 (^**t> : #®x?-;i/=2 : l) ; 

NMR(CDCI3) ! * 7.49 (1H, d. J=8.7Hz), 7.39 (1H, d, J=8.7Hz), 7.15 
10 (2H, d, J=8.7Hz), 6.83 (2H, d, J=8.7Hz), 5.82 (1H, d, J=9.2Hz), 5.73-5.44 
(2H, m), 4.58 (1H, m), 4.48-4.22 (2H, m), 3.74 (3H, s), 3.00 (1H, dd, 
J=17Hz, 5Hz), 2.90 (2H, t, J=6.9Hz), 2.66 (1H, dd, J=17Hz, 4.7Hz), 1.42 
(9H, s)o 

mim I A (4 6) 

15 N- (2- (4-^ K->7x-;i/) xf;^ + y) 3 - 

73^-4-** 7 -5- (5- (2, 3, 6-F'J^nD7x-^t) 
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TLC:Rfo.38 (^wy : #&x*;u=2 : 1) ; 

NMR(CDCI3) : d 7.51 (1H, d. J=8.8Hz), 7.39 (1H, d, J=8.8Hz), 7.16 
(2H, d, J=8.6Hz), 6.85 (2H, d, J=8.6Hz), 5.86 (1H. d, J=9.4Hz), 5.66-5.38 
(2H, m), 4.63 (1H, m). 4.51-4.26 (2H, m), 3.75 (3H, s), 3.08 (1H, dd, 
J=18Hz, 4.0Hz), 2.93 (2H, t, 6.9Hz), 2.70 (1H, dd, J=18Hz, 4.6Hz), 1.43 
(9H, s) 0 

mti&mi 4 (4 7) 

N- (2- (4 h*v7x-;i/) xf-;l/*#v) 3 - 

7^ y-4-**V-5- (5- (2, 6->'^DD-4-^f;l/7x- 




TLC:Rfo.4i (^*-9-> : ft®x^>i/=2 : 1) ; 

NMR(CDCI3) : d 7.21 (2H, s), 7.08 (2H, d, J=8.4Hz), 6.77 (2H, d, 
J=8.4Hz), 5.74 (1H, d. J=9.5Hz), 5.65-5.36 (2H, m), 4.51 (1H, m), 4.42- 
4.16 (2H, m), 3.68 (3H, s), 2.98-2.81 (3H, m), 2.64 (1H. dd, J=17Hz, 
4.8Hz), 2.28 (3H, s), 1.36 (9H, s)o 

%mm \ 4 (4 8) 

N- (2- (4 -* h*v7x-;U) x^;i/*3rv) iuVX-fr- 3 - 
T U - 4 -**V-S - (5- (2, 6-v^o-4-^^7x; 
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CH 3 0 




CH 3 



TLC:Rfo.33 : : 1) ; 

NMR(CDCI3) : 5 7.27 (2H, s), 7.17 (2H, d, J=8.7Hz), 6.85 (2H, d, 
J=8.7Hz), 5.88 (1H, d, J=9.2Hz), 5.65-5.36 (2H, m), 4.63 (1H, m), 4.51- 
4.26 {2H, m), 3.75 (3H, s), 3.06 (1H, dd, J=17.6Hz, 4.2Hz), 2.93 (2H, t, 
J=7.0Hz), 2.70 (1H, dd. J=17.6Hz, 4.7Hz), 2.34 (3H, s), 1.44 (9H, s) 0 

nnWl 4 (4 9) 

N- (2- (4->F*^7x-^) xf**#'/) 3 - 

75 >>-4-**V-5- (5- (2, 6-^OD-4-^W5 
;7x-ji/ft) 7 1-7^-^-2-^1') t -7f;i/x7, 



T L C : R f 0.79 ('s*tf > : ftKif-A/' 2:1) ; 

NMR(CDCI3) : 7.14 (2H, d, J=8.5Hz), 6.83 (2H, d, J=8.5Hz), 6.72 
(2H, S), 5.81 (1H, d, J=9H2), 5.62-5.42 (2H, m), 4.57 (1H, m), 4.47-4.21 



CH a O 




M-CH 3 
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(2H, m), 3.74 (3H, s). 2.99 (6H, s), 2.90 (3H, m), 2.66 (1H, dd, J=17Hz, 
4.5Hz), 1.42 (9H, s)„ 

%mm \ 4 (5 o) 

N- (2- (4 h*v7x-;V) x-f;i/**>» # ;u 3 - 
5 75>-4-**y-5- (5- (2, 6-y^OD-4-^f;i^7 5 

f ^ 




10 

TLC:Rf0.69 (A^rt>:ftKxf;l/=2 : l) ; 

NMR(CDCI3) : 8 7.16 (2H, d, J=8.4Hz), 6.85 (2H, d, J=8.4Hz), 6.70 
(2H, s), 5.88 (1H, d, J=9Hz), 5.61-5.32 (2H, m), 4.62 (1H, m), 4.50-4.26 
(2H, m), 3.75 (3H, s), 3.09-2.90 (3H, m), 2.99 (6H. s). 2.70 (1H, dd. 
1 5 J=17Hz, 4.4Hz), 1 .44 (9H, s) c 

mstmi 4 (5i) 

N- (2- (4->K'>7x-Jl') ifJPt^v) 
T5 y_ 4 _^dpy_5- (5- (2, 6-y>fJl/-4-^f*7 5 

20 f-Jl' 
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H 3 q 
n-ch 3 




TLC:Rfo.6i : ftg?xf-^=3 : 2) ; 

NMR(CDCI3) : $ 7.13 (2H, d, J=8.6Hz), 6.81 (2H, d, J=8.6Hz), 6.49 
5 (2H, s), 5.81 (1H, d, J=9.0Hz), 5.61 (1H, d, J=17.9Hz), 5.41 (1H, d, 
J=17.9Hz), 4.63-4.15 (3H. m), 3.73 (3H, s), 3.05-2.80 (3H, m), 2.96 (6H, s), 
2.64 (1H, dd, J=17.3, 4.7Hz), 2.44(6H, S), 1.42 (9H, s) 0 
mmmi 4 (5 2) 

N- (2- (4 -* Kv7i-M xf^t^v) *;u**-;i/-3- 
10 71 ;-4-**V-5- (5- (2, 6-5>*f-/U-4-5»f-*T5 

/7x^ft) r b 9 1 t -yf-^x^ 




15 

TLC:Rfo.45 (A4f*>:»Slif^=3 :2) ; 

NMR(CDCI3) : <5 7.16 (2H, d, J=8.7Hz), 6.84 (2H, d, J=8.7Hz), 6.49 
(2H, s), 5.84 (1H, d, J=9.2Hz), 5.41 (1H, d, J=18.4Hz), 5.20 (1H, d, 
J=1 8.4Hz), 4.63-4.20 (3H, m), 3.73 (3H, s), 3.05-2.85 (3H, m), 2.97 (6H, s), 
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2.65 (1H, dd. J=17.5, 4.8Hz), 2.38 (6H, s), 1.43 (9H, s)„ 

mmmi 4 (53) 

N- (4- (4-n + , >7x-Ji') 7?-1l>**i') *;u?K-;u-3- 
75y-4-t^V-5- (5- (2, 3, 6-PJ^D7x^;bft) 
5 fh7V-^-2->f^) t-yfA'X^fJl' 




TLC:Rf0.43 : ftK^f-^=2 : 1) ; 

NMR(CDCI3) I 5 7.49 (1H, d, J=8.8Hz), 7.39 (1H, d, J=8.8Hz). 7.09 
(2H, d, J=8.5Hz), 6.82 (2H, d, J=8.5Hz), 5.80 (1H, d, J=17.9Hz), 5.80 (1H. 
m), 5.61 (1H. d, J=1 7.9Hz). 4.64 (1H, m), 4.14 (2H.m), 3.78 (3H, s), 3.01 
(1H, dd, J=1 7.5Hz, 4.4Hz), 2.69 (1H, dd, J=17.5Hz, 4.8Hz), 2.59 (2H, m), 
1.65 (4H, m), 1.42 (9H, s) 0 

%mm \ 4 (54) 

N _ ( 4 _ (4->^y7x-^) ^;u*^r'» #;u**-;u- 3 - 

73 V-4-**7-5- (5- (2, 3, 6-h'^nn7xaW) 




410 
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TLC:Rf0.34 :gftgx*;u=2 : 1) ; 

NMR(CDCI3) : S 7.52 (1H, d. J=8.8Hz), 7.40 (1H, d, J=8.8Hz), 7.10 
(2H, d, J=8.4Hz), 6.83 (2H, d, J=8.4Hz), 5.88 (1H, d, J=8.4Hz), 5.73 (1H, d. 
J=8.4Hz), 5.56 (1 H, d, J=18.9Hz) t 4.68 (1H. m), 4.19 (2H, m), 3.78 (3H, s), 
5 3.10 (1H,dd,J=1 7.6Hz, 4.4Hz), 2.74 (1H,dd, J=17.6Hz,4.8Hz),2.61 (2H, 
m), 1.69 (4H, m), 1.45 (9H, s) e 

nmmi 4 (5 5) 

N- (4- (4-* Hf*?*-*) rf-A>**-» 1i)V$=.A>-l - 
75y-4-i+V-5 - (5- (2, 6 -^dd- 4 -vVffl/7 5 
10 ;7x-^ft) r h 2 ->f /u) t -7<f-to3.7> 



15 TLC:Rfo.35 (Mt> : ft«if^=2 : l) ; 

NMR(CDCI3) : 8 7.09 (2H, d, J=8.6Hz), 6.82 (2H, d, J=8.6Hz), 6.72 
(2H, s),5.81 (1H,m), 5.75 (1H,d, J=17.8Hz), 5.57 (1H,d, J=17.8Hz), 4.60 
(1H, m), 4.14 (2H, m), 3.78 (3H, s), 2.99 (6H, s), 2.95 (1H, m), 2.74-2.66 
(1H, m), 2.59 <2H, m), 1.67 (4H, m), 1.42 (9H, s) 0 
20 %mm 14 (56) 

N- (4- (4-^h^rv7x^;P) 3 - 



H 3 q 



N-CH; 



'3 
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7=7-4 -**V- 5 - (5- (2, 6-^^DD-4-^f;i/T5 




TLC:Rfo.24 : gfc$x?-;u=2 : D ; 

NMR(CDCI3) : 5 7.10 (2H, d, J=8.6Hz), 6.82 (2H, d, J=8.6Hz), 6.70 
(2H, S), 5.88 (1 H, m), 5.66 (1 H, d, J=1 8.4Hz), 5.47 (1 H, d, J=1 8.4Hz), 4.65 
10 (1H, m), 4.14 (2H, m), 3.78 (3H, s), 3.05 (1H. dd, J=1 7.2Hz, 4.4Hz), 2.99 
(6H, s), 2.72 (1H. dd, J=17.2Hz, 4.8Hz), 2.59 (2H, m), 1.69 (4H, m), 1.44 
(9H, s) 0 

nmWl 4 (5 7) 

N _ ( 2 - (4 -^W77-^-5->f^) xf^t^v) 
15 -;P-3-7^-4-t + V-5 - (5- (2, 6-^dd?x^ 




20 TLC:Rf0.60 : Sfc$x^;i,= l : 2 ) ; 

412 



WO 97/24339 



PCT/JP96/03801 



NMR(CDCI3) : S 8.59 (1H, s), 7.48-7.28 (3H, m), 5.99 (1H, m), 5.76 
(1H, d, J=1 7.8Hz), 5.59 (1H, d, J=17.8Hz), 4.64 (1H, m), 4.29 (2H, t, 
J=6.6Hz), 3.12 (2H, t. J=6.6Hz), 2.97 (1H, dd, J=18Hz, 4.4Hz), 2.71 (1H, 
dd, J=18Hz, 5.0Hz), 2.41 (3H, s), 1.42 (9H, s) e 

mmmi4 (5 8) 

N- (2- (4-^^^^T s /-;w-5-^^) fj)Ut' 
-)l-3 -7^/-4-t^V-5 - (5- (2, 6-/^do7i-;1/ 
**) t YJV-iV- l -A )V) t-^f-^x^r^ 




TLC:Rfo.5i (^*V> : s^xf-;u= i : 2) ; 

NMR(CDCI3) : <J 8.60 (1H, s), 7.48-757 (3H, m), 5.99 (1H, m), 5.69 
(1H, d, J=1 8.2Hz), 5.52 (1H, d, J=1 8.2Hz), 4.66 (1H, m), 4.36 (2H, t, 
J=6.2Hz), 3.16 (2H,t, J=6.2Hz), 3.08 (1H, dd, J=17.6Hz, 4.4Hz),2.74 (1H, 
dd, J=1 7.6Hz, 5.0Hz), 2.44 (3H, s), 1.45 (9H, s)o 

mmmi a (59) 

N- (2-7x-^xf;Pft) *;i/**-;i/-3-7^y-4-**v 
-5- (5- (2, 6-^^do7x-;W) f h y 2 -4 )V) 
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TLC:Rfo.49 (^**> :ft»xf-^=2 : l) ; 

NMR(CDCI3) : $ 7.47-7.43 (2H, m), 7.34-7.14 (6H, m), 6.57 (1H, d, 
5 J=8.8Hz), 5.66 (1H, d, J=1 7.8Hz), 5.44 (1H. d, J=17.8Hz), 4.82 (1H, m), 
3.29-3.20 (2H, m), 3.04-2.89 (3H, m), 2.65 (1H, dd, J=17.4Hz, 4.6Hz), 
1.42 (9H, s)o 

»14 (6 0) 

10 _ 5 _ ( 5 _ (2, 6-y^DD7x^ft) ff7V-^-l-^^) 



15 TLC:Rf0.35 I 2 : 1 ) I 

NMR(CDCI3) ! * 7.48-7.43 (2H, m), 7.36-7.18 (6H, m), 6.64 (1H, d. 
J=8.8Hz), 5.60 (1H, d, J=18.6Hz), 5.41 (1H, d, J=18.6Hz), 4.89 (1H, m), 
3.31-3.24 (2H, m), 3.12-2.93 (3H, m), 2.70 (1H, dd, J=17Hz, 4.6Hz), 1.45 
(9H, s)o 

20 %mm \ 4(61) 
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-5- (5- (4- (fc?cnj^>- 1 ->f 7iiH*) 




TLC:Rf0.45 (?dd*H : * t;-)l,= 9 : \) ; 
NM R(CDCI3) : * 7.62 (2H, d, J=8.8Hz), 7.55 (2H, d, J=8.8Hz), 7.38- 
7.10 (5H. m), 6.79 (1H, d, J=8.4Hz), 5.78 (1H, d. J=17.7Hz), 5.57 (1H, d, 
10 J=17.7Hz), 4.98-4.83 (1H, m), 4.13 (2H, s), 3.30-2.63 (10H, m), 2.23-2.00 
(4H, m) f 1.44 (9H, s)„ 
%MW 1 4 (62) 

N- (2 -7x-;t/if^fi) *j^-;i/-3-75y-4-t + V 
-5- (5- (4- (tTa l — f*>f-*) 7x-^ft) rh 

15 7/-^- l -«r;i/) ^>*>g£- t -yf-;i/x^r;u 

H II i N 
O N V 

TLC:Rf0.43 (^nn^A : pt^y-;i/=g : 1) ; 
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NMR(CDCI3) : S 7.62 (2H, d, J=8.3Hz), 7.51 (2H, d, J=8.3Hz), 7.41- 
7.10 (6H, m), 5.68 (1H, d, J=18.6Hz), 5.45 (1H, d, J=18.6Hz), 4.98-4.80 
(1H, m), 4.30 (1H, d, J=12.7Hz), 3.94 (1H, d, J=12.7Hz). 3.33-2.66 (10H, 
m), 2.30-2.00 (4H, m). 1.41 (9H, s) e 
5 %mmi 4 (6 3) 

N- (2- (4-^^77-^-5-^^) xf-H/f-*) 
;b _3_ T =y_4_**V-5- (5- (2, 6-^on7x^f 




T L c : R f 0.67 : »»xf-^« i : 2 ) ; 

NMR(CDCI3) : 6 8.58 (1H. s), 7.47-7.41 (2H, m), 7.34-7.24 (2H, m), 
6.69 (1H, d, J=8.8Hz), 5.74 (1H, d, J=1 7.6Hz), 5.56 (1H, d, J=17.6Hz), 
15 4.86 (1H, m), 3.14 (4H, m), 2.98 (1H, dd, J=17.6Hz, 4.4Hz), 2.69 (1H, dd, 
J=1 7.6Hz. 4.8Hz), 2.43 (1H. s), 1.43 (9H, s)o 

mmmi 4 (6 4) 

N _ (2- (4-pCf-)Uf-T*/-*-5-'f A') xf-A/f-jj-) 1J)V#- 
;l/ _ 3 _ 75 y _4_t^V-5- (5- (2, 6-^DD7i-H 

20 *) r h7'/-^- 1 -4 *0 t-rf^f^ 
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TLC:Rfo.58 (^**r> : &®x^;u= i : 2) ; 

NMR(CDCI3) : S 8.59 (1H, s), 7.48-7.43 (2H, m), 7.37-7.27 (2H, m), 
5 6.83 (1H, d, J=8.8Hz), 5.67 (1H, d, J=18.6Hz), 5.50 (1H, d, J=1 8.6Hz), 
4.92 (1H, m), 3.18 (4H, m), 3.05 (1H, dd, J=17.4Hz, 4.6Hz), 2.76 (1H, dd, 
J=1 7.4Hz, 5.0Hz), 2.44 (1H, s), 1.43 (9H, s) D 

mmmi 4 (6 5) 

N- (yf-^f-*) *M*-^-3-7^-4-t^y-5 - (5- 
10 (2, 6 -^D07i-m) t YyV-)V-2 <*y 9 • 
t -T'fA'i^f A' 




15 TLC:Rf0.68 : ft»if^= 2 : 1 ) ; 

NMR(CDCI3): 5 7.37-7.16 (3H, m), 6.50 (1H, d, J=9.0Hz), 5.67 (1H, d, 
J=1 7.8Hz), 5.47 (1H, d, J=17.8Hz), 4.76 (1H, m), 2.89 (1H, dd, J=17.4Hz, 
4.8Hz), 2.86 (2H, t. J=7.2Hz), 2.59 (1H, dd, J=17.4Hz, 4.8Hz), 1.57 (2H, 
m), 1.34 (2H, m), 1.33 (9H, s), 0.83 (3H, t, J=7.2Hz)o 

20 ntkWl 4(6 6) 
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N- {f^^t) i))V*-)\,- 3-7^7-4-t^V-5- (5- 
(2. 6-^D07xim) r 1 ->f ^)^>* • 

t -"/f^x^f^ 



TLC:Rfo.43 (^>:»^=2 : l) ; 

NMR(CDCI3): 8 7.39-7.18 (3H, m), 6.59 (1H, d, J=8.6Hz). 5.61 (1H. d, 
J=1 8.2Hz), 5.44 (1H,d, J=18.2Hz), 4.85 (1H, m), 3.00 (1H, dd, J=1 7.4Hz, 
10 4.6Hz), 2.93 (2H, t, J=7.3Hz), 2.66 (1H, dd, J=17.4Hz, 4.8Hz), 1 .58 (2H, 
m), 1.41 (2H. m), 1.37 (9H, s), 0.86 (3H, t, J=7.3Hz)„ 
UfoMl 4 (6 7) 

N _ ( 2 - (4 h4r^7x-;P) if/Vft) iJ)V^=.)V-Z -T 
;;_4_^^V_5- (5- (2, 6 -y^nn7x-^ft) t Y y 

15 y-;i/-2->f ^) t -y^;vx^r^ 



TLC:Rfo.39 (^**9-> : S^K^^=2 : D ; 

20 NMR(CDCI3) I 8 7.48-7.43 {2H, m), 7.34-7.29 (1H. m), 7.14 (2H, d, 



5 




CH 3 0 
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J=8.6Hz), 6.83 (2H, d, J=8.6Hz), 6.58 (1H, d, J=8.6Hz), 5.70 (1H, d f 
J=17.8Hz), 5.49 (1H, d, J=17.8Hz), 4.85 (1H, m), 3.75 (3H, s), 3.23-3.09 
(2H, m), 3.04-2.86 (3H, m), 2.66 (1H, dd, J=18Hz, 4.6Hz), 1.42 (9H, s) 0 

nmmi 4 (6 8) 

5 N- (2- (4-^K-/7xi;V) if*f*) H)\>#=-)V-Z-7 

3^-4-** V -5- (5- (2, 6-^od7z-W) fYy 




10 

TLC:Rfo.27 (^*-*> : 2 : 1) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.36-7.28 (1H, m), 7.16 (2H, d, 
J=8.8Hz), 6.84 (2H, d, J=8.8Hz), 6.13 (1H, d, J=8.8Hz), 5.63 (1H, d, 
J=1 8.4Hz), 5.45 (1H, d, J=18.4Hz), 4.90 (1H, m), 3.76 (3H, s), 3.24 (2H, 
15 m), 3.07 (1H, dd, J=18Hz, 4.4Hz), 2.92 (2H, m), 2.71 (1H, dd, J=18Hz, 
4.6Hz), 1.45(9H,s)o 

nmmi a (6 9) 

N— (3- (tf'JS V>-2-4)V) -fv\£)Ut^'y) ti)V#-)V-Z 
-7^y-4-^ + V- 5- (5- (2. 6-^^oo7i-;i/ft) t 
20 Y 7'/-^-2 -4 )V) s<>9>t&' t - 7*f 
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HPTLCiRfo.51 (^DD*w:t-r^-^=2 0:i) ; 

NMR(CDCI3) : $ 8.66 (2H, d, J=5.0Hz), 7.44 (2H, d, J=6.5Hz), 7.30 
5 (1H, m), 7.14 (1H, t, J=5.0Hz), 5.92-5.56 (3H, m), 4.60 (1 H, m), 4.22 (2H, t, 
J=6.0Hz), 3.13-2.85 (3H, m), 2.69 (1H, dd, J=17.0, 5.0Hz), 2.22 (2H, m), 
1.44(9H,s)o 

nmmi 4 (70) 

N _ ( 3 _ (tf»; ^ v>-2 -A ^n^t**» *JM?— 
10 -T5/-4-**V-5- (5- (2, 6-y^nD7i-H*) r 
b 77-iV- 1 --f/u) t -7f-;ux*T>u 




15 HPTLC:Rf0.45 (?od**A : : i) ; 

NMR(CDCI3) : d 8.78 (2H, d, J=5.0Hz), 7.45 (2H, d, J=7.0Hz), 7.32 
(1H, m), 7.15 (1H. t, J=5.0Hz), 5.93 (1H, d, J=8.5Hz), 5.75 5.59 
1H, d, J=1 8.0Hz), 4.66 (1H, m), 4.28 (2H, t, J=6.5Hz), 3.10 
(3H, m), 2.74 (1H, dd, J=17.0, 5.0Hz), 2.25 (2H, m), 1.46 (9H, s) 0 

20 nmm 14 (71) 
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N- (2- (4 5 / 7x-;U) 
3-T^y-4-* + V-5- (5- (2, 6-^do7x;W) 



TLC:Rfo.66 : gfcKx^;u=3 : 7) ; 

NMR(CDCI3): 5 7.53-7.08 (8H, m), 6.58 (1H, d, J=8.6Hz), 5.64 (1H, d, 
J=1 7.7Hz), 5.44 (1H, d, J=17.7Hz), 4.86-4.73 (1H, m), 3.30-2.55 (6H, m), 
10 2.14 (3H.S), 1.42 (9H,S) 0 

nmmi 4 (72) 

N— (2- (4-7tW^7x-^) xf;vft) #;u**^,>i/- 
3 — T 5 7 — 4 -**7-5 - (5- (2, 6 -*J9 DD7i;W) 



TLC:Rf0.57 (^*-9"> I Bfeg£x^;t/=3 : 7) ; 
NMR(CDCI3) I S 7.54 (1H, s), 7.50-7.23 (5H, m), 7.17 (2H, d, 
20 J=8.4Hz),6.82 (1H, d, J=8.4Hz), 5.59 (1H, d, J=18.5Hz), 5.38 (1H, d, 
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J=18.5Hz), 4.95-4.81 (1H, m), 3.40-2.62 (6H, m), 2.10 (3H, s), 1.44 (9H, s)„ 

mmmi 4 (73) 

N _y^.;p^^v*;i,*--;l,-3-T$y-4-^^V-5-(5-(2, 
5 . -ftf-fr )V 




TLC:Rfo.48 :»Kxf-^«2 : 1) ; 

10 NMR(CDCI3) : d 7.47-7.43 (2H, m), 7.34-7.27 (1H, m), 5.80 (1H, d, 

J=1 8.0Hz), 5.79 (1H, m), 5.61 (1H, d, J=18.0Hz), 4.62 (1H, m), 4.14 (2H, 
m), 2.99 (1H, dd, J=1 7.4Hz. 4.6Hz), 2.70 (1H, dd, J=17.4Hz, 5.0Hz), 1 .64 
(2H, m), 1.43 (9H, s), 1.37 (2H, m), 0.94 (3H, t, J=7.4Hz) 0 

mmm i4 (74) 

15 N- 7* A'*** 3-75^-4-** 7 -5-(5-(2, 

6-y^D7x-m) t Yy V-n>- 1 -Ati) t - 




20 
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TLC:Rfo.38 (^*V> 2 : 1) ; 

NMR(CDCI3) ! S 7.48-7.43 (2H, m), 7.36-7.27 (1H, m), 5.89 (1H, d, 
J=8.8Hz), 5.73 (1H, d, J=18.4Hz), 5.55 (1H, d, J=18.4Hz), 4.68 (1H, m), 
4.20 (2H, m), 3.08 (1H, dd, J=17.6Hz, 4.4Hz), 2.75 (1H, dd, J=17.6Hz, 
5 5.0Hz). 1 .63 (2H, m), 1 .45 (9H. s), 1 .41 (2H, m), 0.96 (3H, t, J=7.2Hz) 0 

mmmi a (75) 

N— (7n *W^^-3-7^-4-t^V-5 - (5 

- (2, 6-^DD7x^f*) rYy s /-)^-2-H )V) s<> 9 > 




TLC:Rfo.57 (^**)-> : 7 : 3) ; 

NMR(CDCI3): 8 7.50-7.21 (3H, m), 6.59 (1H, d, J=8.6Hz), 5.77 (1H, d, 
J=1 7.6Hz), 5.57 (1H, d, J=17.6Hz), 4.92-4.78 (1H, m), 3.08-2.87 (3H, m), 
2.69 (1H, dd, 17.5, 4.7Hz). 1.80-1.55 (2H, m), 1.43 (9H, s), 1.00 (3H, t, 
J=7.3Hz) 0 

%mto\4 (7 6) 

N— (yoejl'f*) #;W**-;l/-3 -75 /-4 -t + V- 5 - (5 
- (2, 6-^DD7x-;Vf^) rYyV-fr-l-J )V) s<> 9 > 
M • t -7f^x^f Ji- 



15 



20 
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TLC:Rfo.43 («^**> :ftfc*f-*=7 : 3) ; 

NMR(CDCI3): <5 7.50-7.25 (3H, m), 6.65 (1H, d, J=8.8Hz), 5.69 (1H, d, 
5 J=1 8.2Hz). 5.51 <1H, d, J=1 8.2Hz), 5.00-4.85 (1H, m), 3.16-2.93 (3H, m), 
2.74 (1H, dd, 17.5, 4.9Hz), 1.81-1.57 (2H, m), 1.45 (9H, s), 1.02 (3H, t, 
J=7.3Hz) 0 

mmmi 4 (7 7) 

N- HV7'D^f*) i3)l*;~)l<-3-7 Z 7-4-** V -5- 
10 (5- (2, 6 -y?DD7x-;i'f*) fh7 , /-^-2->f^) ^> 



15 TLC:Rf0.34 (^*^> : #B*xf-;i/= 3 : 2 ) ; 

NMR(CDCI3): $ 7.50-7.23 (3H, m), 6.52 (1H, d, J=8.8Hz), 5.78 (1H, d. 
J=1 7.7Hz), 5.58 (1H, d, J=17.7Hz), 4.92-4.78 (1H, m), 3.69 (1H, sep, 
J=6.8Hz), 2.99 (1 H, dd, 17.5, 4.4Hz), 2.69 (1H, dd, 17.5, 4.7Hz), 1.43 (9H, 
s), 1.37(6H,t,J=6.8Hz) 0 

20 nmmi 4 (7 8) 
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(5- (2, 6-y^DD7i-*ft) r h 7 1 ^> 



TLC:Rfo.i2 : ffl&j-r*=3 : 2) ; 

NMR(CDCI3): S 7.50-7.25 (3H, m), 6.58 (1H, d, J=8.8Hz), 5.69 (1H, d, 
J=1 8.6Hz), 5.52 (1H, d, J=18.6Hz), 5.00-4.83 (1H, m), 3.73 (1H, sep, 
10 J=7.0Hz),3.08(1H,dd, 17.5, 4.6Hz), 2.73 (1H, dd, 17.5, 4.9Hz), 1.45 (9H, 
S), 1,40 (6H, t J=6.8Hz) 0 

mmmiA (79) 

N- (2-* h**>x?-;i/**'>) *;Kf^-3-7<;-4-t^P 
V- 5 - (5- (2, 6-^OD7x-Wt) r V-^-2 -A 
15 ;u) t 




A 




TLC:Rf0.45 {^*V> I 1 : 1) 



NMR(CDCI3) : 5 7.47-7.43 (2H, m), 7.34-7.26 (1H, m), 5.96 (1H. d, 
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J=9.2Hz), 5.81 (1H, d, J=1 7.8Hz), 5.62 (1H, d, J=17.8Hz), 4.60 (1H, m), 
4.30 <2H, m), 3.61 (2H, t, J=4.4Hz), 3.40 (3H, s), 3.02 (1H, dd, J=17.4Hz, 
4.2Hz), 2.69 (1H, dd, J=17.4Hz, 4.6Hz), 1.42 (9H, s) 0 

mmmu (8 o) 

y_ 5 - (5- (2, 6-^OH7x-W) r h 7 V-A>- 1 - 4 
/!/) ^>*>g£- t -yf-^xx-f ^ 




10 

TLC:Rfo.40 (^t>:Siixf-;i/=i:i) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.37-7.28 (1H, m), 6.06 (1H f d, 
J=7.6Hz), 5.75 (1H, d, J=1 8.0Hz), 5.57 (1H, d. J=1 8.0Hz), 4.68 (1H, m), 
4.35 (2H, m), 3.65 (2H. t, J=4.4Hz), 3.42 (3H, s). 3.12 (1H, dd, J=17.4Hz, 
15 4.4Hz), 2.74 (1H, dd, J=17.4Hz, 4.8Hz), 1.44 (9H, s)c 

mmmi a u d 

-**7- 5 - (5- (2, 6-y^D7x-Wt) fh97-*- 

20 
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T L c : R f 0.53 : ftKJ-**^ 7:3); 

NMR(CDCI3) ! 5 7.50-7.28 (3H, m), 5.80 (1H, d, J=17.8Hz), 5.79 (1H, 
5 d, J=9.0Hz), 5.61 (1H, d, J=17.8Hz), 4.70-4.55 (1H, m), 4.17 (2H, t, 
J=6.8Hz),2.99(1H,dd, 17.4, 4.4Hz), 2.70 (1H,dd, 17.4,4.8Hz), 1.80-1.46 
(7H, m), 1 .43 (9H, S), 1 .38-0.80 (6H, m) 0 

mmmi 4 (82) 

N- (2 -v? DA*J/*xf)Pt*'» /U- 3 -T5 y - 4 

10 -**V-5- (5- (2, 6-v^nn7i-;l'-? L ^) fh?/-^- 




NMR(CDCI3): £ 7.50-7.28 (3H, m), 5.86 (1H, d, J=9.0Hz), 5.73 (1H, d. 
J=18.5Hz), 5.55 (1H, d, J=1 8.5Hz), 4.75-4.60 (1H, m), 4.22 (2H, t, 
J=6.8Hz), 3.08 (1 H, dd, 1 7.5, 4.5Hz), 2.75 (1 H, dd, 1 7.5, 4.8Hz), 1 .80-1 .50 
(7H, m), 1.45 (9H, s), 1.40-0.80 (6H, m)„ 
20 %1&m 14 (83) 
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- 5 - (5- (2 f 6-^dd7i-W) th7 , /-;V-2-'f^) 




TLC:Rfo.43 7 : 3) ; 

NMR(CDCI3)I 5 7.50-7.28 (3H. m), 5.81 (1H, d, J=9.4Hz), 5.80 (1H, d, 
J=17.8Hz), 5.61 (1H, d, J=17.8Hz), 4.70-4.55 (1H, m), 3.94 (2H, d, 
1 0 J=6.4Hz), 2.99 (1 H, dd, 1 7.4, 4.6Hz), 2.70 (1 H, dd, 1 7.4, 4.7Hz), 1 .80-1 .50 
(5H, m), 1.43 (9H, s), 1.40-0.80 (6H, m)« 

nmmi 4 (8 4) 

_ 5 _ ( 5 _ ( 2 , 6 -^oD7x^jpf*) r h 7 1 - ^r;w) 

15 >8S • t -I'+frS-Ts*?*' 




TLC:Rfo.29 : *»J.f"*"«7 : 3) ; 

20 NMR(CDCI3): 5 7.50-7.28 (3H, m), 5.87 (1H, d, J=8.8Hz), 5.73 (1H, d, 
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J=1 8.4Hz), 5.55 (1H, d. J«18.4Hz), 4.75-4.60 (1H, m), 4.30-3.90 (2H, m), 
3.08 (1H, dd, 17.3. 4.6Hz), 2.75 (1H,dd, 17.3, 4.8Hz), 1.85-1.50 (5H, m), 
1.45 (9H,s). 1.40-0.80 (6H, m)„ 

mmm 14 (85) 

5 N- (2-7xi^XfW*y) l3)VX-)V-Z-T^;-4-** 

V - 5 - (5- (2, 6-v7DD7i-W) f- h? V-*- 2 - -f 




10 

TLC:Rfo.46 (^*-9-> : ftK^^^=2 : l ) ; 

NMR(CDC!3): S 7.44 (2H, d, J=6.8Hz), 7.33-7.15 (6H, m), 5.86 (1H, d, 
J=8.8Hz), 5.64 (1H, d, J=17.8Hz). 5.34 (1H, d, J=1 7.8Hz), 4.58 (1H, m), 
4.48-4.25 (2H, m), 2.99-2.87 (3H, m), 2.66 (1H, dd, J=17.6Hz, 5.0Hz), 
15 1.41(9H,s)o 

mmmi 4 (8 6) 

N— (2 -7x-^xf^t*-» #;t/**-;l/-3-7 3 y - 4 
V - 5 - (5- (2, 6-^^on7i-W) r h^V-;!/- 1 -4 
;i/) ^>?>g£- t -^f-^x^f 

20 
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TLC: Rfo.34 (^*+>:WMt***"=2 : D ; 

NMR(CDCI3) : S 7.47-7.43 (2H, m). 7.36-7.19 (6H, m), 5.91 (1H, d, 
5 J=9Hz), 5.59 (1H. d, J=1 9.2Hz), 5.39 (1H, d, J=1 9.2Hz), 4.63 (1H, m), 
4.50-4.30 (2H, m), 3.11-2.96 (3H, m),2.70 (1H, dd, J=17Hz, 4.6Hz), 1.44 
(9H, s) 0 

%mm \ 4 (8 7) 

N -3 - 75 y-4 -**7-5-(5 - (2, 
10 6-y^nn-4-7-fef)l'7^7i^ft) r b ? 2 - A 



15 TLC:Rfo.43 : IMfcwi'* 2 : 3) ; 

NMR(CDCI3) I 5 8.47 (1H, s), 7.58 (2H, s), 5.90-5.75 (1H, m), 5.88 
(1H, d, J=1 7.7Hz). 5.69 (1H, d, J=17.7Hz), 4.73-4.58 (1 H, m), 4.14 (2H. t, 
J=6.9Hz),3.01 (1H.dd. 17.4, 4.6Hz), 2.73 (1H, dd, 17.4, 4.9Hz), 2.07 (3H, 
s), 1.70-1.30 (4H, m), 1.43 (9H, s), 0.95 (3H, t, J=7.2Hz)„ 




NHCOCH3 
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miMMl 4 (8 8) 

N ^ 3 -75 y-4-**V-5-(5 -(2, 

6-^^00-4-7*^7^ 7x-)l/ft) fh7'/-A'-l-^ 



TLC:Rf0.35 (A+t>:ftKif;v=2 : 3) ; 

NMR(CDCI3) ! 5 9.44 (1H, s), 7.53 (2H, s), 5.83 (1H, d, J=9.2Hz), 5.75 
10 (1H,d, J=18.4Hz), 5.61 (1H,d, J=18.4Hz). 4.75-4.62 (1H,m), 4.19 (2H, t, 
J=6.7Hz), 3.13 (1H, dd, 17.5, 4.5Hz). 2.77 (1H, dd, 17.5, 4.7Hz), 2.08 (3H, 
S), 1.75-1.30 (4H, m), 1.45 (9H, s), 0.96 (3H, t, J=7.3Hz)„ 

%mm 14 (89) 

N- (2- (4 -V77 7x-;u) x-^;i/^+v) 3 -7 

15 *y-4-**V-5- (5- (2, 6-y?DD7x-W) fF7 



20 HPTLC:Rf0.20 (a^> 1*8x^=2 : 1) I 
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NMR(CDCI3): d 7.62 (2H, d, J=8.0Hz), 7.48-7.24 (5H, m), 5.83 (1H, d, 
J=8.0Hz), 5.72 Rtf 5.56 1H, d, J=18.0Hz), 4.58 (1H, m), 

4.36 (2H, t, J=6.5Hz), 3.09-2.86 (3H. m), 2.69 (1H, dd, J=17.5, 5.0Hz), 
1.41 {9H, s) 0 

5 nmmi 4 (9 0) 

N— (2 - (4-v7;7x^) xf;l/*^v) # 3 - 7 
5 /-4-**V-5- (5- (2, 6-y^DD7x-W) rF7 



HPTLC:Rfo.i3 : Bt^xf-;w=2 : 1) ; 

NMR(CDCI3): (5 7.62 (2H, d, J=8.0Hz), 7.49-7.23 (5H, m). 5.90 (1H, d, 
J=8.5Hz), 5.66 W 5.51 1H, d, J=17.5Hz), 4.64 (1H, m), 

15 4.41 (2H. t J=6.5Hz), 3.13-2.96 (3H, m), 2.72 (1H, dd, J=17.0, 5.0Hz), 
1.44 (9H, s) 0 

nmmi a o d 

N- (2- (4-v7/'7x-Jl/) jcf-;l/^-^v) # Jl/**-^- 3 - T 
^y-4-**V-5- (5- (2, 6-y^Dn-4-^f^7x-jl/ 



10 




432 



WO 97/24339 



PCT/JP96/03801 




HPTLC:Rf 0.21 : g^^f-^=2 : 1 ) ; 

NMR(CDCI3) ! 6 7.62 (2H, d, J=8.0Hz), 7.33 (2H, d, J=8.0Hz), 7.27 
5 (2H, s). 5.83 (1H, d, J=8.0Hz), 5.70 RXf 5.55 (& * 1H, d, 
J=1 7.5Hz), 4.58 (1H, m), 4.36 (2H, t, J=6.5Hz), 3.08-2.85 (3H, m), 2.67 
(1H, dd, J=17.0. 5.0Hz), 2.34 (3H, s), 1.41 (9H, s)„ 

nmmi 4 o 2) 

N- (2- (4->7;7x-;v) xf^t^rv) 3 - 7 

10 ^ y-4-**7-5- (5- (2, 6-^DD-4-^f;P7x-Jl/ 




15 HPTLC:Rf0.15 (^*-9-> : ft®x?-;l/ = 2 : 1 ) ; 

NMR(CDCI3) : 6 7.62 (2H, d, J=8.0Hz), 7.36 (2H, d, J=8.0Hz), 7.28 
(2H, S), 5.90 (1H, d, J=7.5Hz), 5.65 R V s 5.49 (& + 1H, d, 
J=18.5Hz), 4.65 (1H, m), 4.40 (2H, t, J=6.5Hz), 3.14-2.93 (3H, m), 2.72 
(1H, dd, J=17.0, 5.0Hz), 2.35 (3H, s), 1.44 (9H, s)o 



433 



WO 97/24339 



PCT/JP96/03801 



mmm 14 (93) 

- 5 - (5- (2, 6-^DD7x-m) h 2 -4 AO 



TLC:Rfo.65 (^**^ :»»xf*= 1 : 1) ; 

NMR(CDCI3) : 6 7.47-7.43 (2H, m), 7.28 (1H, dd, J=6.8Hz, 2.2Hz), 
10 6.81 (1H, d, J=8.6Hz), 5.78 (1H, d, J=1 8.0Hz), 5.58 (1H, d. J=1 8.0Hz), 
4.87 (1H, m), 3.59 (2H, t, J=6.2Hz), 3.36 (3H, s), 3.17 (2H, t J=6.2Hz), 
2.98 (1H,dd,J=1 7.4Hz, 4.4Hz), 2.70 (1H, dd, J=17.4Hz, 4.4Hz), 1.43 (9H, 

S)o 

nmWl 4 (9 4) 

15 N _ (2 ^yxfikf t) **#s*-3-7^-4-**V 

-5- (5- (2, 6-^OD7x-W) fh7 4 /-^-l-^) 
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T L c : R f 0.52 (^*^ y : ft«x?ou= 1:1); 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.30 (1H, dd, J=9.2Hz, 2.6Hz), 
6.89 (1H, d, J=8.8Hz), 5.70 (1H, d, J=18.6Hz), 5.52 (1H, d, J=18.6Hz), 
4.91 (1H, m), 3.63 (2H, t, J=6.0Hz), 3.40 (3H, s), 3.18 (2H, t, J=6.0Hz), 
5 3.08 (1H, dd, J=17.6Hz, 4.4Hz), 2.75 (1H, dd, J=17.6Hz, 4.8Hz), 1 .45 (9H, 

S)o 

%mm\ 4 (95) 

N- (2- (2-^f*yxf;^ + y) i^;u^-^v) * )],tf-)l< - 
3 -7? S-4 -**V- 5 - (5- (2, 6-v?nD7x^W) 




TLClRfO.54 (^4r-9-> :ft»xf-^=i : 2) ; 

15 NMR(CDCI3) : S 7.47-7.43 (2H, m), 7.34-7.29 (1H, m), 6.00 (1H, d, 

J=8.8Hz), 5.83 (1H, d, J=17.6Hz), 5.62 (1H, d, J=17.6Hz), 4.62 (1H, m), 
4.30 (2H, m), 3.72 (2H, t, J=4.8Hz), 3.64 (2H, m). 3.56 (2H, m). 3.36 (3H, 
s), 3.00 (1H, dd, J=1 7.6Hz, 4.6Hz), 2.70 (1H, dd, J=17.6Hz, 5.0Hz), 1.42 
(9H, s) 0 

20 nmm 14 ( 9 6 ) 

N— (2- + i])V7t=-)V- 

3-7?7-4-t^V-5- (5- (2, 6-^DD7x;m) 
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TLC:Rfo.42 : »Kxf^= i : 2) ; 

5 NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.36-7.27 (1H, m), 6.05 (1H. d, 

J=9.4Hz), 5.75 (1H, d, J=1 8.2Hz), 5.56 (1H, d, J=18.2Hz), 4.66 (1H, m), 
4.35 (2H, m), 3.76 (2H, t, J=4.6Hz), 3.67 (2H, m), 3.57 (2H, m), 3.38 (3H, 
s), 3.13 (1H. dd, J=1 7.4Hz, 4.0Hz), 2.74 (1H, dd, J=17.4Hz, 5.0Hz), 1.45 
(9H, s)o 

10 nmmi 4 o 7) 

N- (2 -7i-Wf)l'ft) *W-;i/-3-7^-4-t*V 
- 5 - (5- (2-^nD7i-^fi) t \> 7 2 ^> 

* >M • t - f^Mf-li/ 




TLC:Rfo.55 :»»xf-^«2 : 1) ; 

NMR(CDCI3) : 5 7.48-7.43 (2H, m). 7.33-7.15 (7H, m), 6.60 (1H, d, 
J=8.8Hz), 5.73 (1H, d, J=1 7.8Hz), 5.53 (1H. d, J=17.8Hz), 4.86 (1H, m), 
20 3.24 (2H. m), 3.00 (1 H, dd, J=17.4Hz, 4.4Hz), 2.97 (2H, m), 2.67 (1 H, dd, 
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J=1 7.4Hz, 4.8H2), 1.43 (9H, s)o 

mmmi 4 os) 

N- (2-7x-;i'if^ft) *-3 -7§ S-A -*4r v 

_ 5 _ ( 5 _ (2-^DD7x-Ht) r h7 > /-^- 1 ->f;W) ^> 
5 * >K • t -Wi^f^ 




TLC:Rfo.40 :ftK^^=2 : l) ; 

10 NMR(CDCI3) I $ 7.57-7.43 (2H, m), 7.33-7.17 (7H, m), 6.62 (1H, d, 

J=8.4Hz), 5.78 (1H, d, J=18.6Hz), 5.39 (1H, d, J=18.6Hz), 4.87 (1H, m), 
3.26 (2H, m), 3.03 (1H, dd, J=17.4Hz. 4.4Hz), 2.97 (2H, m), 2.68 (1H, dd, 
J=1 7.4Hz, 4.8Hz), 1.43 (9H, s)» 

mmm n (99) 

15 N- 3 -T < ^ - 4 - 

**V-5- (5- (2, 6-^DD7x^f*) ff7 > /-^-2 




20 
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TLC:Rf0.69 (^no*;^:>^;-Ji/=9: l) ; 

NMR(CDCI3) : 8 7.50-7.28 (3H, m), 6.89 (1H, d, J=8.0Hz), 6.25-6.07 
(1H, m), 5.76 (1H, d, J=17.7Hz), 5.60 (1H, d, J=17.7Hz), 4.93-4.75 (1H, m), 
3.48 (2H, q, J=6.2Hz), 3.08 (2H, t, J=6.2Hz), 2.95 (1H, dd, 17.4, 4.9Hz), 
5 2.73 (1 H, dd, 1 7.4, 5.0Hz), 1 .97 (3H, s), 1 .43 (9H, s)„ 
%mW \ 4 (10 0) 

N- (2-7-bf-^T ;yxf^ft) ij)Vt'^^-3-T^y-4 - 
**V-5- (5- (2, 6-^0071-;^^) r tyV-fr- 1 



TLC:Rf0.65 (^nn*H : > ?y-;w=9 : 1) ; 

NMR(CDCI3) : 5 7.50-7.28 (3H, m), 6.93 (1H, d, J=8.8Hz), 6.20-6.06 
15 (1 H, m), 5.70 (1 H, d, J=1 8.4Hz). 5.53 (1 H, d, J=1 8.4Hz), 5.00-4.85 (1 H, m), 
3.52 (2H, q, J=6.4Hz), 3.12 (2H, t, J=6.4Hz), 3.06 (1H, dd, 17.4, 4.6Hz), 
2.75 (1H, dd, 17.4, 5.2Hz), 1.99 (3H, s), 1.45 (9H, s) 0 

%mm i4(ion 

N- (2-7-bW5;xf^**'» *;PjK-;U-3 -75 J - 4 
20 - * ^ 7 - 5 - (5- (2, 6-y^no7xiW) i-Y?V-)\<- 
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TLC:Rf0.50 (?na*;l/A:^;-^=9: 1) ; 

NMR(CDCI3) : S 7.48-7.43 (2H, m), 7.35-7.32 (1H, m), 6.16 (1H, brs), 
5 5.01 (1H, d, J=8.6Hz), 5.78 (1H, d, J=17.6Hz), 5.63 (1H, d, J=17.6Hz), 
4.60 (1H, m), 4.20 (2H, m), 3.50 (2H, m), 3.00-2.85 (1H, m), 2.75 (1 H, dd, 
J=1 7.6Hz, 5.0Hz), 1.98 (3H, s), 1.43 (9H, s) 0 

tmm u (102) 

N — (2-7-tf^75;if^t + y) *;u^*-;u-3-T^y-4 
10 -**V-5- (5- (2, 6-^^0071-^) f h^"/-^- 




15 TLC:Rf0.48 n o*;ua : ^ * y -)V= 9 : 1 ) ; 

NMR(CDCI3) : S 7.49-7.44 (2H, m), 7.37-7.33 (1H, m), 6.06 (2H, m), 
5.74 (1H, d, J=18.6Hz), 5.55 (1H, d, J=18.6Hz), 4.68 (1H, m), 4.26 (2H. m), 
3.54 (2H, m), 3.06 (1H, dd, J=17.6Hz. 4.4Hz), 2.77 (1H, dd, J=17.6Hz, 
5.0Hz), 2.00 (3H, s), 1.45 (9H, S)o 
20 %mm 14 (10 3) 
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N- (2- (2-* h**>J-f-*'***» xf-ju-f-*) *;i/^'-;u-3 
-7^-4-t^V-5 - (5- (2, 6-y^nD7x-;l/ft) r 




TLC:Rfo.49 :ft»x^^=i : l) ; 

NMR(CDCI3): S 7.50-7.28 (3H, m), 6.76 (1H, d, J=8.4Hz), 5.77 (1H, d, 
J=1 7.8Hz), 5.58 (1H, d, J=1 7.8Hz), 4.90-4.75 (1H, m), 3.80-3.50 (6H, m), 
10 3.37 (3H, s), 3.18 (2H, t, J=6.1Hz), 2.98 (1H, dd, 17.4, 4.5Hz), 2.69 (1H, dd, 
17.4, 4.9Hz), 1.43 (9H, s)o 

mmmi 4 (104) 

N- (2- xf-Ji/ft) #;u**-;u-3 

-75 J -4 -**V-5- (5- (2, 6-y^DD7i-m) r 
15 h7 % /-;i/-l-^) ^>?>B£- t-rw^f^ 




TLC:Rfo.39 1 : 1) ; 

20 NMR(CDCI3): 8 7.50-7.28 (3H, m), 6.83 (1H, d, J=9.0Hz), 5.69 (1H, d, 
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J=1 8.4Hz), 5.51 (1H, d, J=18.4Hz), 5.00-4.85 (1H, m), 3.80-3.50 (6H, m), 
3.38 (3H. S), 3.23 (2H, t, J=6.3Hz), 3.07 (1H, dd, 17.5, 4.6Hz), 2.75 (1H, dd, 
17.5, 4.9Hz), 1.45(9H,S) 0 

mmmi 4 (105) 

5 N _ (2 ii)Vtf=.)V-Z -T< J -4 V 

-5- (5- r h7/-^-2-'f^) ^>*>®. t 




10 

TLC!Rf0.57 : ftKxf;l/=2 : l) ; 

NMR(CDCI3) : £ 7.59-7.55 (2H, m), 7.37-7.15 (8H, m), 6.62 (1H, d, 
J=8.8Hz), 5.71 (1H, d, J=1 7.8Hz), 5.50 (1H, d, J=17.8Hz), 4.85 (1H, m), 
3.23 (2H, m), 3.05-2.90 (3H, m), 2.67 (1H, dd, J=17.4Hz, 4.8Hz), 1.43 (9H, 
15 s)o 

mmm 14 ( 1 0 6 ) 

N- (2-7x-WfHt) ti)Vtf=-)V-Z -7 5 J- 4 -t* V 
-5- (5- (7x-lbft) fh7 , /-^-l-'f^) ^>*>B£- t 

20 
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TLC:Rfo.43 : ft»if/i'=2 : 1 ) ; 

NMR(CDCI3) : 5 7.57-7.51 (2H, m), 7.39-7.15 (8H, m), 6.63 (1H, d, 
5 J=8.6Hz), 5.49 (1H, d. J=18.4Hz), 5.30 (1H, d, J=1 8.4Hz), 4.82 (1H, m), 
3.27 (2H, m), 3.07-2.91 (3H, m), 2.67 (1 H, dd, J=1 7.6Hz, 4.8Hz), 1 .44 (9H. 
S)„ 

nmmi 5 (1) ~i 5 a 06) 

&mmi4 (1) ~&&feflll4 (10 6) r§g£L£tt£-«fflv>T, 

10 mmm6 a) tmm<?>&ft*u Hc^^sciotfi^tj^ 
mmm 15(1) 

N- i/OV***) *;l"K-;l/-3-7^y-4-t^V-5 - (5 
- (2, 6-^DD7iiWf^/) rb7V~^-2-^^) 

15 y& 




TLC : R f 0.61 (^nnWA:^;-^:»S!= l 8 : l : l ) ; 

20 NMR(DMSO-d6): S 12.65-12.30 (1H, br), 8.96-8.82 (1H. m), 7.52 (2H, 
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d, J=7.5Hz), 7.45- 7.13 (6H, m), 6.05-5.70 (2H, m), 4.87-4.72 (1 H, m), 4.52 
(2H, s), 4.1 1 (2H, s), 2.90-2.55 (2H, m)„ 

nmmi 5 (2) 

N- a ^-/u - 3 - 7 3 y - 4 - * * 7 - 5 - (5 

5 - (2, 6-y^DD7x-Wf*) t h 1 ->f )V) 9 



NMR(DMSO-d6) : S 9.05-8.95 (1H, m), 7.54 (2H, d, J=7.5Hz), 7.46- 
7.10 (6H, m), 6.00-5.75 (2H, m), 4.92-4.75 (1 H, m), 4.33 (2H, s), 4.1 1 (2H, 
s), 2.88-2.70 (2H, m) e 

nmmi 5 (3) 



- (2, 6-^oD7i-m) TYyV-)V-2-4 )V) s<>f> 




10 



TLC : R f 0.19 (^no*M:>^-;KftS!=i 8:1:1) ; 



N- 1] - 3 -T A S - 4 -* * V - 5 - (5 




20 
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tlc : R f 0.58 (*do*;ua 9J—» :6fc&= l 8:1:1) ; 

NMR(DMSO-d6) : 5 8.88 (1H, d, J=6.2Hz), 7.69-7.50 (3H, m), 7.33- 
7.12 (5H, m), 5.89 (2H, brs), 4.85-4.73 (1H, m), 4.10 (2H, s), 2.80 (1H, dd, 
J=6.0, 17Hz), 2.64 (1H, dd, J=7.2, 17Hz) 0 

5 %mm\ 5 (4) 

N- *;U/-K-;U-3 -7 5 y-4-tf*7-5 - (5 

- (2, 6-^^no7x-Ht) r h?*/-*- 1 A/) 




TLC : R f 0.36 (^od*w *y-;nftK= 1 8 : 1 : 1 ) ; 

NMR(DMS0-d6) : S 8.99 (1H, d, J=6.4Hz), 7.70-7.52 (3H, m), 7.35- 
7.13 (5H. m), 5.71 (2H, brs), 4.90-4.79 (1H, m), 4.12 (2H, s), 2.92-2.68 (2H, 
15 m) 0 

mmmi 5 (5) 

N _ (2-7x-Wfmy) *^'-JV-3-75;-4-*t 
V- 5 - (5- (2, 6-^DD7iiWf*) 7 l"7 V* — 2 — 

20 
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TLC : R f 0.57 (*do*;i/A 9 J -jh»K= l 9 : l :o.i) ; 

NMR(CDCI3) I 5 12.70-12.10 (10H, br), 7.80 (1H, d, J=6.4Hz), 7.55- 
5 7.1 5 (8H, m), 5.82 (2H, S), 4.59-4.51 (3H, m). 423 (2H, t, J=7.0Hz), 2.92- 
2.48 (4H, m) 0 

%mm \ 5 (6) 

N— (2-7x-^xf;i/t + -» 
v - 5 - (5- (2, 6-v r ^DD7x-;i'>f-;i/) rh7V-;u-l- 

10 >f/U) 




TLC : R f 0.52 (;dd*w *y-;nft&= l 9 : l :o.i ) ; 

15 NMR(CDCI3) : S 7.61-7.15 (9H, m), 5.90 (2H, s), 4.58-4.44 (1H, m), 

4.35 (2H, S), 4.30-4.16 (2H, m), 2.88 (2H. t, J=7.5Hz), 2.63 (2H, d, 
J=5.6Hz) e 
gltfll 5 (7) 

N- (2-7x-^xWi) *;i/#-;P-3-7^-4-^^fV 
20 -5- (5- (2, 6-'^OD7x^f;l/) fh7V-A'-2->f 
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5 TLClRf 0.57 n n : p< 9 J -)\> \ 9 0 : 1 0 : 

i) ; 

NMR(DMS0-d6) : 8 8.62 (1H, d, J=6.0Hz), 7.50 (2H, d, J=7.2Hz), 
7.40-7.09 (6H, m), 5.88 (2H, d, J=2.8Hz), 4.74-4.63 (1H, m), 4.50 (2H, s), 
3.07 (2H, t, J=7.2Hz), 2.82 (2H, t, J=7.2Hz), 2.63-2.50 (2H, m) 0 

10 %mm\ 5 (8) 

N- (2-7x-;vxf;i/f*) *;^'-;l/-3-75/'-4-t^V 
-5- (5- (2, 6-^oo7x-;Mf^) f YyV~)\^- 1 - << 




TLC : Rf 0.42 (?op*fl/A : : BfcS*= 9 0 : l 0 : 

l) ; 

NMR(DMS0-d6)I 8 8.89 (1H, d, J=6.4Hz), 7.52 (2H, d, J=7.0Hz), 7.39 
20 (1 H, dd, J=6.6, 9.0Hz), 7.25-7.1 3 (5H, m), 5.91 (2H, s), 4.78-4.69 (1 H, m), 
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4.38 (2H, s), 3. 17-3.01 (2H, m), 2.82-2.69 (4H, m) e 

nam 1 5 o) 

N _ (2, 6-^DD^>yA/^y) ij 3 -7 S y - 4 
-**7-5- (5 -7x-;M f->Uf- b 7 "/-fr- 1 — f JW) 
5 & 

CI O 

ex » 

TLC : R f 0.38 (^dd*;i/a:^/-;kssi=3 6 : l : i) ; 

NMR(DMSO-d6) : S 8.12 (1H, d, J=7.6Hz), 7.54-7.12 (8H, m), 5.76 
(2H, s), 5.34 (2H, s), 4.70-4.58 (1H, m), 4.15 (2H, s), 2.87-2.63 (2H, m) 0 

mmmi 5(10) 

N — (2, 6-^DD^/y>^v) *;^*-^-3-75y-4 
-**V-5- (5- (2, 6-v^DD7x^JMf;P) f * 
-2-4)i<) ^7*:/$ 




tlc : Rf 0.31 (?ud*w:^^-ji/=9 : 1) ; 

20 NMR(DMSO-d6) : 6 7.60 (1H, d, J=7.6Hz), 7.57-7.31 (6H, m), 6.00- 

447 
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5.80 (2H, m), 5.30 (2H, s), 4.55-4.43 (1H, m), 4.51 (2H, s), 2.60-2.54 (2H, 

mmm 15 (id 

5 *V-5- (5- (2, 6-^0071-^^) f^7-^-2 




10 TLC:Rf0.45 (^nn*w : : gfc$= 9 0 : 1 0 : 

1) ; 

NMR(DMS0-d6) : 8 7.82 (1H, d, J=7.5Hz), 7.51 (2H, d, J=7.6Hz), 
7.40-7.14 (6H, m), 6.00-5.76 (2H, br), 4.62-4.51 (3H, m), 3.98 (2H, t, 
J=3.6Hz), 2.83-2.53 (4H, m), 1.94-1.80 (2H, m)„ 

15 mmmi 5(12) 

N— (3 -7x-/U7nk?;l/** v) *^-;i/-3-75;-4-t 
*V-5- (5 - (2, 6-y^D7i;)Mf^) X b 7 V-;U- 1 
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TLC : R f 0.42 (?nn*;wA : * ? y : lfc$= 9 0 : l 0 : 
i) ; 

NMR(DMSO-d6) : 8 7.97 (1H. d, J=7.5Hz), 7.56-7.12 (8H, m), 5.92- 
5.83 (2H, br), 4.67-4.58 (1H, m), 4.35 (2H, s), 4.02 (2H, t, J=6.6Hz), 2.92- 
5 2.60 (4H, m), 1.95-1.80 (2H, m) 0 

nmmi 5(13) 

N— (4-7z^7"f«'ttv) i])VX=-)\s- 3-757-4-^"^ 
V-5- (5- (2, 6-^^DD7xi;Mf^) fl>7 > /-^-2- 

10 




TLC : R f 0.45 (^dd^ji/A : > * : gfcg|= 90:10: 
1) ; 

15 NMR(DMSO-d6) I 5 7.75 (1H. d, J=7.6Hz), 7.52 (2H, d, J=7.2Hz), 

7.40-7.10 (6H, m), 5.87 (2H, s), 4.61-4.51 (3H, m), 4.05-3.97 (2H, br),2.77 
(1H. dd, J=6.3, 17.0Hz), 2.64-2.56 (3H, m), 1 .65-1.50 (4H, br), 
mm I 5(14) 

N- (4 -7xi*7W*^) **#-/U-3-73y-4-:j-* 
20 V-5- (5- (2, 6-y?DD7i-JM^) f^V-JV-l- 



449 



WO 97/24339 



PCT/JP96/03801 




TLC : R f 0.42 (*uo*;ua : > 9 : gfc&=9 0:10: 
l) ; 

5 NM R(DMSO-d6): d 7.91 (1H, d, J=6.8Hz), 7.54 (2H, d, J=6.6Hz), 7.41 

(1H,dd, J=6.6, 9.4Hz), 7.30-7.16 (5H, m), 5.87 (2H, s), 4.69-4.58 (1H, m), 
4.35 (2H, s), 4.08-4.00 (2H, br), 2.91-2. 55 (4H, m), 1.68-1.52 (4H, br) 0 

nmm 15 (15) 

N- (2 - (f-i7x>-2-'f^) if;^ + -» 1d\s#-)I>-Z - 
10 75y-4-**V-5- (5- (2, 6-y^nn7x-;Mf ^) -f 



15 tlc : R f 0.39 (*no*juA :> */-;u:ft®= 1 9 : 1 :o.D ; 

NMR(DMSO-d6) : 5 7.87 (1H, d, J=7.6Hz), 7.54-7.50 (2H, m), 7.41- 
7.30 (2H, m), 6.93 (2H, d, J=3.2Hz), 5.93-5.81 (2H, br), 4.62-4.51 (3H, m), 
4.18 (2H, t, J=6.6Hz), 3.1 1 (2H, t, J=6.6Hz), 2.77 (1H, dd, J=6.0, 16.8Hz), 
2.58 (1H, dd, J=7.2, 16.4Hz) 0 

20 mxm \ 5(16) 
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N- (2- (f^7x>-2-'f^) x-f;i/**v) 3 - 

7 = y ,_4_^-i|PV-5- (5- (2, 6-^DD7x-)M^) r 



tlc : R f 0.27 (?nn*;i,A *y-;p:gfc®=i 9 : l :o.D ; 

NMR(DMSO-d6) : S 8.02 (1H, d, J=7.2Hz), 7.57-7.52 (2H, m), 7.45- 
7.31 (2H, m). 6.94 (2H, d, J=3.8Hz), 5.91-5.80 (2H, br), 4.70-4.60 (1 H, m), 
10 4.35 (2H, s), 4.18 (2H, t, J=6.6Hz), 3.13 (2H, t, J=6.6Hz), 2.84 (1H, dd, 
J=6.6, 16.6Hz), 2.70 (1H, dd, J=6.6, 16.6Hz) c 

%mm \ 5d7) 

N _ ( 2 - (4-^h^r->7ji-^) if^t + y) *;i/^*-;u-3- 
7^-4-t^V-5- (5- (2, 6->^on7x^Mf^) r 
15 sO^yfSi 



tlc : R f o.5i (?dd*w : > 6fc®=9 0:10: 

20 1) ; 




CH,0 




CI 
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NMR(DMSO-d6) : S 7.78 (1H, d, J=6.8Hz), 7.54-7.50 (2H, m), 7.37 
(1H. dd, J=7.1 t 9.1Hz), 7.17 (2H, d, J=8.5Hz), 6.83 (2H, d, J=8.5Hz), 5.90- 
5.85 (2H, br), 4.60-4.51 (3H, m), 4.17 (2H, t, J=6.6Hz), 3.67 (3H. s), 2.85- 
2.52 (4H, m) 0 

5 mmmi 5 (1 8) 

N- (2- (4-^Kv7x-^) x^;u**v) - 
7<y-4-^^rV-5 - (5- (2, 6 -'/7on7i-Wf Jl/) f 



tlc : R f 0.47 (^onw : ^ * ;~-)V : gfc$=9 o : l o : 
i) ; 

NMR(DMS0-d6) : d 7.92 (1H, d, J=6.8Hz), 7.56-7.52 (2H, m), 7.40 
15 (1H,dd, J=6.8, 9.2Hz), 7.17 (2H, d, J=8.2Hz), 6.83 (2H,d, J=8.2Hz), 5.83 
(2H, S), 4.66-4.56 (1H, m), 4.35 (2H, s), 4.19 (2H, t, J=6.9Hz), 3.69 (3H, s), 
2.86-2.63 (4H, m) 0 

mmmi 5(19) 

N- (2- (4-7^D7i-^) xfJi't + y) ii frtf—ju- 3 - 
20 7^-4-^^7-5 - (5- (2, 6 -;^DD7x^f ^) f 



10 



CH3O 
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tlc : R f 0.49 (?ud*;i,a : *9 j-)\< : 8fc®= 9 o : i o : 
i) ; 

5 NMR(DMSO-d6) : 8 7.78 (1H, d. J=8.0Hz), 7.51 (2H, d, J=7.6Hz), 

7.40-7.26 (3H, m), 7.08 (2H, t, J=9.0Hz), 5.82 (2H, s), 4.58-4.51 (3H, m), 
4.20 (2H, t, J=6.5Hz), 2.90-2.52 (4H, m) 0 

nmmi 5 (2 0) 

N- (2- (4-7Jl'tD7x-;i') x-^;l/^^--» % frtf—ju- 3 - 
10 y-4-**V-5- (5- (2, 6-^OD7i;;Mf^) r 




15 TLC :Rf 0.44 (*nn*/u* : >*y-*:ffl:R=9 0 : l 0 : 
i) ; 

NMR(DMSO-d6) : £ 7.93 (1H, d, J=7.2Hz), 7.56-7.25 (5H, m), 7.08 
(2H, t, J=9.0Hz), 5.84 (2H, s), 4.66-4.57 (1H, m), 4.34 (2H, a), 4.21 (2H, t, 
J=6.9Hz), 2.92-2.63 (4H, m) e 

20 %mm \ 5 (2 1) 
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N _ (2- (7x-;W^f-;i'*4r v) x-^;i/**v) * jU*'- 3 - 
7 ?y_4_^-^y-5- (5- (2, 6-y^DD7x-;Mf^) r 




TLC : R f 0.53 (^n*w:>?;-;K ft$=9 0:10: 
1) ; 

NMR(DMSOd6) : 5 7.91 (1H, d, J=7.4Hz), 7.54-7.50 (2H, m), 7.40- 
10 7.23 (6H, m), 5.96-5.74 (2H, br), 4.61-4.50 (5H, m), 4.18 (2H, t, J=4.4Hz), 
3.62 (2H, t, J=4.4Hz), 2.78 (1H, dd, J=6.0, 17.2Hz), 2.59 (1H, dd, J=7.0, 
16.6Hz) 0 

mmmi 5 (22) 

N- (2- (7i-JMfmv) xf^t^y) iifrX-jv- 3 - 
15 75y-4-t + y-5- (5- (2, 6-y^D7x-JMf^) f- 




20 TLC : R f 0.47 (^dd*^a :>^/-^:ft»=90 : l 0 : 
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i) ; 

NMR(DMS0-d6) ! S 8.07 (1H, d, J=7.2Hz), 7.56-7.23 (8H. m), 5.87 
(2H, s), 4.69-4.59 (1H, m), 4.50 (2H, s), 4.35 (2H, s), 4.20 (2H, t, J=4.5Hz), 
3.64 (2H, t, J=4.5Hz), 2.91-2.66 (2H, m) 0 

5 mmmi 5 (23) 

N- (2- (4-y^W^7i-*) if^t+v) iDVtf-fr 
-3-7*7-4-** V -5- (5- (2, 6-;?DD7x;;Mf 



CH 3 




T L c : R f 0.37 (^nn*;i/A : 7 *7-;ngfc&= l 8 : l : l) ; 

NMR(DMSO-d6) : S 7.82 (1H, d, J=7.4Hz), 7.52-7.32 (7H, m), 5.87 
(2H, s), 4.59-4.52 (1H, m), 4.52 (2H, s), 4.27-4.19 (2H, m), 3.05 (6H, s). 
15 2.94-2.87 (2H, m), 2.94-2.61 (2H, m)<> 

mmi 5 (2 4) 

N- (2- (4-y^f-;w7 5 7 7x-;i/) x-^;i/**v) *;w^-;u 
-3-7*7-4-** V -5- (5- (2, 6 — y?DD7i-)Mf 
;U) r b77*-^-l -^^) ^7*7&-jg®£ 
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• HCI 



TLC : R f 0.36 (^nD*;vA:^^-^:SK=i 8:1:1) ; 

NMR(DMSOd6) I 6 7.99 (1H, d, J=7.4Hz), 7.54-7.31 (7H, m), 5.88 
5 (2H, s), 4.66-4.63 (1H, m), 4.36 (2H, m), 4.28-4.20 (2H, m), 3.01 (6H, s), 
2.93-2.74 (4H, m) 0 

nmwi 5 (2 5) 

N- (/<>^f*) *;l/,-K-;i/-3-7^/-4-^ + V-5- (5 
- (2, 3, 6-H^DD7x-^ft) r -4 ;u) ^ 

10 y*>& 




t L c : R f 0.51 d d *^ a : ^ * j : 4 o : 1 o : 1 ) ; 

15 NMR(DMS0-d6) : 8 8.70 (1H, d, J=6Hz), 7.82 (1H, d, J=8.8Hz), 7.69 

(1 H, d, J=8.8Hz), 7.32-7.22 (5H, m), 5.94 (2H, m), 4.73 (1 H, m), 4.08 (2H, 
S), 2.60 (2H, m) 0 

mmmi 5 (2 6) 

N- -T^y-4-**7-5- (5 
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- (2, 3, 6-F^DD7x^m) r h 9*/-*- 1 -4 AO ^ 




tlc : R f 0.43 (^nn*w : ^ * v : ^K= 4 o : l o : l ) ; 

NMR(DMS0-d6) : d 8.83 (1H, d, J=7Hz), 7.84 (1H, d, J=8.8Hz), 7.69 
(1H, d, J=8.8Hz), 7.33-7.08 (5H, m), 5.84 (2H, m), 4.75 (1H, m), 4.09 (2H, 
m), 2.64 (2H, m) 0 
10 ^091 5 (2 7) 

N- {^<yV)^it) *A/**-A/- 3 -75^-4 -**V- 5 - (5 
- (2, 6-^OD-4-^f^7x-W) r V-JU-2 -4 




tlc :Rf 0.51 (?nD*n:>^-^:*=4o:io:i) ; 

NMR(DMS0-d6): 5 8.69 (1H, d, J=6.4Hz), 7.52 (2H, s), 7.32-7.19 (5H, 
m), 5.92 (2H, m), 4.71 (1H, m), 4.08 (2H, s), 2.56 (2H, m), 2.36 (3H, s) 0 
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%mm 15 (28) 

N- ('O'^f*) *;w#-jl/-3-T5 «/-4-*#V-5- (5 
- (2. 6-^oo-4->f*7iS*f-*) rh7V-;u-l--f 

5 




tlc : R f 0.45 (?dd*h : * * y -/u : *= 4 o : l o : l ) ; 

NMR(DMSO-d6): S 8.77 (1H, m), 7.51 (2H, s), 7.33-7.13 (5H, m), 5.82 
10 (2H, m), 4.75 (1H, m), 4.10 (2H, m). 2.62 (2H, m), 2.37 (3H, s) 0 

mmmi 5 (2 9) 

N- (3 - 7 x-JU 7*0 *^t'^-3-7^-4-t^ 
V - 5 - (5- (2, 6-v f ?nn7x-;M-?-;l') r - 
4)i>) s<>9>& 

15 




TLC : R f 0.54 (^do*;u : ^ 9 j-k l 9 : 1 :o.D ; 

NMR(DMSO-d6) I 8 8.81 (1H, d, J=6.4Hz), 7.51 (2H, d, J=7.2Hz), 
20 7.40-7.14 (6H, m), 6.00-5.74 (2H, br), 4.83-4.73 (1H, m), 4.50 (2H, s), 
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2.87-2.56 (6H, m), 1.91-1.77 (2H, m) 0 

nnmi 5 (3 0) 

V - 5 - (5- (2, 6 - -^nn7x-;Mf;V) fh57-^-l- 
5 >f JP) 



TLC : R f 0.41 (^DD^;bA :>^y-;u:ft^= 1 9 : l :o.D ; 

10 NMR(DMS0-d6) : 6 8.97 (1H, d, J=6.8Hz), 7.55-7.36 (3H, m), 7.27- 

7.1 1 (5H, m), 5.87 (2H, s), 4.87-4.78 (1H, m), 4.34 (2H, s), 2.92-2.58 (6H, 
m), 1.91-1.78 (2H, m) 0 

mmmi sod 

N— */U#-A'-3-73 /-4 -**V-5- (5 

15 -(2, 6-y^no-4-^f;i'75;7x-;l/ft) r 
-2 -4 AO >B£ 




H 3 q 



N-CH 



'3 
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TLC : R f 0.56 (*nn*;l/A : ? / : ft$= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : 8 13.28-11.40 (1H, br), 9.03-8.77 (1H, m), 7.42- 
7.06 (5H, m), 6.88 (2H, s), 6.1 0-5.66 (2H, br), 4.90-4.68 (1 H, m), 4.1 1 (2H, 
s), 3.00 (6H, s), 2.92-2.53 (2H, m) 0 
5 $mmi 5 (3 2) 

N— (sOViVT*) 3 -7$S-4-**V-5- (5 

- (2, 6-y^nD-4-^f^T^7x-^ft) rh7V-;U 

- l -4 )V) 




TLC : R f 0.31 (^nD*jl/A:^^;-JK^=3 0 I 1 II) ; 
NMR(DMS0-d6) : 8 13.08-11.40 (1H, br), 9.13-8.86 (1H, m), 7.44- 
7.08 (5H, m). 6.88 (2H, s), 5.90-5.45 (2H, br), 4.95-4.71 (1 H, m), 4.13 (2H, 
1 5 s), 3.00 (6H, s), 2.93-2.62 (2H, m) 0 
%tm \ 5 (3 3) 

N - (2-7x-;l/xWt) */M?-A'-3 -75 J -4 V 
-5 - (5- (2, 3, 6- MJ * dd7i-W) TYyV-)V-2 

20 
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TLC : R f 0.60 (^no*w : > 9 J -JU : zk= 4 o : l o : l ) ; 

NMR(DMSO-d6) : £ 8.69 (1H,m), 7.83 (1H,d, J=8.8Hz), 7.70 (1H, d, 
5 J=8.8Hz), 7.31-7.15 (5H. m), 5.91 (2H, m), 4.73 (1H, m), 3.06 (2H, m), 
2.84 (2H, m), 2.62 (2H, m) G 

mmmis (3 4) 

N- (2-7x-^xf;l/ft) fi)Vtf-)V- 3-7<y-4-^"^V 
-5- (5- (2, 3, 6-h'J^DD7i-W) r h5 7-Jl'- 1 

10 



TLC:Rf0.5i (^no*M ^y-;w:^c=4 0 : l 0 : 1 ) ; 
15 NMR (DMS0-d6) : 8 8.87 (1 H, m), 7.82 (1 H, d, J=8.8Hz), 7.67 (1 H, d, 
J=8.8Hz), 757-7.14 {5H, m), 5.85 (2H, m), 4.77 (1H, m), 3.05 (2H, m), 
2.83 (2H, m), 2.65 (2H, m) 0 

mmmi 5 (3 5) 

N- (2-7i-Jl/if;Vft) Ufl/#-)V-Z -75 7-4 V 
20 -5- (5- (2, 6 - '^DU - 4 -^f-A^x = 7^7'/- 
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5 tlc : R f 0.63 (^Dn*w:^^-;K*=4 o : i o : i) ; 

NMR(DMSO-d6) : 8 8.56 (1H, d, J=6Hz), 7.49 (2H,s), 7.26-7.1 5 (5H, 
m), 5.92 (2H. m), 4.73 (1H, m), 3.04 (2H, m), 2.84 (2H, m), 2.59 (2H, m), 
2.35 (3H, S) 0 

mmmi 5 0 6) 

10 N- (2-7x^xfJl/ft) *;^-;i/-3-7?y-4-^^V 
_ 5 _ (5 _ (2, 6-^DO-4-^f^7x^m) f h5/- 



tlc : R f 0.53 (^ud*;ua ^y-;v:^c=4 o : 1 0 : 1) ; 

NMR(DMS0-d6): 8 8.82 (1H, d, J=6.8Hz), 7.49 (2H, s). 7.24-7.14 (5H, 
m), 5.81 (2H, s). 4.77 (1H, m), 3.05 (2H, m), 2.82 (2H, m), 2.66 (2H, m), 
2.34 (3H, s)o 




CH 3 



15 
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mmmi 5 (3 7) 

N- (sOz/frTt) ii)\sX~)i>-Z -75 y-4 5 - (5 
- (2, 6-yVf^-4->^f^7^7x-W) tt-7-/- * 



H 3 C % 

N-CH 3 




• HCI 



tlc : R f 0.43 (*no*/uA :> *y-*:*=5 o : i o : l) ; 

NMR(DMSO-d6) : £ 8.96 (1H, d, J=7.0Hz), 7.34-7.18 (5H, m), 6.79 
10 (2H, s), 5.88 (2H, m), 4.79 (1H, m), 4.10 (2H, s), 2.96 (6H, s), 2.90-2.58 
(2H, m), 2.38 (6H, s)„ 
HifeWl 5 (3 8) 

N- fr** **#i*-3-7 5 y-4-**V-5 - (5 
- (2, 6-^f*-4— ^f*7 5>7xi*f*) r h 7 V- ^ 
15 - 1—f/U) 




• HCI 
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TLC : R f 0.36 (*no*;i/A : * * y : 5 o: io:i) ; 

NMR(DMSO-d6) : 8 9.05 (1H, d, J=7.0Hz), 7.38-7.16 (5H, m), 6.71 
(2H, S). 5.67 (2H, s). 4.82 (1H, m), 4.13 (2H, s), 2.97 (6H, s). 2.95-2.62 (2H, 
m), 2.31 (6H, s)<, 

5 mmm \ 5 (3 9) 

N- *;u*'-^-3 -r< ; - 4 -**v-5 - (5 

- (2, 6 - t - W7x-^/f *) f h7V-^-2 




HPTLC : R f 0.41 (*dd#/ua :ft$=4 8 : l : 

i) ; 

NMR(DMS0-d6) : 5 12.50 (1H,brs), 8.88 (1H.d,J=7.6Hz), 7.35-7.12 
1 5 (7H, m), 5.92 (1 H, d, J=1 7.8Hz), 5.71 (1 H, d, J=1 7.8Hz), 4.87-4.70 (1 H, m), 
4.09 (2H, S), 2.81 (1H, dd, J=17.3, 5.6Hz), 2.63 (1H, dd, J=17.3, 7.1Hz), 
2.41 (6H,s). 1.28(9H,s)o 

mmmi 5 (4 0) 

N- *;^^-3-75;-4-t^fV-5 - (5 

20 - (2. 6 - V^f 4 - t - WTzi^f *) r h 7 V- ^ - 1 
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TLC:Rfo.3i (^PD*;vA:^y-;K^=47:2:i) ; 

5 NMR (DMSO-d6) : £ 12.57 (1 H, brs), 8.98 (1 H, d, J=7.0Hz), 7.40-7.00 

(7H, m), 5.69 (2H, s), 4.90-4.72 (1H, m), 4.12 (2H, s). 2.90-2.60 (2H, m), 
2.35 (6H, s). 1.29(9H,s)o 

mmmi 5(41) 

N- (2- W*jy-2-4*) x*ji,**'» #ji/**-/u-3 -7 

10 4 -**7-5 - (5- (2, 6-^DD7x^>f^) f I- 

— 2-4/10 ^7*>$ 




15 TLC : R f 0.23 (^n#u:^;-jKSK= 1 8 : 1 : 1 ) ; 

NMR(DMSO-d6) : d 8.46 (1H, d, J=5.2Hz), 7.71-7.62 (1H, m), 7.51- 
7.14 (6H, m), 5.97-5.75 (2H t m). 4.51 (2H, s), 4.51-4.34 (3H, m), 3.05 (2H, 
t, J=6.6Hz), 2.61-2.52 (2H, m) 0 

nmmi5 (42) 

20 N - (2 — (tf'j 3^-2 -4/1') xf;i/*#y) *;PjK-;u-3-7 
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?y-4-**7-5- (5- (2, 6-^OD7i-Wf;V) r b 

" 0 N *N* 

TLC : R f 0.14 (^un*^A:>^y-;u:ft8t=i 8 : l : l) ; 

NM R(DMSOd6) : $ 8.48 (1H. d, J=5.4Hz), 7.74-7.64 (2H, m), 7.54- 
7.17 (5H, m), 5.88 (2H, br s). 4.58-4.54 (1H, m), 4.44-4.36 (4H, m), 3.07 
(2H, t, J=6.6Hz), 2.71-2.68 (2H, m)<> 

nmwi 5 (43) 

N- (2 -7x-*xf-*f-*) *;^^-3-7^-4-t^V 
_ 5 _ ( 5 _ (2, 6-^^ao-4-y>f;i'75y7x^^t) f 

H 3 q 
n-ch 3 




TLC : R f 0.27 (?dd*;ua *y-;ngfc®=5 o : i : l) ; 

NMR(DMSOd6): 8 13.76-11.14 (1H, br), 8.82 (1H, d. J=6.4Hz), 
7.40-7.07 (5H, m), 6.88 (2H, s), 6.02-5.61 (2H, br), 4.90-4.65 (1H, m), 
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3.20-2.54 (6H, m), 2.99 (6H, s) 0 

nmwi 5 (4 4) 

N — (2-7x-;uxW^) fj)Utf-A>-Z-7 $ y-4 
-5- (5- (2, 6-v^on-4-^>f-^T^y7jL-;l/f-t) f- 
5 h7 V-;u- 1 -4 *) ^>*>& 



TLC : R f 0.16 (?no*;uA :**y-;v:|fc®=5 0 : l : l) ; 

10 NMR(DMSO-d6) : S 13.80-11.30 (1H, br), 8.95 (1H, d, J=6.3Hz), 

7.35-7.07 (5H, m), 6.86 {2H. s), 5.87-5.45 (2H, br), 4.91-4.72 (1H, m), 
3.20-2.53 (6H, m), 2.99 (6H, s)o 
ntkMl 5 (4 5) 

N- (2- (4-^ h^i/7i-;u) xW^v) ij)V#-)V-z - 
15 7*y-4-**V-5- (5- (2, 3, 6-MJ^Dn7x^f-t) 




CH 3 



CH 3 



CH 3 0 




CI 



20 



TLC : R f 0.46 (^DD7h;i/A : * 4 0:10:1) ; 
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NMR(DMSO-d6): S 7.85 (1H, d, J=8.8Hz). 7.72 (1H, d, J=8.8Hz), 7.63 
(1H, d, J=9Hz), 7.16 (2H, d, J=8.4Hz), 6.83 (2H, d, J=8.4Hz), 5.88 (2H, s), 
4.50 (1H, m), 4.16 (2H, m), 3.69 (3H. s), 2.81 (2H, m), 2.62 (2H, m) 0 

%Wil 5 (4 6) 

N _ ( 2 - (4-^K'>7x-JV) x-^;t/**v) *;l/**-;u-3- 
71 S -4-**V-5- (5- (2, 3, 6-h'J^ao7x-^ft) 




TLC : R f 0.39 (^na*w:>^-^:*=4 o : l o : l) ; 

NMR(DMSO-d6): S 7.86 (1H, d, J=8.8Hz). 7.71 (1H, d, J=8.8Hz), 7.67 
(1H. m), 7.15 (2H, d, J=8.4Hz), 6.81 (2H, d, J=8.4Hz), 5.78 (2H, m), 4.52 
(1H, m), 4.17 (2H, m), 3.68 {3H, s), 2.82 (2H, m), 2.62 (2H, m) 0 

mmmi 5 (4 7) 

N- (2 - (4 K">7xiil/) xf^t^y) i3fl>tf-)V-Z - 
75 y_4_^^y_ 5 _ (5- (2, 6-^DD-4-^f^7xi 
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TLC:Rfo.47 (?od*;ua ?y-)v:&=4 o : l o : D ; 

NMR(DMSO-d6) : S 12.49 (iH.brs), 7.82 (1H, d, J=8.0Hz), 7.53 (2H, 
S), 7.17 (2H, d, J=8.4Hz), 6.83 (2H, d, J=8.4Hz), 5.88 (2H, m), 4.56 (1H, m), 
4.18 (2H, t, J=6.6Hz), 3.69 (3H, s), 2.82 (2H, t, J=6.6Hz), 2.74-2.51 (2H, m), 
2.36 (3H, S) 0 

mmmi 5 (4 8) 

N- (2- (4-^b*->7xifl/) xf;i/t#y) *;w**-;u-3- 
7^-4-t^V-5- (5- (2, 6-^on-4-^f^7x- 




TLC : R f 0.43 (?oo*;i/A * y -;u : 4 0:10:1) ; 

NMR(DMSO-d6) : S 7.67 (1H, d, J=8Hz). 7.53 (2H, S). 7.15 (2H, d, 
J=8.6Hz), 6.81 (2H. d, J=8.6Hz), 5.74 (2H. m), 4.52 (1H, m), 4.16 (2H, m), 
3.68 (3H, m). 2.81 (2H, m), 2.63 (2H, m). 2.35 (3H, s)o 

nmmi 5 (49) 
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N- (2- (4 - * h**s7 jl-)\>) xf;i/t#v) ij)Vtf-)\<-Z- 
7XJ (5- (2, 6-^DD-4-y>f^7 5 

H 3 C % 

N-CH 3 




TLC : R f 0.50 (^od*u :^ ^/-;w:tK=4 o : l o : l) ; 

NMR(DMS0-d6) I d 7.64 (1H. m). 7.14 (2H, d, J=8.2Hz), 6.85 (2H, s). 
6.80 (2H, d, J=8.2Hz), 5.81 (2H, s), 4.49 (1H, m), 4.15 <2H, m), 3.66 (3H, 
s), 2.97 (6H. s), 2.76 (2H, m), 2.60 (2H, m)o 

mmmi 5 (5 0) 

N- (2- (4 h4r*>7x-;l/) x-f;i/**v) iJ frtf-fi,- 3 - 
757-4-^ + 7-5- (5- (2, 6-v^an-4-v^f L ;WT5 




TLC : R f 0.48 (^ud*w :>^-^:*=40:io:D ; 
NMR(DMS0-d6) : 5 7.65 (1H, m), 7.12 (2H, d, J=8.4Hz). 6.84 (2H, s), 
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6.79 (2H, d. J=8.4Hz), 5.68 (2H, s), 4.49 (1H. m). 4.15 (2H, m), 3.66 (3H, 
s), 2.96 <6H, s), 2.79 (2H, m), 2.61 (2H, m) 0 

nmmi 5 (5 1) 

N- (2- (4-n**>7xi^) x?-;i/:fr*v) #rt"K~Jl'-3 - 
5 73/-4-*+V-5- (5- (2, 6-v^-^^-4-v^f-^T^ 



H 3 q 

l*-CH 3 




• HCI 



10 tlc : R f 0.33 (?ou*;ua :**/--«' :ft®= 4 8:1:1) : 

NMR(DMSO-d6): 5 7.78 (1H, d, J=8.0Hz), 7.16 (2H, d, J=8.5Hz), 6.81 
(2H, d, J=8.5Hz), 6.72 (2H, s), 5.79 (2H, s), 4.60-4.40 (1H, m), 4.17 (2H, t. 
J=6.5Hz), 3.68 (3H, s), 3.00-2.50 (2H, m), 2.96 (6H, s). 2.81 (2H, t, 
J=6.5Hz), 2.35 (6H, s) e 

15 nmmi 5(52) 

N- (2- (4-* h*->7x-;i/) x^fl/**^) #/u**^;u-3 - 
7 ^y_ 4 _ t ^V_5_ ( 5 _ (2, 6-'^f^-4-^W5 
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• HCI 



TLC : R f 0.25 (^nD^;i,A:^y-;i/:SK=4 8:1:1) ; 
NMR(DMS0-d6): S 7.88 (1H, d, J=8.0Hz), 7.16 (2H, d, J=8.5Hz), 6.81 
5 (2H, d, J=8.5Hz), 6.64 (2H, s), 5.57 (2H, s), 4.62-4.43 (1H, m). 4.28-4.10 
(2H, m), 3.68 (3H, s), 3.00-2.60 (2H, m). 2.96 (6H, s), 2.84 (2H, t, J=7.0Hz), 
2.31 (6H, s)o 

nmm 15 (53) 

N— (4- (4 -* h^v7x-;i/) 7^;i/**>') iDVK-^- 3 - 
10 75y-4-t + V-5 - (5- (2, 3, 6 — h } ) & DD7x-^f t) 




15 tlc : R f 0.67 (* dd**a : * * ; -)v : tK= 4 o : l o : l) : 

NMR(DMS0-d6): S 7.82 (1H, d, J=8.8Hz), 7.69 (1H, d, J=8.8Hz), 7.49 
(1H, m), 7.06 (2H, d, J=8.6Hz), 6.78 (2H, d, J=8.6Hz), 5.93 (2H, m), 4.46 
(1H, m), 3.97 (2H, m), 3.68 (3H, s), 2.57 (2H, m), 2.49 (2H, m), 1.53 (4H, 
m) 0 
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mmm 15 (54) 

N _ ( 4 _ (4 _pt |>i|rv7x-;P) 7f;v*^y) ii)V$-)V-z - 

7 ^y_ 4 _^^V_5_ (5- (2, 3, 6-h^OD7x^ft) 




tlc : R f 0.56 (^do*^a :^^y-;H7K=4 o : l o : l) ; 

NM R(DMSO-d6): S 7.87 (1H, d, J=8.8Hz), 7.71 (1H, d, J=8.8Hz), 7.63 
(1H, m), 7.06 (2H. d, J=8.6Hz), 6.80 (2H, d, J=8.6Hz), 5.80 (2H, m), 4.57 
(1H, m), 4.05 (2H, m), 3.70 (3H, s), 2.67 (2H, m), 2.50 (2H, m), 1.57 (4H, 
m) 0 

%mm 15(55) 

N _ ( 4 _ (4-n#y7x-^) ff-t^ir^i/) ii^X-fr-z - 
7^/-4-**7-5- (5- (2, 6-^DD-4-^W5 

H 3 q 
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TLC:Rfo.6i (^nn*^A :^^y-/u:*=4 o : l o : l) ; 

NM R(DMS0-d6) : S 7.68 (1 H, d, J=8Hz), 7.08 (2H, d, J=8.4Hz), 6.86 
(2H, s), 6.80 (2H, d, J=8.4Hz), 5.86 (2H, s), 4.54 (1H, m), 4.01 (2H, m), 
3.70 (3H, S), 2.99 (6H, s), 2.80-2.48 (4H, m), 1.57 (4H, m)» 

mmmi 5 (5 6) 

N— (4- (4-^ h*v7x-;i/) ^**v) U frtf-fr- Z - 
7?y-4-t^V-5- (5- (2, 6-y^D-4-^f;V75 




tlc : R f 0.53 (^dd*w :>?/-*:*=40: 10:1) ; 

NMR(DMSOd6) : * 7.61 (1H, d, J=8Hz). 7.04 (2H, d, J=8.4Hz), 6.84 
(2H, s), 6.78 (2H, d, J=8.4Hz), 5.71 (2H, s), 4.52 (1H, m), 4.02 (2H, m), 
3.69 (3H, S), 2.98 (6H. s), 2.63 (2H, m), 2.49 (2H, m), 1.56 (4H. m)o 

mmmi 5 (5 7) 

N- (2- (4 -^f-;uf-rV-^-5 --f )u) if^^-^y) 
-;w-3 -T3 /-4 -**7-5 - (5- (2, 6-^no7x;;P 
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TLC:Rfo.42 (?dd*m:^^-^:*=40:io:D ; 

NMR (DMSO-d6) : S 12.40 (1H, brs), 8.81 (1H, s), 7.88 (1H, d, 
5 J=7.6Hz), 7.70-7.51 (3H, m), 5.94 (2H, S), 4.59 (1H, m), 4.18 (2H, t. 
J=6.2Hz), 3.08 (2H, t, J=6.2Hz), 2.79 (1H, dd, J=17Hz, 5.8Hz), 2.58 (1H, 
dd, J=17Hz, 7.2Hz), 2.33 (3H, s)„ 
nmWl 5 (5 8) 

N- (2- (4-^W7y-^-5--f^) if^ + y) UfrX 
10 -75 V-4-**7-5 - (5- (2, 6-^OD7xifl/ 




15 TLC : R f 0.35 a o : * * y : tK= 4 0 : l 0 : l) ; 

NM R (DMSO-d6) : 8 8.79 (1H, s), 7.83 (1 H, d, J=8Hz), 7.70-7.52 (3H, 
m), 5.75 (2H, m), 4.60 (1H, m), 4.19 (2H, m), 3.10 (2H, t, J=6.4Hz), 2.71 
(2H, m), 2.32 (3H, s)o 

mmm is (59) 

20 N- (2-7x-;Vxf^ft) **#-A'-3-73y-4-*4rV 
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- 5 - (5- (2, 6-^tiD7x-W) t Y -4 A/) 




TLC:Rfo.63 (^dd*w :> 9 j -a< :tK=4 o : l 0 : l ) ; 

NMR(DMSO-d6) : S 8.69 (1H, m), 7.70-7.53 (3H, m), 7.32-7.16 (5H, 
m), 5.91 (2H, s), 4.73 (1H, m), 3.09 (2H, m), 2.84 (2H, m), 2.55 (2H. m) 0 

nmmi 5 (6 o) 

- 5 - (5- (2, 6-v?DD7x-m) r h^V-fl/- 1 -4 ^) 




15 

TLC:Rfo.5i (?od*w ?y-;i/:*=4 o : l o : l) ; 

NMR(DMS0-d6) : S 8.85 (1H, m), 7.68-7.50 (3H, m), 7.23-7.14 (5H, 
m), 5.84 (2H, s), 4.76 (1H, m), 3.04 (2H, m), 2.82 (2H, m), 2.65 (2H, m)„ 

%mm \ 5(6i) 

20 N- (2-7x-;vxfjPf*) #;k#-rt'-3-75y-4-**7 
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-5- (5- (4- (fcfo'J>>>- 1 ->f JM*-*) 7i;)l/ft) t Y 




TLC:Rf0.39 (^un*;UA:^^y-JH*=4 o : 1 o : l) ; 

NMR(DMS0-d6) : 5 9.02-8.80 (1H, m), 7.66 (2H, d, J=8.5Hz), 7.50 
(2H, d, J=8.5Hz), 7.40-7.10 (5H, m), 5.98 (2H, s). 4.90-4.75 (1 H, m), 4.32 
(2H, s), 3.60-2.93 (6H, m), 2.93-2.55 (4H, m), 2.00-1.80 (4H, m) 0 
\ 5 (6 2) 

-5 - (5- (4- (t'D'Jy>-l-f;MfA') 7i-m) tY 




tlc : R f 0.36 (?an*w : * * y -ju : tK= 4 o : l o : l ) ; 

NMR(DMS0-d6): 8 9.04-8.95 (1H, m), 7.65 (2H, d, J=8.2H), 7.57 (2H, 
d, J=8.2Hz), 7.33-7.10 (5H, m), 5.76 (2H, s), 4.90-4.70 (1H, m), 4.32 (2H, 
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s), 3.60-2.95 (6H, m), 2.95-2.54 (4H, m), 2.05-1.90 (4H, m) 0 

mmmi 5 (6 3) 

N- (2- (4-^f^f7V-^-5-^) xf^ft) 
;l/ _ 3 _ 7 = y_4-^-4rV-5- (5- (2, 6-y?OD7x^f 




TLC:Rfo.38 (^dd^;i/A :^ ^y-;i/:7K=4 o : l o : i) ; 

NMR(DMSO-d6) : <? 12.53 (1H, brs), 8.95 (1H, d, J=7.4Hz), 8.79 (1H, 
s), 7.70-7.50 (3H, m), 5.99 (1H, d, J=1 8.0Hz), 5.88 (1H, d, J=1 8.0Hz), 4.82 
(1H, m), 3.04 (4H, s), 2.83 (1H, dd, J=1 7.0Hz, 5.6Hz), 2.65 (1H, dd, 
J=17.0Hz, 7.0Hz), 2.32 (3H, s)„ 

mmmi 5 (6 4) 

N- (2- (4-^W7 , /-^-5->fJV) if^ft) 
)l-3-T<;-4-**V-5- (5- (2, 6-y^n7i-)Pf 
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TLC : R f 0.31 (?no*;i/A 9 ;-)V\fc=A 0: 10:1) ; 

NMR(DMSO-d6) : 6 9.07 (1 H, d, J=7Hz), 8.79 (1H,s), 7.69-7.52 (3H, 
m), 5.87 (1 H, d, J=17Hz), 5.74 (1 H. d, J=17Hz), 4.86 (1 H, m). 3.06 (4H, s), 
2.89 (1H, dd, J=17Hz, 5.8Hz), 2.75 (1H. dd, J=17Hz, 7Hz), 2.28 (3H, s)o 

5 %mmi 5 (6 5) 

N- (7*)l>Tt) *^-^-3-7^-4-t#V-5- (5- 
(2, 6 -y?nD7x-^ft) TYyV-fr-Z-J fr) ^> 9 




10 

tlc : R f 0.58 (^on*w:^y-;K*=4 o : l o : l) ; 

NMR(DMSO-d6) I 8 8.74 (1H, d. J=6.8Hz), 7.70-7.51 (3H, m), 5.90 
(2H, s), 4.75 (1H, m), 2.82 (2H, t, J=7.2Hz), 2.67 (2H, m), 1.51 (2H, m), 
1.33 (2H, m), 0.87 (3H, t, J=7.2Hz)„ 
15 %mm \ 5 (6 6) 

N— (f^-Pf-t) UfcX-fr- 3-7 5V-4-**V-5- (5 - 
(2, 6-y^nD7i-m) t h 1 -<tfr) s<>?>m 




20 
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tlc : R f 0.43 (?dd*u ^y-in*=4 o : i o : i ) ; 

NMR(DMSO-d6) I 8 8.80 (1H, d, J=6.6Hz), 7.69-7.51 (3H, m), 5.82 
(2H, m), 4.76 (1 H. m), 2.82 (2H, m), 2.67 (2H, m), 1 .49 (2H, m), 1 .31 (2H, 
m), 0.80 (3H, t, J=7.2Hz) 0 

%$mi 5 (6 7) 

N- (2- (4->Kv7i-jv) x.?)V*t) *;w**-;i/-3-7 
= y_ 4 _^-^V-5- (5- (2, 6-y^n7z^ft) Thy 




tlc : R f 0.52 (?nn**A:^^;-*:*=40:io:i) ; 

NMR(DMSO-d6) : 5 12.05 (1H, brs), 8.82 (1H, m), 7.70-7.66 (3H, m), 
7.59-7.54 (1 H, m), 7.14 (2H, d, J=8.4Hz), 6.83 (2H, d. J=8.4Hz), 5.81 (2H, 
m),4.78 (1H, m), 3.70 (3H, s), 3.05 (2H, m), 2.86-2.75 (3H, m), 2.62 (1H, 
dd, J=17Hz,8Hz)o 

%mm \ 5 (6 8) 

N- (2- (4-^^'>7x-M xf-jl/?-*) % )Vt$=-)V— 3 — T 
* y _ 4 _**y_5_ (5- (2, 6-^DD7xiW) fl>7 
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TLc:Rfo.4o (^do^^a :p»^y-^:*=4 o : 1 o : 1) ; 

NM R (DMSOd6) : 8 1 2.36 (1 H, brs), 8.99 (1 H, d, J=7.4Hz), 7.70-7.65 
5 (2H, m), 7.59-7.51 (1 H, m), 7.1 1 (2H, d, J=8.6Hz), 6.79 (2H, d, J=8.6Hz), 
5.89-5.69 (2H, m), 4.84 (1H, m), 3.69 (3H, s), 3.09-3.02 (2H, m), 2.94-2.61 
(4H, m) 0 

mmmi 5 (6 9) 

N _ ( 3 _ dfy -y( )V) -fu\£)\,**v) i])\,#=-)V-Z 

10 -7?y-4-t^V-5- (5- (2, 6-^OD7x;W) T 




15 TLC : Rf 0.40 (?an*M : * * y : gfc&= 1 8:1:1) ; 

NMR(DMSO-d6) : 5 8.71 (2H, d, J=5.0Hz), 7.75-7.48 (3H, m), 7.40 
(1H, m), 7.32 (1H, t. J=5.0Hz), 5.99 (2H, br), 4.48 (1H, m), 4.07 (2H, m), 
2.94 (2H, m), 2.59 (2H, br), 2.06 (2H, m)„ 

nmmi 5 (70) 

20 N- (3- (fc?V ^Vy-2-4 -fv\£)V***/) 3 
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-7^-4-^^7-5- (5- (2, 6-^OD7x-;l/f*) r 




5 

tlc : R f 0.36 (^dd^a ^y-;w:ftS?= l 8 : l : D ; 

NMR(DMSO-d6) : * 8.66 (2H, m), 7.74-7.46 (4H, m), 7.29 (1H, m), 
5.83 (2H, br), 4.50 (1H, m), 4.09 (2H, m),2.94 (2H, m), 2.63 (2H, m), 2.06 
(2H, m) 0 

10 nmmi 5(71) 

N- (2- (4-7*f^7^7x-;V) x-f;U?-*) U)Vtf=.)V- 
3-75>-4-**V-5- (5- (2, 6-y?OD7x-m) 




tlc : R f 0.30 (?dd*h 1 8 : 1 : 1) ; 

NM R(DMSO-d6): 5 9.86 (1H, s), 8.77 (1H, d, J=7.4Hz), 7.75-7.40 (5H, 
m), 7.13 (2H, d, J=8.2Hz), 5.90 (2H, brs), 4.83-4.63 (1H, m), 3.04 (2H, t, 
20 J=7.3Hz), 2.77 (2H, t, J=7.3Hz), 2.70-2.50 (2H, m), 2.01 (3H, S)o 
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mmm 15 (72) 

N- (2- (4-7W7^7x-;l/) #;l/**-;t>- 
3 -T ^ V - 4 -**V-5 - (5- (2. 6-y^D7x-m) 

r h?*/-*- 1 -- f*) 

5 




tlc : R f 0.24 (^DD*u:^^-^:ft»=i 8:1:1) ; 

NMR(DMSO-d6): 5 9.85 (1H, s). 8.88-8.76 (1H, m), 7.70-7.50 (3H, m), 
1 0 7.44 (2H, d, J=8.2Hz), 7.09 (2H, d, J=8.2Hz), 5.82 (2H, brs), 4.82-4.64 (1 H, 
m), 3.13-2.90 {2H, m), 2.90-2.68 (2H. m), 2.68-2.54 (2H, m), 2.01 (3H, s) 0 

mum I 5 (7 3) 

N-7'f;i/t^y*^-il'-3-7^-4-t^y-5-(5-(2 ( 
6-^nD7i-^ft) rYyV-)V-2-4 )V) ^>*>$ 

15 




TLC : R f 0.55 (*oo*;l/A \ * 9 J -)\< A 0 : 1 0 : 1) ; 
NMR(DMSO-d6): S 7.70-7.51 (3H, m), 5.93 (2H, s), 4.54 (1H, m), 4.00 
20 (2H, t, J=6.6Hz), 2.77-2.55 (2H, m), 1 .55 (2H, m), 1 .29 (2H, m), 0.89 (3H, t, 
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J=7.4Hz) 0 

mmmi 5 (74) 

N -3 -7$ S-4-**V-5 -(5 -(2, 



TLC:Rf0.48 (^no*M :> :tK=4 0 : l 0 : l) ; 

NMR(DMSO-d6): d 7.70-7.52 (3H, m), 5.80 (2H, s), 4.56 (1H, m), 4.01 
1 0 (2H, m), 2.67 (2H, m), 1 .55 (2H, m), 1 .30 (2H, m), 0.86 (3H, t J=7.4Hz) 0 
%mi 5 (7 5) 

N- {7u\£)\,+t) U)\s#-)V-Z-7\ S-4-**V-5- (5 
- (2, 6 - •/?OD7x-;Pft) r YyV-)V-2 -4 JU) 



TLC:Rfo.39 (?dd*m ^y-;u:l^K=9 4 : 3 : 3) ; 

NMR(DMSO-d6) : 5 8.61 (1H, d, J=7.0Hz), 7.70-7.49 (3H, m), 5.95 
20 (2H, brs), 4.75-4.58 (1H, m), 2.78 (2H, t, J=7.2Hz), 2.57 (2H. brs), 1.63- 



5 




15 
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1 .40 (2H, m), 0.90 (3H, t, J=7.4Hz) 0 

mnm \ 5 (7 6) 

N- (7"D^ft) *;^'-JP-3-7^-4-t^y-5- (5 
- (2, 6 -v>*nn7jc-;Wf-*) r h 9'/-*- 1 -4 *0 ^>*> 
5 $ 




TLC:Rf0.30 (*od*/i>a :^ ?y-JK^S=9 4 : 3 : 3) ; 
10 NMR(DMSO-d6) : 5 8.85-8.68 (1H, m), 7.70-7.50 (3H, m), 5.83 (2H, 

brs), 4.80-4.58 (1H, m), 2.90-2.68 (2H, m), 2.63-2.54 (2H, m), 1.65-1.40 
(2H, m), 0.86 (3H, t, J=7.2Hz)„ 

mmmi 5 (77) 

N- (4 yfu\£)}y^t) *lM?-/U-3-7$y-4-**V-5- 
15 (5- (2, 6-^DD7x-m) t h 2 




20 TLC'RfO.36 o D *PM> : * 9 J \ Bfc®= 9 4 : 3 : 3 ) ; 
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NMR(DMSOd6) : 3 8.75 (1H, d, J=7.0Hz), 7.80-7.50 (3H, m), 6.05- 
5.80 (2H, m). 4.90-4.71 (1H, m), 3.49 (1H, sep, J=6.8Hz), 2.92-2.53 (2H, 
m), 1.27 (6H, d, J=6.8Hz) 0 

%mm \ 5 (7 8) 

(5- (2, 6-^D07x-;^*) 7- Y 1 -4 )V) ^.y 



TLC:Rfo.30 (^dd^w :ft$=9 4 : 3 : 3) ; 

NMR(DMSO-d6) : d 9.03-8.75 (1H, m), 7.80-7.50 (3H, m), 5.76 (2H P 
brs), 4.90-4.70 (1H, m), 3.52 <1H, sep, J=6.6Hz), 2.95-2.63 (2H, m), 1.28 
(6H, d, J=6.6Hz) 0 

mmmi 5 (79) 

N— (2-^ h+yxf^#y) 3-757-4-** 
V - 5 - (5- (2, 6-y?OD7x-*fi) r h y V- ;U - 2 - 'f 
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tlc : R f 0.43 (^dd*m:^^-^:*=4 0:10:1) ; 

NMR(DMSO-d6) : S 12.50 (1H, s), 7.93 (1H. d, J=7.8Hz), 7.71-7.66 
(2H, m), 7.59-7.51 (1H, m), 5.97 (2H, s),4.58 (1H, m). 4.13 (2H, m), 3.51 
(2H, t, J=4.4Hz), 322 (3H, s), 2.80 (1H, dd. J=1 6.8Hz, 5.8Hz), 2.58 (1H, 
dd, J=1 6.8Hz, 4.8Hz) 0 

mmmi 5 (8 0) 

y - 5 - {5- (2, 6-^DD7x^f-t) f- h7 V-^- 1 -4 




TLC: Rf 0.34 (^dd*w :> *y-;K*=4 0 : 1 0 : 1) ; 

NMR(DMS0-d6): $ 12.00 (1H, s), 7.92 (1H, d, J=7Hz), 7.70-7.66 (2H, 
m), 7.60-7.53 (1 H, m), 5.77 (2H, m), 4.60 (1H, m), 4.15 (2H, m), 3.53 (2H, 
m), 3.25 (3H, s), 2.74 (2H, m) 0 

%mmi 5(81) 

N _ (2-y^DAi|fy;i/if;i'* + v) 3 -7 5 J - 4 

- * * V - 5 - (5- (2, 6-f?DB7iiJl/f*) f F7 4 /-;V- 
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TLC:Rfo.35 (^nD*;^:^^^-^:ft^=95:3:2) ; 

NMR(DMS0-d6) : 8 12.46 (1H, s), 7.78 (1H, d, J=7.6Hz), 7.73-7.50 
(3H, m), 5.96 (2H, s). 4.65-4.46 (1H, m), 4.04 (2H, t, J=6.4Hz), 2.88-2.50 
(2H, m), 1.80-0.78 (13H, m) 0 

mmm 15 (82) 

-**V-5- (5- (2, 6-y^on7i-Ht) r h 7 
1 ->f/u) >B£ 




TLC:Rf0.25 (*nn#*A:**>'-A':fttt=9 5": 3 :2) ; 

NMR(DMSO-d6) I 5 12.53 (1H, s), 7.92 (1H, d. J=7.6Hz), 7.77-7.50 
(3H, m), 5.80 (2H, s), 4.73-4.50 (1H, m), 4.13-3.92 (2H, m), 2.85 (1H, dd, 
J=17.0, 5.4Hz), 2.29 (1H, dd, J=17.0, 6.6Hz), 1.80-0.70 (13H, m) e 

nmmi 5 (8 3) 

-5- (5- (2, 6-'^nn7i-Ht) f h 7 2 ->f ;W) 
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5 TLC:Rfo.3i (^no*;uA :^ ^y-;w:ftg?=9 5 : 3 : 2) ; 

NMR(DMSO-d6) I S 12.40 (1H, brs), 7.77 (1H, d, J=7.6Hz), 7.75-7.50 
(3H, m). 5.95 (2H, s), 4.65-4.45 (1H, m), 3.82 (2H, d, J=5.8Hz), 2.90-2.50 
(2H, m). 1.80-0.80 (11H, m) 0 

nmmi 5 (8 4) 

-5 - (5 - (2, 6-^DD7i-W) r h 7 1 -4 




15 

TLC:Rfo.24 (^00*^:^^-^:^=95:3:2) : 

NM R (DMSO-d6) : $ 12.53 (1 H, brs), 7.92 (1 H, d, J=7.6Hz), 7.74-7.52 
(3H, m), 5.80 (2H, s), 4.70-4.56 (1H, m), 3.96-3.73 (2H, m), 2.85 (1H, dd, 
J=17.0, 6.2Hz), 2.70 (1H, dd, J=17.0, 6.5Hz), 1.80-0.80 (11H, m) 0 

20 nmmi 5 (8 5) 
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N- (2-7xxj|/xfH^y) 3-7?;-4-i^ 
V-5- (5- (2. 6-y^nD7xzW) r h 7 2 - 




TLC : R f 0.49 (^nn^;Ui, :^ ^y-;u:7K=4 0: 10:1) ; 
NMR(DMSO-d6): S 7.69-7.50 (4H, m). 7.32-7.13 (5H, m), 5.85 (2H. s), 
4.52 (1H, m), 4.22 (2H, m), 2.88 (2H, t, J=7.0Hz), 2.64 (2H, m) 0 
10 Hifcflll 5 (8 6) 

N- (2-7x-;l/xf ji/t^y) fi^tf-)]/- 3 -7 ^ J - 4 -t * 
V-5- (5- (2, 6-v^DD7i-W) r h7V*-^- 1 -4 




tlc : R f 0.29 (^Dn*^A:^;-;K*=4 o : l o : l ) ; 

NMR(DMS0-d6) : 8 7.83 (1H, d. J=7.0Hz), 7.70-7.66 (2H, m), 7.60- 
7.52 (1H, m), 727-7 AG (5H, m), 5.71 (2H, s), 4.59 (1H, m), 4.27 (2H, m), 
20 2.91 (2H, t, J=6.8Hz), 2.70 (2H, m) 0 
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nmm 15 (87) 

N-7f-;i'**v#fl"K->l'-3 -7 5 J- A -**7-5-(5-(2, 



tlc : Rf 0.25 (*no*;i/A : p< :&$= 1 8:1:1) : 

NMR(DMSO-d6) : S 10.49 (1H, s), 7.87 (2H, s). 7.68 (1H, d, J=7.4Hz). 
10 5.91 (2H, S). 4.62-4.45 (1 H. m), 3.99 (2H, t, J=6.4Hz), 2.80-2.50 (2H, m), 
2.10 (3H, S), 1.64-1.20 (4H, m), 0.88 (3H, t, J=7.2Hz) 0 
gttff 1 5 (8 8) 

N-7'^;u**>':fr;l'*K->U-3 -7 5 y-4-**V-5-(5-(2, 
15 *) 



TLC : R f 0.15 (^nn*M:^^-;i':ffig!= l 8 : l : l) : 




NHCOCHg 




NHCOCH3 



491 



WO 97/24339 



PCT/JP96/03801 



NMR(DMS0-d6) : 8 10.60 (1H, s), 7.87 (2H, s), 7.69 (1H, d, J=8.4Hz), 
5.76 (2H, s), 4.60-4.45 (1 H, m), 4.07-3.92 (2H, m), 2.73-2.53 (2H, m), 2.10 
(3H, S), 1.65-1.20 (4H, m), 0.86 (3H, t, J=7.2Hz)„ 

nmmi 5 (8 9) 

N- (2- (4 -v7y 7x-;u) x^;i/**v) * 3 - 7 
5^-4-^*7-5- (5- (2, 6-y?OD7x-W) f l>7 




tlc : Rf 0.44 (^DD-t;^:^^;-^:SS=i 8:1:1) ; 

NMR(DMS0-d6) : 8 12.47 (1H, br), 7.84 (1H, d, J=7.0Hz), 7.79-7.37 
21 V 7.17 (£-fc-£T 7H, m), 5.94 5.87 (& * 1H, & * d, 

J=1 6.0Hz), 4.55 (1 H, m), 4.25 (2H, t, J=7.0Hz), 3.00 (2H, t, J=7.0Hz), 2.76 
W 2.60 1H, dd, J=16.5, 6.0Hz)o 

%Mm 15 (90) 

N- (2- (4- , >7;7i-^) xf^t^fy) *;W^-;U-3-T 
57-4-^*7-5- (5- (2, 6-^DD7i-;i/f*) f l>7 

1 ->f ;w) so?y& 
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TLC : R f 0.40 (?dd*;i/A : > * y-*' : ftR= 1 8 : l : l) ; 

NMR(DMSO-d6) : S 7.91 (1H, d, J=7.5Hz), 7.79-7.41 JkXf 7.30-7.08 
{&t>*£X 7H, m) 5.71 (2H, brs),4.59 (1H, m), 428 (2H, t, J=6.5Hz), 3.01 
(2H. t J=6.5Hz), 2.73 (2H, m) 0 

mmmi 5(91) 

N- (2- (4 -*/VJ 7x-;U) x-f;l/**v) 3 -7 

<;-4-t*V-5 - (5- (2. 6-^on-4->Wx-^ 




tlc : R f 0.56 (^nn*n:>^-/n*»= l 8 : l : l) ; 

NMR(DMSOd6) : 3 12.6-12.3 (1H, br), 7.82 (1H, m), 7.74 (2H, d, 
J=8.0Hz), 7.53 (2H, s), 7.48 (2H, d, J=8.0Hz), 5.90 (2H, brs), 4.53 (1 H, m), 
4.26 (2H, t, J=6.5Hz), 2.99 (2H, t, J=6.5Hz), 2.65 (2H, m), 2.35 (3H, s)o 

mmmi 5 (92) 

N- (2- (4-v7/7x-;w) xfji't+y) * 3 - 7 
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U-4-t^V-5- (5- (2, 6-> 7 ?OD-4-*f-Jl'7x~;t' 




5 

tlc : R f 0.49 (^nD*j^:^;-^:SK= l 8 : l : l) ; 

NMR(DMSO-d6) : S 7.86 (1H, m), 7.72 (2H. d, J=8.0Hz), 7.52 (2H, s), 
7.47 (2H. d, J=8.0Hz), 5.71 (2H, br), 4.58 (1H, m), 4.28 (2H, t, J=6.5Hz), 
3.00 (2H, t, J=6.5Hz), 2.72 (2H, m), 2.36 (3H, s) e 

10 nmmi 5(93) 

- 5 - (5- (2, 6-'^Dn7x-^f^) fh7 , /-^-2-'fM 




tlc: Rf 0.53 (*od*^a :**y-;i':7k=4 0 : 1 0 : 1) ; 

NMR(DMS0-d6) : d 12.50 (1H,brs), 8.89 (1H,d,J=7.0Hz), 7.70-7.66 
(2H, m), 7.55 (1H,dd, J=92Hz, 6.6Hz),6.00 (1H, d,J=1 8.0Hz), 5.89 (1H, 
20 d, J=1 8.0Hz), 4.79 (1 H, m), 3.45 (2H, t, J=6.6Hz), 3.24 (3H, s), 2.98 (2H, t, 
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J=6.6Hz), 2.82 (1H, dd, J=17.2Hz, 5.6Hz), 2.64 (1H, dd, J=17.2Hz, 7.0Hz) o 

%mm 15 (94) 

- 5 - (5- (2, 6-v^ao7x^;i/f*) r b 5 1 -4 AO 

5 




TLC : R f 0.34 (^dd*w :^ ^y-;u :tK=4 0 : l o : l ) ; 

10 NMR(DMSOd6) I 5 8.88 (1H, d, J=6.2Hz), 7.70-7.51 (3H, m), 5.80 

(2H, S), 4.79 (1H, m), 3.43 (2H, t, J=6.8Hz), 3.20 (3H, s), 3.00 (2H, t, 
J=6.8Hz), 2.70 (2H, d, J=5.8Hz) 0 
%MM 15 (95) 

N- (2- (2-* h**>xf-***$0 ^^t+y) 
15 3-73y-4-**V-5- (5 - (2, 6-/^nD7x-m) 




20 TLC : R f 0.40 (* n o*A/A : * 9 J -» : *= 4 o : l o : l) ; 
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NMR(DMS0-d6) : S 7.85 (1H, m), 7.71-7.67 (2H. m). 7.60-7.52 (1H, 
m), 5.94 (2H, s), 4.55 (1H, m), 4.12 (2H, m), 3.58 (2H, m), 3.50 (2H, m), 
3.43 (2H, m), 3.22 (3H, s), 2.82-2.55 (2H, m) e 

mmmi 5 o 6) 

N- (2- (2-^h*yxf^*+v') xfil/t^rv) 
3 -75 y-4 -**V-5- (5- (2, 6-y^DD7xzW) 




TLC:Rfo.3i (?oo*^i :^ ^y-;H7K=4 o : 1 o : l) ; 

NMR(DMSO-d6): 8 7.76-7.55 (4H, m). 5.81 (2H, s), 4.55 (1H, m), 4.13 
(2H, m), 3.59 (2H, m), 3.56 (2H, m), 3.40 (2H, m), 3.21 (3H, s), 2.66 (2H, 
m) 0 

mmm 15 (97) 

N- (2-7x-JPxW*) *J^-^-3-75y-4-t+V 
-5- (5- (2-?oo7x-;i/ft) t Y7V-)V-2-4 ;u) 
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tlc:R£o.49 (^dd**a:>?/-*':*=40:io:i) ; 

NMR(DMSO-d6) : S 12.58 (1H, m), 8.91 (1H, d, J=7.0Hz), 7.63-7.59 
(1 H, m), 7.43-7.1 7 (8H, m), 6.05 (1 H, d, J=1 8.0Hz),5.94 (1 H, d, J=1 8.0Hz), 
4.83 (1H, m), 3.10 (2H, m),2.89-2.79 (3H, m), 2.67 (1H, dd, J=1 7.0Hz, 
5 7.0Hz) o 

mmmi 5 (98) 

_ 5 _ (5 _ (2-^DD7x^ft) r h 1 -4 ;i>) ^> 

10 




tlc : R f 0.40 (?no*;vA:**y-;i/:7fc=4 0:10:1) ; 

NMR(DMSO-d6) : S 8.81 (1H, m), 7.58 (1H, d, J=7.0Hz), 7.53-7.37 
15 (3H, m), 7.24-7.20 (5H, m), 5.80 (2H, s), 4.76 (1 H, m), 3.05 (2H, m), 2.81 
(2H. m), 2.62 (2H, m) 0 

mmmi 5 (9 9) 

N- (2 -7-tef-;U7 5 yxf^ft) *^#-;u-3-7 5 y-4 - 
**7-5- (5- (2, 6-v^D7x-W) r h7 7-^-2 
20 s<>9>® 
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TLC:R£0.41 (^on*M : * * ^ -rt' : 8 : 1 : 1) ; 

NMR(DMSO-d6) : 8 8.67 (1H, d, J=6.4Hz), 8.06 (1H, d, J=5.8Hz), 
7.74-7.60 (3H, m), 5.98 (2H, brs), 4.80-4.55 (1H, m), 3.18 (2H, dt, J=6.4, 
5.8Hz), 2.86 (2H, t, J=5.8Hz), 2.65-2.50 (2H, m), 1.78 (3H, s)„ 

nmn 5 (ioo) 

N — (2-7-bf-^7^xfj|/ft) iifrtf=.)V- 3-75^-4 - 
**V-5- (5- (2, 6 -v 7 ? DD7x-;i'ft) fh7 , /-^-l 




TLC:Rfo.33 (^od*m : > ?;-;k»K=8 : l : 1) ; 

NMR(DMSOd6) : 8 8.90-8.73 (1H, m), 8.10-8.00 (1H, m), 7.75-7.48 
(3H, m), 5.84 (2H, brs), 4.80-4.60 (1H, m), 3.24-3.10 (2H, m), 3.00-2.75 
(2H, m), 2.65-2.50 (2H, m), 1.77 (3H, s) 0 

%MM 15 (10 1) 

N- (2-7-bf^75;if^t + '» -75 J- 4 

-**V-5- (5- (2, 6-y^D7i-W) 7^7-^- 
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2 ->f ;w) >B£ 




5 TLC:Rf0.49 n n*;i/A : ^ * J -fr : 6 : 4 : l ) ; 

NMR(DMSO-d6) : 8 12.40 (1H, m), 7.96 (1H, m), 7.78-7.50 (4H. m), 
5.96 (2H, m), 4.57 (1H, m), 4.00 (2H, m), 326 (2H, m), 2.70 (2H, m), 1 .80 
(3H, s) 0 

%mm \ 5 (102) 

10 n- (2 -r-bf-^T? ;xf-;l/***» iDVX-lV- 3-7^-4 
V- 5 - (5- (2, 6-y^D7x^ft) x h^V-^- 




15 

TLC:Rfo.45 (*nn*;i>A : * : *=6 : 4 : l) ; 

NMR(DMSO-d6) I S 8.00 (1H, m), 7.70-7.52 (4H, m), 5.81 (2H, m), 
4.57 (1H, m), 4.03 (2H. m), 3.29 (2H, m), 2.70 (2H, m). 1.81 (3H, s) 0 

nmmi 5 (103) 

20 N _ (2- (2-^ h*S/xf-^**-» *JM?-*-3 
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-7^-4-t^V-5- (5- (2, 6-^^D7i-;i/ft) 7- 




5 

tlc : R f 0.41 (^do**a :* ^y-;n^=4 0:10:1) : 

NMR(CDCI3) : <5 7.60-7.20 (4H, m), 6.20-5.40 (2H, m), 5.00-4.60 (1H, 
m), 3.80-3.40 (6H, m), 3.29 (3H, s), 3.20-3.00 (2H, m), 2.60-2.20 (2H, m) 0 
%MW 15 (10 4) 
10 N— (2- (2-^f + ->if/l't#v') if^ft) *;i/**-;i/-3 
-737-4-** y -5- (5- (2, 6-^OD7xzW) r 




TLC : R f 0.34 (^on*;^:^^-Jv:^=4 0 : 1 0 : 1) ; 

NMR(CDCI3) : 8 8.00-7.50 (1H, m), 7.50-7.20 (3H, m), 6.20-5.20 (2H, 
m), 5.00-4.60 (1H, m), 3.80-3.40 (6H, m), 3.32 (3H, s), 3.20-3.00 (2H, m), 
2.80 (2H. brs) 0 

20 mmmi 5 (105) 
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N- (2-7x-A'XWt) *^-;v-3-7$;-4-t#v 
_ 5 _ ( 5 _ ( 7 x-;vft) r yy^-fr-z-J fr) 



tlc : R f 0.61 (^dd*w :^^y-;n*=4 o : i o : i) ; 

NMR(Acetone-d6) : 8 7.56-7.51 (2H, m), 7.42-7.38 (3H, m), 7.27 (5H, 
s),7.18 (1H, m), 6.05-5.83 (2H, m), 5.01 (1H,m), 3.18 (2H, m), 2.96-2.89 
(4H, m) 0 

10 nmi 5 (io6) 

N- (2 -7x-)Pxf^ft) *;^;l/-3-7 5 V-4 -^"^V 
- 5 - (5- (7x;jVft) r h7 7-^- 1 -'f fr) ^>?>® 



tlc : R f 0.45 (^on*u :> ^/-^:tK=4 o : i 0 : i ) ; 

NMR(Acetone-d6) : 8 7.60-7.55 (2H, m), 7.42-7.39 (3H, m), 7.25 (5H, 
s), 7.17 (1H, m). 5.89-5.63 (2H, m), 5.02 (1H, m), 3.20 (2H, m), 2.96-2.88 
(4H, m) 0 

20 mmmi 6 (1) -1 6 (4) 



" O N*,/ * 



5 
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N- ( (N- (3-7x-;^Db't-M -L-AU — L — 7 
7-^) -3-7S/-4-**7-5-7 , a*'0*>® • t-7f-;u 

x t. f ;w oft t> o tc ffl n 1- -5 r o * \ t ® n 1- z> t \ ? v- >vit£ m 

5 fz 0 

%1foM 16(1) 

N- (2— (4-^h+^f-A't+>'7i-iP) Jif-;U^^rv) * ;w 
#z;b-3-7^-4-t^V-5- (5- (2, 6-y^DD7x- 

10 




TLC:Rfo.60 :S^f^=i : D ; 

NMR(CDCI3) : S 7.44 (2H, d, J=7.4Hz), 729 (1H, m), 7.14 (2H, d. 
15 J=8.4Hz), 6.96 {2H, d, J=8.4Hz), 5.83 (1H, m), 5.70 (1H, d, J=17.4Hz) t 
5.51 (1H, d, J=1 7.4Hz), 5.12 (2H, s), 4.59 (1H, m). 4.35 (2H, m), 3.45 (3H. 
s), 3.02-2.87 (3H, m), 2.66 (1H, dd, J=17Hz, 5.0Hz), 1.42 (9H, s)„ 

nmmi 6 (2) 

N- (2- (4 -* h*^^f-JU***>7i— >u) xf^t#y) iJ ;u 
20 **-;P-3 -7 5 y-4-**V- 5- (5- (2, 6-v^nD7x- 
;i^*) x h 7*/-)V- 1 ->f;i/) ^>*>&- t -7fmf* 
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CH 




TLC:Rfo.52 (A+t^iftKxf^i : l) ; 

NMR(CDCI3) : 8 7.45 (2H, d, J=7.4Hz), 7.31 (1H, m), 7.16 (2H, d, 
5 J=8.6Hz), 6.98 (2H, d, J=8.6Hz). 5.91 (1H, m), 5.65 (1H, d, J=18.2Hz), 
5.46 (1H,d, J=182Hz),5.13(2H, s),4.64 (1H, m),4.39(2H, m),3.46 (3H, 
S), 3.06 (1H, dd, J=17Hz, 4Hz), 2.94 (2H, t, J=6.8Hz), 2.73 (1H, dd, 
J=17Hz, 5Hz). 1.44(9H,s)o 

nmmi 6 (3) 

10 N- (2- (4 ^ > >^A'*+^7x-»') if^f*) ti^X 
-fl/-3-75y-4-^V-5 - (5- (2, 6-y^OD7x-;U 
+ 7- h 7^-^-2 -4 t - Wx^f * 



CH 




15 

TLC:Rf0.55 :ft£x^=i : 1) ; 

NMR(CDCI3): 5 7.47-7.26 (3H, m), 7.07 (2H, d, J=8.6Hz), 6.73 (2H, d, 
J=8.6Hz), 6.60 (1H, d, J=8.6Hz), 5.66 (1H, d, J=17.8Hz), 5.47 (1H, d, 
J=17.8Hz), 4.82 (1H. m), 3.19 (2H, m), 3.02-2.80 (3H, m), 2.66 (1H, dd, 
20 J=18Hz, 4.8Hz), 1.42 (9H, s) 0 
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mmmi 6 (4) 

N- (2- (4-^h i lry^f^** H >7z-Jl/) 
-;U-3 -75 7-4 -**7- 5 - (5- (2, 6->'^on7x-Jb 




TLC:Rfo.43 (^t>:^f^=i : D ; 

NMR(CDCI3): S 7.47-7.31 (3H, m), 7.08 (2H, d, J=8.6Hz), 6.76 (2H, d, 
J=8.6Hz), 6.66 (1H, d, J=8.8Hz), 5.99 (1H, d. J=18Hz), 5.81 (1H, d, 
J=18Hz), 4.88 (1H, m), 3.23 (2H, m). 3.05 (1H, dd, J=17Hz, 4.4Hz), 2.89 
(2H, m), 2.71 (1H, dd, J=17Hz, 4.8Hz), 1.45 (9H, s)o 

mmm 17 ( 1 ) ~ 1 7 ( a ) 

mmmi 6(1) -mmmi 6(4) ■?®muzfc£®zm^x, mm 
%mm 17(1) 

N- (2 - (4 -fc Ko*v7x-fl/) x-^;wt + v) *;w^-;w-3 
-7^-4-t#V-5- (5- (2, 6-v?on7x^ft) r 
h7V-^-2-^f ^) ^>*7$ 
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tlc : R f 0.37 (^oo*;ua ^y-^:*=4 0:10:1) ; 

NMR(DMSO-d6) : $ 9.26 (1H, brs). 7.70-7.44 (4H, m), 7.03 (2H, d, 
J=8.2Hz), 6.67 (2H, d, J=8.2Hz), 5.94 (2H, m), 4.51 (1H, m), 4.13 (2H, t, 
J=6.8Hz). 2.76 (2H, t, J=6.8Hz), 2.59 (2H, m) 0 

nmwi 7 (2) 

N _ (2- (4-tKD*y7x^;i') xf^t+y) *;1/**-jp-3 
-75 ^-4 -#*7-5- (5- (2, 6-^DD7xx;i,ft) r 




TLC : R f 0.31 (?ddwa:^^-^:*=4 0:10:1) ; 

NMR(DMSO-d6) : 8 928 (1H, brs), 7.70-7.55 (4H, m), 7.02 (2H, d, 
J=8.4Hz), 6.60 (2H, d, J=8.4Hz), 5.80 (2H, m), 4.54 (1 H, m), 4.17 (2H, m), 
2.77 (2H, m), 2.64 (2H, m) e 

nmmi 7 (3) 

N— (2- (4 -fc KD^v7x-;u) if^ft) #;i/*K-A'-3 - 
7$; _4_^y_5- ( 5 _ (2, 6-/^D7x;W) 
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5 TLC : R f 0.30 (^du*;ua :^^/-;i/:tK=4 o : l o : l) ; 

NMR(DMS0-d6) : $ 9.27 (1H, brs), 8.54 (1H. m), 7.69-7.49 (3H, m), 
7.00 (2H, d, J=8.4Hz), 6.67 (2H, d, J=8.4Hz), 5.96 (2H, m), 4.75 (1H, m), 
3.00 (2H, m), 2.71 (2H, m), 2.59 (2H, m) 0 

nmmi 7 (4) 

10 N- (2- (4-tKo^f->7x^) xfii'ft) *;wsK-;u-3- 
7?y-4-t^V-5- (5- (2, 6-y^oo7x-W) fl- 




15 

TLC:Rfo.24 (^nn*w:>^-A':*=40:io:i) ; 

NMR(DMSO-d6): <? 9.24 (1H, brs), 8.73 (1H, d. J=7Hz), 7.68-7.51 (3H, 
m), 6.95 (2H, d, J=8.2Hz), 6.62 (2H, d, J=8.2Hz), 5.85 (2H, m), 4.77 (1H, 
m), 2.98 (2H, m). 2.70-2.61 (4H, m) c 
20 ##fl!9 (1) 
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3 _ 75 y _4_^^v_5_ (5- (2, 6-^DD7x-Wf 




• HCI 

5 

nmms (1) -?Sili£Udt£^ (8.74 g) £x*y-;P (6 0 0ml) 
1 0%^*7^7A-^I (773 mg) t 6N£Sfcta§?& (5.37 m 1 ) 

10 ®*&tz* 

TLC:Rf0.36 (?no*W : ^ 9J-fr= 1 9 I 1) ; 
NMR (DMSO-d6) : £ 9.10-8.40 (3H, br), 7.55 (1H, d, J=9.0Hz), 7.55 
(1H, d, J=7.2Hz), 7.40 (1H, dd, J=9.0Hz, 7.2Hz), 6.1 1 (2H, br), 4.75-4.55 
(1H, m), 4.41 (2H, s), 3.50-3.05 (2H, m), 1.44 (9H, s)„ 
15 ##089 (2) 9 (3) 

mmws (2) , %nms (3) -e$i&Ltzit&yozm^x , ##^9 

(1) tmWi<D$kfti LT, JSlTK^Lfc<b^**f»^o 
##0!I9 (2) 

3 _7=y_4-**7-5- (5- (2, 6-y^on7x-;v>f 
20 r b7 y-*-2-"f ^) t -T'-^x^rJl' • 
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• HCI 



TLC:Rf0.32 (?nn*M : *9J-)\'=\ 9 : 1) ; 
NMR (DMSOd6) : S 8.60-8.35 (3H, br), 7.52 (2H, d, J=9.0, 
5 6.8Hz), 7.37 (1H, dd, J=9.0, 6.8Hz), 6.14 R V 6.03 1H, d, 

J=17.5Hz), 4.60-4.46 (1H, m), 4.54 (2H, s). 3.28-2.99 (2H, m), 1.41 (9H, s) c 

##0!I9 (3) 

3-7?y-4-t + V-5 - (5-7i-JMf-)Pf Yy'f-)\<- 1 




HCI 



TLC:Rf0.54 (^nD^w:^;-^=9 : l) ; 

NMR (DMSOd6) : 8 8.66 (2H, brs), 7.31 (5H, s), 5.96 (2H, s), 4.63 
15 (1H, brs), 4.20 (2H, s), 3.17 (2H, m), 1.44 (9H, s) 0 

nmm is a) 

3- (N- (2- (A*ftKn-2-**V-3S- (f-TV~;U- 

y>-4-**V-5- (5- (2, 6-^DD7x^f^) f 
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5 2- Kn-2-**7-3 S- {f-7 % /-*'-l-<< * 

^;i/7^) 7«£fcf>- 1 -4*) yntf^^S? (414 mg) Ov^o 
u**?y (4ml) hv^WJl'AT^ K (1ml) fcifcfc 0 ICC 1 - 
Kn^y^>Vh V77-JV (306 mg) hl-xf;l/-3- (3-v 
^f^7^yot» *JM*5M 5 K (383 mg) *tX\z.tz 0 KBm& 
10 ®*W8rtl 5frrmWLtz 0 R£>iS^tC0'C-C##^9 (1) 

Ltzittem (600 mg) ©y>fil"+^A7< K (3ml) feWLt h'Ji 
f-;V7 ^ > (0.204 m 1 ) *mUz 0 Rlt-Mtifit 1 B#IM#L*:o 
fin &&3-Tfr?$imitZo tfiffl«7)^ ^J£^7 

oo : 1-2 9 : l) ciotiS U ^t/&1i^^"t^*IIWb^ 

(682 mg) £&£ 0 

TLC:Rfo.55 (*oo*;wa : >^y-;w=9 : l) ; 

NMR(DMSO-d6) : 5 9.17 (1H, m), 8.94-8.51 (2H, m), 8.30 (1H, m), 
20 7.52-7.25 (3H, m), 5.82 (2H, m), 5.27-4.68 (3H, m), 4.34 (2H, m), 3.65- 
3.42 (2H,m), 2.91-2.56 (2H, m), 2.08-1.52 (6H,m),1.39 (9H,s), 1.33 (3H, 
m)o 
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nnmi s (2) -i s (2 8) 

##^9 (1) , ##fll9 (2) ioXXfmm9 (3) -eftjfiL^ffc^ 

5 8 (2) 

3- (N- (2- (^ftKD-2-*^y-3S- (f77-^- 

4-^^*^**-^7 5y) r-ifif >- 1 ->r m ) yoet-^) 75 

10 




TLC:Rfo.65 (^dd*w:>^;-^9: 1) ; 

NMR(CDCI3) : 6 9.19-9.08 (1H, m), 8.85-8.50 (2H, m), 8.35-8.29 (1H, 
15 m), 7.27 (5H, m), 5.67 (2H, m), 5.26-4.69 (3H, m), 4.13 (2H, m), 3.58-320 
(2H, m), 2.86-2.56 (2H, m), 2.07-1 .43 (6H, m), 1.38-1.29 (12H, m) 0 

%mm \ s (3) 

3- (N— (2- (^WKD-2-^V-3S- (tf'Jv>-3 

20 -4-**V-5- (5 - 7x-)Mf^f b 7 V-;U- 1 — < ;W) 
9 >S£ • t -yf-^x^f-^ 
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TLC:Rfo.34 (^od^a : * 1 9 : 1 ) ; 

NMR(DMSO-d6): S 8.92 (1H, m), 8.64 (1H, m), 8.51 (2H, m), 8.08 (1H, 
m), 7.42 (1H. m), 7.21 (5H, s). 5.59 (2H, s), 5.13-4.57 (3H, m). 4.05 (2H, 
m), 3.40 (2H, m), 2.71-2.50 (2H, m), 1.82 (6H, m), 1.33 (9H, s). 1.28 (3H, 

nmmi & (4) 

3- (N- (2- (A*ttKn-2-t^y-3S- (*yV>-2 




TLC:Rf0.69 : l) ; 

NMR(DMSO-d6) : S 9.30 (1H, m), 8.86-8.54 (2H, m), 8.19-8.05 (2H, 
m), 7.99-7.68 (3H, m). 7.24 (5H, m), 5.70 (2H, m), 5.28-4.66 (2H, m), 4.14 
(2H, m). 3.62-3.23 (2H, m), 2.82-2.38 (2H, m), 2.21-1.48 (6H, m), 1.37 
20 (12H, m)o 
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mmiS (5) 

3- (N- (2- Ko-2-**7-3 S- (t'Vy>-2 

-4-** 7 -5- (5-7x^^Wh7 , /-^-l-^l') ^ 




TLC:Rf0.6i (^nnWA:^y-ji'=i9:i) ; 

NMR(DMSOd6) : <J 9.11 (1H, m), 8.86-8.51 (2H, m), 8.04 (2H, m), 
7.62 (1H, m). 7.27 (5H, m). 5.67 (2H. m), 5.24-4.65 (2H, m), 4.1 1 (2H, m), 
3.52 (1H, m), 3.24 (1H, m), 2.80 (1H, m), 2.56 (1H, m), 2.06-1 .45 (6H, m), 
1.38 (9H, s), 1.34 (3H, s)o 

mmmi 8 (6) stir (7) 

3- (N- (2- (A^rttKn-2-t*V-3S- 
1 ->f **^#i*7 5 J) 7-tffcT>- 1 -4 JW) ) yne^-;v) 7 ^ 
y-4-**V-5- (5 -7x-WW b yV-)V- 1 ->f ^ 
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^m^xn^mmi 9 (6) ti9 (7) ©ft^UKfr*?**. ) 

NMR(DMS0-d6) : 5 8.63-8.39 (1H,m), 7.25 (5H,m), 6.35 (1H, Mike), 
5.58 (2H, m). 5.1 1-4.28 (2H, m), 4.08 (2H, s), 3.45 (6H, m), 3.15 (2H, m), 
2.76 (1H, m), 2.50 (1H, m), 1.75-1.40 (6H, m), 1.34 (9H, s), 1.26 (3H, m)„ 

mmmi 8 (8) 

3- (N- (2- (^*nKo-2-**V-3S- (\£*)V>-4 
9 >&L - t -rf-^x^r^ 




TLC:Rfo.57 (^od*m : > ^y-;w=9 : 1) ; 

NMR(DMSO-d6): 8.66 (4H, m), 7.72 (2H, m), 7.27 (5H, m), 5.65 (2H, 
m), 5.18-4.63 (2H, m), 3.60-3.34 (2H, m), 2.80 (1H, m), 2.54 (2H, m), 1.93- 
1.58 (6H, m), 1.39 (9H, m), 1.33 (3H, m) 0 

%mmi 8 o) 

3- (N- (2- (^*-9"fc KP-2-**V-3 S- (4-* 

y?y&' t - 7*f ^^7^ 
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NMR(DMSO-d6): $ 8.55 (1H, d, J=6.5Hz), 8.02 (1H, d, J=6.5Hz), 7.80 
5 (2H, dd, J=8.0, 2.0H2), 7.40-7.18 (5H, m), 6.98 (2H, d, J=8.0Hz), 5.66 (2H, 
S), 5.10 (1 H. q, J=6.0Hz), 4.90-4.60 (2H, m), 4.20-4.10 (2H, m), 3.80 (3H, 
S), 2.88-2.50 (4H, m), 2.35-1.20 (9H, m), 1.14 (9H, s) 0 

nmmi 8 do) 

3- (N- (2- Ko-2-**V-3 S- (3-*h*-> 

10 7x-^*^-;i/??;) 7-tft? y- l ) 7u\£*-)v) 75 
y-4-^-^v-5 - (5-7i-;Mf^fF7 x /-^-i-^i') ^ 




NMR(DMS0-d6) : 5 8.58 (1H, d. J=7.0Hz), 8.20 (1H, d, J=7.0Hz), 
7.40-7.20 (8H, m),7.15-7.00 (1H, m). 5.65(2H, s), 5.34-5.05 (1H, q, 
J=6.5Hz), 4.92-4.65 (2H, m), 4.12 (2H, s), 3.80 (3H, s), 2.95-2.50 (4H, m), 
2.05-1.20 (9H, m), 1.15 (9H, s) Q 
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mmm is ( 1 1 ) 

3 _ ( N _ (2- Ko-2 -**7-3 S- (4- 

i; 1 -4 ;V >W 7x-*#A'#-A'T^) 7-tffc>- 1 - 
-f;l/) ) -/O^*-^) 75^-4-^^7-5- (5-7x-;Mf^ 




0 



NMR(DMS0-d6) : 5 8.60-8.58 (2H, m), 7.92 (2H, t, J=8.0 Hz), 7.52- 
10 7.40 (2H, m), 7.32-7.15 (5H, m), 5.82-5.58 (2H, m), 5.20-5.10 (1H, m), 
5.00-4.80 (1H, m), 4.70-4.50 (1H, m), 4.15 (2H, brs). 3.80-3.20 (8H, m), 
2.78-2.42 (4H, m), 2.00-1.50 (7H, m), 1.45-1.20 (3H, m), 1.20 (9H, s) c 

nmmi 8 (i 2) axvi 8 (13) 

3 - (N- (2- (MftKD-2-t+7-3S- (<(v*sv> 
5y_4_^^V-5 - (5-7x^Mf^f h 7 V-;U- 1 ->f )V) 
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i «9 19 (12) tn (13) ait&tozam"? ) 

TLC:Rfo.7i (^dd*w:^;-ji/=9 : D ; 

NMR(DMSOd6) : 8 9.37-924 (2H, m), 8.88-8.51 (2H, m), 823 (2H, 
5 m), 7.96-7.81 (2H, m), 7.26 (5H, m), 5.68 (2H, m), 5.30-4.67 (2H, m), 4.14 
(2H, m), 3.56 (1H, m), 3.29 (1H, m),2.81 (1H, m), 2.58 (1H, m), 2.13-1.49 
(6H,m), 1.38(12H,s) 0 

mmm \ & a 4) 

3- (N- (2- (A+tliKD-2-t^V-3S- (fc?<Jv>-3 
10 ■ -4)V13)\,#-)V7X J) 7MV>-\-4 *<) ) -fu\£*-)V) 
-4-**V-5- (5- (2, 6-y^nn7iiW^) f 




15 

TLC:Rfo.46 (^dd*;i/A : ^ ?y-;u= 9 : D ; 

NMR(DMSO-d6) : 8 8.99 (1H, m), 8.81-8.53 (3H, m), 8.14 (1H, m), 
7.48 (4H, m), 5.79 (2H, m), 522-4.69 (3H, m), 4.35 (2H, m), 3.63-3.40 (2H, 
m),2.86 (1H, m), 2.56 (1H, m), 1.95-1.48 (6H, m), 1.39 (9H, s), 1.33 (3H, 
20 m) 0 

mmmis a 5) 

3 - (N- (2- (^tkKD-2-*^V-3S- {i-V*** 
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CH 3 



NMR(CDCI3) 1 5 8.75 (1H, m). 7.90-7.50 (4H, m), 7.40-7.10 (8H, m), 
6.70 (2H, d, J=10 Hz), 6.54 (1 H, d. J=8.5 Hz), 5.60 (2H, m), 5.25-5.10 (1H, 
m), 4.90-4.60 (5H, m), 3.20-2.50 (3H, m), 2.65 (6H, s), 2.1 5-1 .60 (8H, m), 
10 1.45 (3H, d, J=7.5 Hz), 1.15 (9H, s) 0 

mmmi s o 6) 

3 _ ( N _ (2S- (2-7x-;P-4R->f^-4, 5-vtKn 

^ y - 5 - (5- (2, 6 - 9 J9 n n7i-Wf^) rhyV-A'-l 
15 -4*) t-^f-^^^-r^ 




T L C : R f 0.58 W 0.60 I S^^^= 1 : 3 ) ; 
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NMR(CDCI3) : S 7.90-7.75 (1H, m), 7.60-7.10 (7H, m), 6.90-5.35 (2H, 
m), 4.90-4.70 (1H, m), 4.60-4.30 (2H, m), 3.90-3.70 (2H, m), 3.40-3.30 (1H, 
m), 3.10-2.90 (1H, m), 2.80-2.50 (1H, m), 1.60 (9H, s), 1.60-1.35 (6H, m) 0 

. mmmi 8(17) 

3- (N- (2S- (2 -7x-;U-4, 5-v ? tKDf7 , /-^-4 

- (2, 6-^DD7x-iMf^) ■5F-h5V-/u- 1 -4 *) ^> ? 
>8£ • t -7f^iXf^ 




TLC:Rf0.62 (?on*H : * ?S-)U=9 : 1 ) ; 

NMR(CDCI3) : 5 7.90-7.70 (1H, m), 7.60-6.90 (7H, m), 5.90-5.75 (1H, 
m), 5.65-5.40 (1H, m), 5.30-5.10 (1H, m), 4.95-4.70 (1H, m), 4.65-4.10 (2H, 
m), 4.00-3.55 (2H, m), 3.40-3.15 (1H, m), 3.15-2.95 (1H, m), 2.85-2.65 (1H, 
m), 1.60-1.05 (12H, m) c 

$mWl 8(18) 

N— 4-4 )V% -3-7*7-4-** 7- 

5- (5- (2, 6-^OD7x^f^) fl>7 , /-;V-2-'f;V) 
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TLC:Rf0.37 (^*V> :»ttxf-^«i : 1) ; 

NMR(CDCI3) : $ 8.81 (1H, d, J=2.0Hz), 8.26 (1H, d, J=2.0Hz), 7.33 
(1H, d, J=8.6Hz), 7.33 (1H, d, J=7.4Hz), 7.16 (1H, dd, J=8.6Hz, 7.4Hz), 
5.85 TSlX? 5.63 1H, d, J=1 8.0Hz), 5.17-5.02 (1H, m), 4.59 (2H, s), 
3.19 (1H,dd,J=1 7.5Hz, 4.6Hz), 2.76 (1H,dd,J=17.5Hz, 5.0Hz), 1.45 (9H. 
s) 0 

$mmi 8 (1 9) 

(5- (2, 6-^Dn7x-;Mf^) r h 9*/-^- 2 -4 ;w) 




TLC:Rfo.58 : ftftif*'" i : D ; 

NMR(CDCI3): 5 7.94 (1H, d, J=9.0Hz), 7.39-7.22 (8H, m), 5.16 (2H, s), 
4.81 (1H, dt, J=9.0, 4.6Hz), 4.58 (2H, s),3.83 (1h, d, J=17.0Hz), 3.68 (1h, 
d, J=17.0Hz), 2.95 (1H, dd, J=17.5, 4.7Hz), 2.46 (1H, dd, J=17.5, 4.7Hz), 
1.40 (9H, s)o 
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nmmi & (2 0) 

^;i/*;i/5K-;u) - 3 -75 ^ - 4 V- 5 - (5- (2, 6-3>* 




TLC:Rf0.30 (^dd^;|/A:^^-;i/=8 : l) ; 

NMR(CDCI3) : 8 9.50-8.90 (1H, m),8.50-8.10 (1H, m),7.90-7.80 (1H, 
m), 7.60-7.10 (6H. m), 7.10-6.80 (1H, m), 5.80-5.30 (1H, m), 4.90-4.60 (1H, 
m), 4.50-4.00 (2H, m), 3.20-2.50 (2H, m). 1.50-1.20 (9H, m) c 

%wi is (21) 

3- (N- (2- (^4r*t Kn-2-**V-3 S- (3-t-zTY 
^v*;p**-;i/7i-;p*;uzK-^75 J) 7-tffc? v- l -4 )U) ) 7p 
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COO-t-Bu 



TLC:Rf0.43 (*nn#/uA : ^ jr;~)V= i 9 : i) ; 

NMR(DMSO-d6) : S 8.78-8.48 (2H, m), 8.34 (1H, m), 8.06 (2H, m). 
7.58 (1H, m), 7.25 (5H, m), 5.65 (2H, s), 5.23-4.65 (3H, m), 4.12 (2H. m), 
3.61-3.35 (2H, m), 2.80 (1 H, m), 2.54 (1H, m), 1 .94-1 .61 (6H, m), 1 .57 (9H, 
s), 1.38 (9H, s). 1.34 (3H, m) 0 

mmi is (22) 

3 - (N- (2- (A+ftKo-2-**V-3S- (4-t-7*h 
757-4-** 7 -5- (5 -7i-WW h 




TLC:Rf0.58 (*on*;i/£ : * ?y-;b=9 : 1 ) ; 

NMR(DMS0-d6) : 5 8.81-8.45 (2H, m), 7.93 (4H, m), 7.26 (5H, m), 
5.66 (2H, m), 5.23-4.64 (3H, m), 4.13 (2H, m), 3.61-3.28 (2H, m), 2.81 (1H, 
m), 2.55 (1H, m), 1.97-1.47 (6H, m), 1.57 (9H, s), 1.38 (9H, s). 1.34 (3H, 
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m) 0 

nmmi s (2 3) 

-3 -T5 y-4-t#V-5 - (5- (2, 6-y*no7x-;u 




10 **jfcfi**iTV^V» 0 L*UHtt«l 8 (2 4) OJJ£©2l«:*afc"f.) 
TLC:Rf0.52 (A*t>:ftRx^=l : l) ; 
NMR(DMSO-d6) : <J 8.80-8.65 (1H, m), 7.60-7.15 (8H, m), 5.90-5.67 
(2H, m), 5.06 (2H, brs), 4.99-4.81 W 4.81-4.65 1H, m), 4.51-4.15 
(2H, m), 4.02-3.80 (1H, m), 3.45-2.95 (1H, m), 2.95-2.55 (2H, m), 2.20- 
15 2.00 (1H, m), 1.80-1.10 (5H, m), 1.39 (9H, s)» 
%tm\& (2 4) 

N- (1 -^>> ? ;U^4 l >'*^**-;Hf^'J v>-2 S-4 >l'*fl'»K- 
- 3 -75 y -4 -**7-5 - (5- (2, 6-^0071-^ 

20 
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mmtfeztix^K^o Lfruni&m s (2 3) <D®.<otLfr*&t>to) 

5 TLC:Rf0.44 (^**t> : »«xf-A/« 1 I 1) I 

NMR(DMSO-d6) I 5 9.00-8.75 (1H, m), 7.57-7.15 (8H, m), 5.98-5.50 
(2H, m), 5.14-4.90 (2H, m), 4.90-4.65 (2H, m), 4.44-4.14 (2H, m), 4.05- 
3.98 (1H, m), 3.45-2.95 (1H. m), 2.95-2.45 (2H, m), 2.21-2.05 (1H, m), 
1.80-1.10 (5H, m), 1.40 (9H, s) c 

10 mmmi 8(25) 

N _ (]_ -r-tf-^Vf^'J v>- 2 S -4 - 3 -T 5 y 

_4_^-^y_5_ (5- (2, 6- ( ^DD7x-;Mf;l/) f h 7 V 




TLC:Rfo.40 (^DDjf;;wA : ^ ^y-;w= i 9 : i) ; 

NMR(DMSO-d6) I 5 8.87-8.51 (1H, m), 7.58-7.20 (3H, m), 5.93-5.60 
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(2H, m), 5.11-4.47 (2H, m), 4.47-4.07 3.80-3.60 (3H, m), 3.40-3.13 
(1H, m), 2.98-2.56 (2H. m). 2.22-1.90 (1H, m), 2.04 RXf 1.99 {&t>*tX 
3H, s), 1.75-1.10 (5H, m), 1.40 (9H, s) Q 
%mm \ 8 (2 6) 
5 N- ( 1 -^>$>***->#>M*-Jl'£n 'J VV-2 S 

;U) -3-757-4-^-^7-5 - (5- (2, 6-^Dn7x-* 




10 

(£>k *f±RifcttSfl^C**£fc*£fc1-. J tz?j$£.<D tCh s 
*jtftje$iiTV»4v» 0 LfrUWWIl 8(2 7) oasoi#t**>t«) 
TLC:Rfo.30 : IMfcx*-*- l : l) ; 

NMR(CDCI3) : 5 7.76-7.55 (1H, br), 7.42-7.14 (8H, m), 5.90-5.33 (2H, 
15 m), 5.12 (2H, s). 4.96-4.62 (1H, m), 4.31 (3H, brs), 3.81-3.34 (2H, m), 
3.17-2.50 (2H, m), 2.45-1.78 (4H, m), 1.44 (9H, s). 
gjfcffll 8 (2 7) 

;u) -3-757-4-t^V-5 - (5- (2, 6-v^oa7x-;l/ 
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(5*W\ *i*RifcttSfc-e** ttm&vtzh, 
*&fc£3*fCv>fcv\, LfrUHJfcttl 8 (2 6)wM^bt,) 
TLC:Rfo.24 (A*t'/:»8^=i : D ; 

NMR(CDCI3) : 8 7.86-7.64 (1H, m), 7.45-7.10 (8H, m), 5.95-5.35 (2H, 
m), 5.31-5.00 (2H, m), 4.95-4.60 (1H, m), 4.52-4.34 (1H, m), 4.27 (2H, s). 
3.77-3.33 (2H, br), 3.15-2.50 (2H, m), 2.44-1.73 (4H, m), 1.43 (9H, s) 0 

mmnis (2 8) 

N _ (i -7^f-;utfn'; v>-2 S--f^*^**-^) -3-7$ ^ 
-4-**V-5 - (5- (2, 6-^DD7i-Wf^) r h 9 V 




TLC : R f 0.19 (»Kxf;v) ; 

NMR(CDCI3) : S 9.05 8.86 (£*>-£T 1H, d, J=7.0 
7.4Hz), 7.64-7.30 (3H, m). 6.01-5.64 (2H, m), 4.99-4.54 (1H, m), 4.54-3.98 
(1H, m), 4.34 4.26 (&t*£X 2H, s), 3.80-3.23 (2H, m), 3.00- 
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2.38 (2H, m), 2.34-1.57 (4H, m), 1.99 W 1.95 (£-fc-tt"T 3H, s), 
1.41 (9H, S) 0 

mmmi 9 (i) -i 9 (2 6) 

%mn\ 8 en ~i 8 (2 o) &zv%tm\ 8 (2 3) ~i 8 

5 (2 8) ?&itL£ft£«ffiV>T, mm 6 (1) tTO0H^^LT> 

Hifcfll 19(1) 

3- (N- (2- (A^tKD-2-t + V-3S- (f-TV-;W- 

4 ->r ;i/*;u^*-;u7 5 y) t-v\£>-i-4 *) ) ^tft-^) 

10 y-4-**V-5- (5- (2, 6-^OD7i-Wf^) fl>7 
V-)1>- 1 -4 /u) 




15 TLC:Rf0.57 n n*;WA : > * y -A/ : tK= 6 : 4 : 1 ) ; 

NMR(DMSO-d6) : $ 9.18-9.08 (1H, m), 8.75-8.50 (2H, m), 8.34-8.29 
(1H, m), 7.52-7.26 (3H, m), 6.02-5.69 (2H, m), 5.24-4.63 (3H, m), 4.35 (2H, 
m), 3.62-3.30 (2H, m), 2.70 (2H, m), 2.07-1.44 (6H, m), 1.39-1.27 (3H, m) a 

mmmi 9 (2) 

20 3- (N- (2- (AHtKo-2-**V-3S- (f-yy-A/- 

4 -4 )\,i])\,x-)VTX j) ytftf >-i -4 ) yoei-M y$ 
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5 TLC:Rfo.57 n o*;ua : ^ 9 J -)\> : tK= 6 : 4 : l ) ; 

NMR(CDCI3): <$ 12.72 (1H, brs), 9.13 (1H, m), 8.90-8.49 (2H, m), 8.30 
(1H, m), 7.27 (5H, m), 5.69 (2H, m), 5.23-4.65 (3H, m), 4.14 (2H, m), 3.48 
(2H, m), 2.90-2.54 (2H, m), 2.05-1.41 (6H, m), 1.32 (3H, m) c 

mmm 19(3) 

10 3- (N- (2- (^**fcKn-2-**V-3 S- (&) 9 J>-3 
-4-** 7 - 5- (5-7x^^W l -4 ^> 




TLC:Rfo.54 (^on*^A : >^y-^:7K=6 : 4 : 1) ; 

NMR(DMSO-d6) : 6 12.60 (1H, brs), 8.98 (1H, m), 8.69-8.58 (3H, m), 
8.13 (1H, m),7.47 (1H,m), 7.27 (5H,m), 5.66 (2H, m), 520-4.61 (3H, m), 
20 4.1 1 (2H, m), 3.42 (2H, m), 2.72 (2H, m), 1.87 (6H, m), 1.32 (3H, m) 0 
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ntfcMl 9 (4) 

3- (N- (2- Kn-2-**V-3 S- 2 

-4 ;i/#;i/**-;u7 5 /) r-iftf > - l -4 ;u) ) ^oet-;i/) 7?; 

-4-** 7 -5- (5-7x-JMW h7 N /-;i/- 1 ->f/U) ^ > 

5 9 




TLC:Rf 0.40 (^dd*w :^ ?7-;u:t|c=4 o : l o : l) ; 
10 NMR(DMS0-d6) : 8 12.51 (1H. m), 9.34 (1H, dd, J=6.4Hz, 0.8Hz), 
8.66 (1H, m), 8.60 (1H. d, J=8.4Hz), 8.19 (1H, d, J=8.4Hz). 8.08 (2H, 
m),7.88 (1H, m), 7.77 (1H, m), 7.22 (5H, m). 5.70 (2H, s), 5.24 (1H, m), 
4.80 (2H, m), 4.13 (2H, m), 3.62-3.22 (2H, m), 2.84 (1H, m). 2.56 (1H, m), 
2.14-1.23 (6H, m), 1.37 (3H, d, J=7.0Hz) o 

15 nmni 9(5) 

3- (N- (2- Kn-2-**V-3 S- (&)*J>-2 

-4 A/* foX-fry \ j) 7-tfif y- 1 ->fAO ) ■/oet-A') 75 y 

- 4 -**V-5 - (5-7x-;Mf^f h7'/-^- 1 -A )V) 
9>& 

20 
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TLCiRfOJO (^do^;ua : * : *=6 : 4 : 1 ) ; 

NMR(DMS0-d6): 8 9.12 (1H, m), 8.64 (2H, m), 8.02 (2H, m), 7.62 (1H, 
5 m), 7.27 (5H, m), 5.67 (2H, m), 5.26-4.74 (3H, m), 4.14 (2H, m), 3.40 (2H, 
m), 2.90-2.59 (2H, m), 2.08-1.43 (6H, m), 1.32 (3H, m) 0 
Hife^l 9 (6) 

3 - (N- (2- (A^tbKD-2-*^V-3S- (*)\"i^)>- 
1 -4ji/*;u**-;u7^y) >- 1 -4 *) ) 75 
10 y_ 4 _^-^ V _5_ (5-7x^JMf;l'f !>7 > /-;v-i-'f^) * 




flHSftSfeSftTV^vv, Lri'U gttffll 8(7) Oi£Ofi#*afe1-o ) 

TLC:Rf0.62 (^oa*fl/A : :tK=6 : 4 : l) ; 

NMR(DMSOd6): S 12.53 (1H. brs), 8.52 (1H, m), 7.27 (5H, m), 6.43 
(1H, m), 5.66 (2H. s). 5.12 (1H, m). 4.74 (1H, m), 4.52 (1H, m), 4.13 (2H, 
20 m), 3.52 (4H, m), 3.44 (2H, m), 3.24 (4H, m), 2.81 (1 H, m), 2.60 (1 H, m), 
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1.85-1.37 (6H, m), 1.30 (3H, m)o 
***1 9 (7) 

3- (N— (2- OM^fc Kn-2-**V-3 S- 
5 y-4-**V-5- (5-7x-WW h7 , /-^-l-'f^) ^ 




10 (3;<K *i±RitzttSfc?*>z>ztimt>i- 0 ttm&v>tzh, Ufa 

ft TV>fcW 0 L^U Hi&m 8 (6) ©IWSflt^^f, ) 

TLC:Rfo.59 (^on^;^ : ^ : tK=6 : 4 : l ) ; 

NMR(DMSO-d6) : £ 12.56 (IH.brs). 8.68-8.48 (1H, m), 7.30 (3H, m), 
6.42 (1 H,m), 5.66 (2H,m), 4.66 (2H,m), 4.41 (1H, m), 4.13 (2H, m), 3.48 
15 (4H, m), 3.42 (2H,m). 3.17 (4H,m), 2.82(1 H.m), 2.61 (1H,m), 1.80-1.42 
(6H, m), 1.30 (3H, m) 0 

nmmi 9 (8) 

3 - (N- (2- (aHHKd-2-* + 7-3S- (tfyv>-4 
20 -4-**V-5- (5 -7i-JMfJl'f YyV—iV- \-4 )V) ^ > 
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TLC:Rfo.59 (?dd*w : ^^y-;w:7K=6 : 4 : D ; 

NMR(DMS0-d6): 8 8.70 (4H, m), 7.73 (2H, m), 7.26 (5H, m), 5.67 (2H, 
m), 5.19-4.65 (3H, m), 4.13 (2H, m), 3.55 (2H, m), 2.83 (1H, m), 2.60 (1H, 
m), 1.94-1.60 (6H, m), 1.32 (3H, m) 0 

mmmi 9 o> 

3- (N— (2- KtkKn-2-t^fV-3S- (4-^h*v 

7x-^*^f-^7 5;) r-tffy- 1 -<f/u) ) yoet-^) 75 




TLC : Rf 0.50 (*cm*;i/i* :> *y-;i/:;jc=5 0:10:1) ; 

NMR(DMSO-d6): S 8.58 (1H, d, J=6.5Hz), 8.05 (1H, d, J=6.5Hz), 7.80 
(2H, dd, J=8.0. 2.0Hz), 7.40-7.18 (5H, m), 6.98 (2H, d, J=8.0Hz), 5.62 (2H, 
s), 5.08 (1H, q, J=6.0Hz), 4.90-4.60 (2H, m), 4.20-4.00 (2H, m) 3.80 (3H, 
s), 2.88-2.50 (4H, m), 2.05-1.20 (9H, m) 0 

mmmi 9(10) 
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3- (N- (2- ('s+tffc KD-2-**V-3 S- (3-> h + v 
y-4-**V-5- (5-7xiWW 1 -'fAO * 




OCH 3 



TLC : R f 0.48 (^dd*u:^^;-^:*=5 0:10:1) ; 

NMR(DMS0-d6) I 5 8.58 (1H, d, J=7.0Hz). 8.20 (1H, d. J=7.0Hz), 
7.40-7.20 (8H, m),7.1 5-7.00 (1H, m), 5.65(2H. s), 5.30-5.10 (1H, q, 
J=6.5Hz), 4.92-4.65 {2H, m), 4.12 (2H, s), 3.80 (3H, s), 2.95-2.50 (4H, m), 
2.05-1.20 (9H, m) 0 

%mmi9 (id 

3- (N- (2- (AHHKn-2-t^V-3S- (4- (*A<# 

ij y- i **-aO 7x-;1/*;ujK-;i/T5 y) 7-fc*fc?>-i- 
4 AO ) yaf*-^) 7 5 y- 4 -*+7- 5 - (5-7i-;Mf;p 

r h i -a ao ^<>?>k 
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TLClRfO.45 (^nu*JPA \ * 9 J - )V \i£= 1 0 I 3 0 : 1) | 
NMR(DMS0-d6) : 8 8.60-8.58 (2H, m), 7.92 (2H, t, J=8.0 Hz), 7.52- 
5 7.40 (2H, m), 7.32-7.15 (5H, m), 5.82-5.58 (2H, m), 5.20-5.10 (1H, m), 
5.00-4.80 (1H, m), 4.70-4.50 (1H, m), 4.15 (2H, brs), 3.80-3.20 (8H, m), 
2.78-2.42 (4H, m), 2.00-1.50 (7H, m), 1.45-1.20 (3H, m) e 
%tim \ 9(12) 

3 - (N- (2- (MttKD-2-t^V-3S- (>fV*>"J> 
= y_ 4 _P}-^V_5_ (5-71^^7 YyV-)V- 1 ->f )V) 




1fii&5E£*i-Cv>&v> 0 LfrUHflfflll 9(13) O&^^fc^trTo ) 
TLC : R f 0.30 (^dd*h:^>'-A':*=4 o : i o : i) ; 

NMR(DMSO-d6) : 5 12.40 (1H, brs), 9.38 (1H, s), 9.35 (1H, m), 8.81 
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(1H, m), 8.57 (1H, s), 8.27 (2H, m), 7.89 (2H, m), 7.26 (5H, m), 5.68 (2H, 
m), 5.24 (1H, m), 4.82 (2H, m), 4.14 (2H, m), 3.55-3.27 (2H, m), 2.84 (1H, 
m), 2.58 (1H, m), 2.15-1.46 (6H, m), 1.37 (3H, m) 0 

nmm 19 (13) 

5 3- (N— (2- (AWKn-2-**V-3S- {4V*J")y 
-l-4)\s1i)\/#-)\<7\ J) 7*iV.v-\-A&) ) yokft-^) 7 
5 y-4 -**v-5- (5-7x-;mw \ )i) 




fj|^?^v^v> 0 Lfr U HJfcfll 19(12) OjJS©4fls*tfttot. ) 
tlc : R f 0.30 xcf 0.25 (^od*h :^;-;k*=40 : 

15 10:i); 

NMR(DMSO-d6) : S 12.50 (1 H, brs), 9.25 (2H, m), 8.86-8.67 (1H, m), 
8.54 (1H, s), 8.21 (2H, m), 7.85 (2H, m), 7.27 (5H, m), 5.72 (2H, m), 4.81 
(3H, m), 4.12 (2H, m), 3.52 (2H, m), 2.87 (1H, m), 2.67 <1H, m), 2.07-1.52 
(6H, m), 1.34 (3H, m)o 
20 %1&m 19 (14) 

3 - (N- (2- Ko-2 -**V-3 S- (fc?'Jv>-3 

_4_^-^y_5_ (5_ (2, 6-y^D7i-;Mf;v) tYvV 
-)V- l ->f ;i/) *\V9 
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TLC:Rfo.55 (^dd*h : ^ *;-)V : 7fc= 6 : 4 : l) ; 

5 NMR(DMSO-d6) : d 12.50 (1H, brs), 8.99 (1H, m), 8.81-8.52 (3H, m), 
8.19-8.08 (1H, m), 7.55-7.26 (4H, m), 5.98-5.67 (2H, m), 5.24-4.70 (3H, m), 
4.32 (2H, m), 3.80-3.37 (2H, m), 2.96-2.61 (2H. m), 1.95-1.57 (6H, m), 
1.35 (3H, m) 0 

mmmi 9 (1 5) 

10 3- (N- (2- (^tliKo-2-t J lfV-3S- U-vMf-fl' 
T\ J -4 -**V-5- (5 -7x-Wf;l'f 1 -4 




TLC:Rf0.24 (^no*;u:^^-^:*=7 0:3 0:i) ; 
NMR(CDCI3) : 8 8.75 (1H, m), 7.90-7.50 (4H, m), 7.40-7.10 (8H, m), 
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6.65 (2H, d, J=10 Hz), 6.54 (1H, d, J=8.5 Hz), 5.60 (2H, m), 5.25-5.10 (1H, 
m), 4.90-4.60 (5H, m), 3.20-2.50 (3H, m), 2.65 (6H, s), 2.15-1.60 (8H, m), 
1.35 (3H, d, J=7.5 Hz) 0 

%mm \ 9(i6) 

3 - (N- (2S- (2-7x^Jl/-4R-^f^-4, 
f77-il'-4 ->f ;u 7 ^ /) ynt't-^) 

*V-5- (5- (2, 6-v^D7x^^^) rh7V-;u-l 

0 s 

TLC : R f 0.18 (?on*;UA : >^-;K*=l 00 : 2 o : 

i) ; 

NMR(DMSO-d6) : S 8.93 (d, J=8Hz) RV 8.80 (d, J=8Hz) £-£>-£T 
1H, 7.90-7.70 (3H, m), 7.60-7.20 (6H, m), 5.90-5.60 (2H, m), 4.80-4.60 
(1H, m), 4.50-4.10 (3H, m), 2.90-2.70 (2H. brd), 1.45 (3H, s), 1.30 (3H, d, 
J=8Hz) 0 

mmw 19 (17) 

3 - (N- (2S- (2-7x~^-4, 5-VKKDf7y-*-4 
-^;v*;i/**-^7^) 7olft-^) 7^y-4 - t+V- 5 — (5 
- (2, 6-^7Dn7x-jMf^) r h y l ->f ;p) * 
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TLC : Rf o.48 (^nn*juA:>^y-ji':ftft=i o : l : l) ; 

5 NM R (DMSO-d6) : S 8.90-8.70 (1 H, m), 8.50-8.20 (1 H, m), 7.85-7.75 

(2H, m), 7.60-7.20 (6H, m), 6.10-5.50 (2H, m). 5.30-5.15 (1H, m), 4.60- 
4.15 (4H, m), 3.80-3.10 (2H, m), 2.80-2.40 (2H, m), 1.40-1.20 (3H, m)„ 
9(18) 

N- (f7/-^- 4 -4 fl/**— TlO -3-7<y-4-**v- 
10 5 _ (5 - (2, 6-^DD7x-;Mf^) 7- h 2 -4*) 




15 TLC : R f 0.47 (^Dn*;^:^^y-;v:^= l 8 : l : l) ; 

NMR(DMSO-d6) : S 12.70-12.20 (1H, br), 9.10-8.90 (1H, m), 8.45 R 
tf 8.44 (1H, S), 8.31 (1H, s), 7.56-7.45 W 7.45-7.27 (£fc«£T 
3H, m), 6.04-5.75 (2H, m), 5.13-4.96 (1H, m), 4.50 (2H, s). 3.05-2.67 (2H, 
m) 0 

20 %Vm \ 9(19) 
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N-7x — ;l/ + ff-fri] )V )\> — 3-75^-4 + - 
(5- (2, 6-^oD7x^>fM r h 7 V-;u-2 --f;u) ^ 




tlc : R f 0.54 (^Dn*^A:>^-;i/:ftg!=2 5 : l : l) ; 

NMR(DMSO-d6): 8 12.72-12.20 (1H, br), 8.83 (1H, d), 7.54-7.18 (8H, 
m), 5.69 (2H, s), 4.79-4.70 (1H, m), 4.51 (2H, s), 3.77 (2H, s), 2.80-2.72 
(2H, m) 0 

%mm \ 9 (2 o) 

N- (;<-tKo^^/-l, 4 -yr-tftf>-2, 5-v*>-3- 
4 -3 -75 y-4 -**V-5 - (5- (2, 6-S>* 




tlc : R f 0.25 (*nn*;uA : * *y-;i/:&&= l o : l : i) ; 

NMR(DMS0-d6) : $ 10.7-10.5 (1H, m). 9.10-8.70 (1H, m), 8.10-7.85 
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(1H, m), 7.80-7.70 (1H, m), 7.60-7.10 (6H, m), 6.10-5.70 (2H, m), 4.85- 
4.75 (1H, m), 4.60-4.40 (1H, m), 4.40-4.10 (2H, m), 2.90-2.60 (2H, m) 0 

%mm \ 9 (2 1) 

5 *) -3 -75 y-4-**V-5 - (5- (2, 6-^DD7i-^ 




MSbeSiiTV^ftv*. LfrUHifcfll 9(22) *£fc* 0 ) 
tlc : R f 0.39 (^nn*M:^y-^:^= i 8 : i : l) ; 

NMR(DMSO-d6) : S 13.40-11.80 (1H, br), 8.94-8.65 (1H, m), 7.58- 
7.13 (8H, m), 5.92-5.62 (2H, m), 5.06 (2H, brs), 4.90-4.65 (2H, m), 4.42- 
15 4.19 (2H, m), 4.01-3.77 (1H, m), 3.47-2.99 (1H, m), 2.99-2.60 (2H, m), 
2.21-2.00 (1H, m), 1.75-1.47 Rlf 1.47-1.15 (5H, m) e 

nmWl 9 (2 2) 

N- (l -^^>*;u**->*^#-^fc?'< , ;^>-2 S — f 
. )\>) -3-7<y-4-**V-5- (5- (2, 6 - v ^ n o 7 i - ;U 
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m&&fe2tir\<^\ ifri.mmMi 9 (2 1) <D&<D2.ibzmt>? 0 ) 

TLC : R f 0.39 (^do*w:^/-;kSI!= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : d 13.60-11.90 (1H, br), 8.93-8.65 (1H, m), 7.58- 
7.07 (8H, m), 5.92-5.60 (2H, m), 5.06 (2H, brs), 4.90-4.65 (2H, m), 4.42- 
4.19 (2H, m), 4.01-3.77 (1H, m), 3.47-2.99 (1H, m), 2.99-2.60 (2H, m), 
2.21-2.00 (1H, m), 1.75-1.47 W 1.47-1.15 (5H, m) 0 

mmmi 9 (2 3) 

N- (1 - 7 *?)\<V 2 S-'f^*^**-^) - 3 -7 ^ y 
_4_^-^ v _5_ (5- (2, 6-v^n7x^;Mf^) rYyV 

h 3 c y° o 

h 

tlc : Rf 0.58 (*up**a : :*ft=8 : 1 : 1) ; 

NMR(DMSO-d6) : 5 8.82-8.52 (1H, m), 7.60-7.20 (3H, m), 5.95-5.60 
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(2H, m), 5.10-4.95, 4.95-4.55 W 4.40-4.10 (5H, m), 3.75-3.60 (1H, m), 
3.00-2.53 (2H,m). 2.33-1.95 (1H,m),2.03 JkV 2.00 Onfc>-£T 3H. 
S), 1.75-1.10 (5H,m) 0 
%$m\ 9 (2 4) 

-3 -7^y-4-**y-5 - (5- (2, 6-^DD7xi* 




10 

mmtAntLx^it^ L*u!m«i 9 (2 5)o^^t^i- 0 ) 

tlc : R f 0.40 (?nD*w:>^y-^:ffS= l 8 : l : l) ; 

NMR(DMSOd6) : S 9.16-8.73 (1H, m). 7.72-7.01 (8H, m), 6.00-5.40 
15 (2H, m), 5.22-4.84 (2H, m), 4.84-4.80 (1H, m). 4.80-4.04 (3H, m), 3.70- 
3.23 (2H, m), 2.98-2.40 (2H, m), 2.40-1.57 (4H, m)o 

mmmi 9 (2 5) 

*) -3-75^-4-^^7-5 - (5- (2, 6-^dd7x^^ 
20 ^f-;W) f^'/Hl/-!-^) ^>*>® 
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»jtftJ£$itTv»4v» 0 L>U#£lfe0!ll9 (2 4) OM<D&#.i:&t>i- 0 ) 
tlc : R f 0.40 (?on*;i/A . * t :ft®= l 8 : i : i ) ; 

NMR(DMS0-d6) : <J 9.22-8.66 (1H, m), 7.75-7.10 (8H, m), 6.06-5.40 
(2H, m), 5.21-4.84 (2H, m), 4.84-4.56 (1H, m), 4.56-4.00 (3H, m). 3.70- 
3.23 (2H, m), 3.00-2.40 (2H, m), 2.40-1.40 (4H, m) 0 

mmmi 9 (26) 

N- (i-7-tf-;utfD';^>-2 s -4 -3-r<y 

-4-**V-5- (5- (2, 6-^nD7xiWf^) tY?V 




TLC : R f 0.13 (^on^wi^y-^:^ 1 8 : 1 : 1) ; 

NMR(DMSO-d6) I 8 9.07-8.54 (1H. m), 7.67-7.23 (3H, m), 6.18-5.59 
(2H, m), 4.92-4.02 (4H, m), 3.71-350 (2H, m), 2.92-2.39 (2H, m), 2.39- 
1.50 (4H,m), 1.96 Rlf 1.89 (&t>-£X 3H. s) 0 
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nmw2 o (i) ~2 o (2) 

%mmis (21) axons (22) -zm&Ltzit&mzm^x, n 
mm6 (1) tmmv&ttZLx. &TK*Ltz*%w<t&mz&tz 0 
mmm2 0 (1) 

3 - (N- (2- (Ai|fttKD-2-t^V-3S- (3-#A-*** 




TLC!Rf0.38 (?nn*W : > 9J-fr \ 6 : 4 : 1 ) ; 

NMR(DMSO-d6) : S 12.84 (2H, brs), 8.54 (2H, m), 8.41 (1H, s) 8.07 
(2H, m), 7.59 (1H, m), 7.26 (5H, m), 5.66 (2H, m), 5.24-4.62 (3H, m), 4.13 
15 (2H,m), 3.39 (2H. m),2.83 (1H, m), 2.60 (1H,m) 1.97-1.55 (6H, m), 1.33 
(3H, m) 0 

%mm2 o (2) 

3- (N- (2- (A^ttKD-2-*^rV-3S- (4-2nl"K* 
20 5^-4-^-^7-5- (5-7xiWWh7V-*'-l->f;i') 
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HOOC 




TLC:Rfo.39 (^oo^;i/A : ^^/-;w:tK=6 : 4 : l) ; 

5 NMR(DMS0-d6) : 8 8.57 (1H, m), 8.44 (1H, m), 8.04-7.89 (4H. m), 
7.27 (5H, m), 5.66 (2H, m), 5.22-4.67 (3H, m), 4.13 (2H, m), 3.53 (2H, m), 
2.83 (1H, m), 2.65 (1H, m), 1.99-1.53 (6H, m), 1.34 (3H, m) 0 

mm i o 

3- (N- (2- (A^tKn-2-tfV-3S- (1- ( (2 - 
10 h'J^WJ^i^y^^) 4 5 yv-fr- 5 -4 luiifrtf-fr 

7^/) 7-lf^>- 1 --f *0 ) 7"oet^;l') 7^ 5 
- (5 -7xsWW h? % /-*- 1 -4*0 t-rf- 




##0!l9 (3) tMLfcftHlt 2- + 
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3S- (f7 > /-JV-4--f^*il"K-^7^) 7H\£>- 1 -A A,) 
•?u\£*y&(r>Rt>t)\z2- (A^ttKD-2-*+v-3S- ( l - 
( (2 — > 'J ^f^vV ^) xh + y^f^) $ 7*/-*- 5 -<f A'* 

5 8(1) tTOO&ftfcLT, jaT©ttttte*£*&s»ft£»*#fc 0 
tlc : R f 0.63 (^Dn*w : p< ^y-;w=9 : D ; 

NMR (d6-DMSO) : 8 8.87-8.53 (2H, m), 8.29-8.17 (1H, m), 7.87-7.75 
(2H, m), 7.27 (5H. m), 5.67 (2H, m), 5.37 (2H. m). 5.26-4.62 (3H, m), 4.13 
(2H, m), 3.48 (2H, t, J=7.7Hz), 3.28 (2H, m), 2.80 (1H, m), 2.57 (1H, m), 
10 2.02-1.45 (6H. m). 1.38 (9H. s). 1.32 (3H, m), 0.84 (2H, t, J=7.7Hz), -0.04 
(9H, s)o 

mm 2 1 (i) 

3 - (N- (2- (^*-9"fc Ko-2-**V-3 S- {4X7*/-* 
15 ^;-4-t + V-5- (5 - 7xi»W h 1 




20 ##001 o«L/db^^v>t, mmM6 (i) tmkowt* 

tlc : Rf 0.69 (*dd**a : *9J-* :*=6 : 4 : l) ; 
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NMR(DMS0-d6): d 12.53 (1H, brs), 8.78-8.53 (1H, m), 8.30-8.16 (1H, 
m), 7.71-7.60 (2H, m), 7.28 (5H, m), 5.67 (2H, m), 5.25-4.60 (3H. m), 4.14 
(2H, m), 3.35 (2H, m), 2.85-2.60 (2H, m), 2.04-1.40 (6H, m), 1.32 (3H, m) 0 

mmm2 2 u) &xtmm22 (2) 

5 N- ( (N- (3-7x-^7"Det-^) -L-^'J-^) -L-7 

yzLfr) -3-7^-4-*+V-5-7'D^>^^- 1-73.^ 
xx-f;K7>ftfc>*) KN- t -7F*y*^^-^-3-75 
y- 5 -7n-t^>* >S£ • xf-juxxr^fc 5- (2, 6->^od7 

10 Tfc*Lfc#£^t£&*f§fco 
£tt«2 2 (1) 

N- t -7h^rv*^-^-3-7$y-4-* + V-5-(S-(2, 

15 




TLC:Rfo.4i {^**y :»S?x^;u=2 : l) ; 

NMR(CDCI3) : 5 7.35 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.6Hz), 7.16 
20 (1H, dd, J=8.8Hz, 7.6Hz), 5.82 W 5.61 1H, d, J=17.8Hz), 5.72- 

5.59 (1H. m), 4.68-4.53 (1H,m). 4.61 (2H, s),4.15 (2H, q, J=7.2Hz), 3.06 
(1H, dd, J=1 7.5Hz, 5.0Hz), 2.76 (1H, dd, J=17.5Hz, 5.0Hz), 1.47 (9H, s), 
1.25 (3H, t, J=7.2Hz) 0 
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%mM2 2 (2) 

N- t -ri' 3 - 7 3 / -4 -**V-5 -(5- (2, 



TLC:Rfo.23 (^*-9-> :*K^f-^=2 : i) ; 

NMR(CDCI3) : <J 7.37 (1H, d, J=8.8Hz), 7.37 (1H, d, J=7.2Hz), 7.21 
10 (1H, dd, J=8.8Hz, 7.2Hz), 5.74 ~BlT? 5.57 (&* 1H, d. J=18.6Hz), 5.66- 
5.52 (1H, m), 4.65-4.50 (1H, m), 4.39 RV 4.29 (&* 1H, d, J=17.5Hz), 
4.17 (2H, q, J=7.0Hz), 3.13 (1H, dd, J=17.5Hz, 5.0Hz), 2.83 (1H, dd, 
J=1 7.5Hz, 5.0Hz), 1.50 (9H. s), 1.27 (3H, t, J=7.0Hz) o 
HM^2 3 (1) 

15 N — t -7*h + y*A"K^-3-75;-4-*4fy-5-(5-(2, 



20 I£fifc0f2 2 (1) Tfij&L^fc^ (72mg) ©1, 



5 




CI 
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? V (0.5 m 1 ) M^OICr 1 Ufcmti- Y 'J 7 -Mc&ift (0.15 m 1 ) 
5 (62 mg) 

tlc : R f 0.49 (^d^w : p« 9 j -ju : i 8 : i : i) ; 

NMR(DMS0-d6): * 7.57-7.30 (4H, m), 5.95-5.74 (2H, m), 4.51 (2H, s), 
4.58- 4.40 (1H, m), 2.82-2.39 (2H. m), 1.40 (9H, s) 0 

%nm2 3 (2) 

10 N-t - 7h*v#/U**-;W-3-7^y-4-**V-5-(5-(2, 




15 &S&0I2 2 (2) ^I^Lfcffc£tt*fBvvc2&tt«2 3 (1) fcRItt© 

TLC : R f 0.37 (^□o*w:^;-iKSSS=i 8 : l : l) ; 

NMR(DMS0-d6) : <S 7.68-7.33 (4H, m), 5.92-5.77 (2H, m), 4.60-4.43 
(1H, m), 4.34 (2H, s), 2.86-2.58 (2H, m), 1.41 (9H, s) 0 
20 mm 11(1) 

3 -75 y-4-**7-5- (5- (2, 6-v^OD7x-)Mf 
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• HCI 



UmM22 (1) TUL&LMteto (201 mg) \Z4HmiS***> 
5 (4ml) £l}Dx.&o RJfrfi^*ffl-C3 0$WMH*U iWBLfc. *S 

*^1-*Saft^» (150 mg) fcfcfco 
TLC:Rf0.28 (^nn^^:^^y-^=l 9 : 1) I 
NMR(DMSO-d6) : S 8.60-8.20 (3H, br), 7.62 (1H. d, J=9.0Hz), 7.62 
10 (1H, d, J=6.8Hz), 7.37 (1H, dd, J=9.0Hz, 6.8Hz), 6.21 RV 6.02 (&* 1H, 
d,J=1 8.0Hz), 4.65-4.55 (1H, m), 4.54 (2H, s), 4.12 (2H, q, J=7.0Hz), 3.35- 
3.03 (2H, m), 1.20 (3H, t, J=7.0Hz). 
1 (2) 

3-75 y-4-**V-5- (5- (2, 6-y?DD7x^Mf 




CI 



• HCI 
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mmm2 2 (2) -cM&itztt&mm^x&zmi 1 (d ^to^ 

TLC : R f 0.33 (?ddwa : > *y-;u= i 9 : l) o 
##flll 1 (3) 

5 3—7 5 y -4 -**7- 5 - (5-7x-;MW h^V-^- 1 




HCI 



10 N- ( (N— (3-7x^yn^-A,) -L — L — T 

-3-75y-4-t^rV-5-7*o^>^>^. t -ff-JU 
iX-r;KOft;t>»}(CN- t -7b* i/*;U5K-^-3 -75 ^-4-** 

y-)vim^x, mmmi-mmi id) tra^^ttT, bit 
1 5 <D®&m * #t * umt&m * „ 

TLC : R f 0.50 (?oo*w : ^ ^y-;i/=9 : l) 0 

%mm 24 (1) -24 (12) 

##0!)9 (1) ?Sai£L/db^Oftfc>*M^ ##^1 1 (1) , ## 
ill (2) SXVmmi 1 (3) -CSiitL^k^t^^l-**^** 
20 >&ft£-«fflv>T, m*feMl8 (1) tTO^S^^LT, JTFK/TL 
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mmm 24(1) 

4_^^ v _5_ (5 _ (2, 6-^DD7i-;Mf)P) f h77- 

5 




TLC!Rf0.43 (?nn*;i/A : >*y-/u= l 9 : 1) ; 

NMR(CDCI3): <5 7.50-7.07 (9H, m), 5.82-5.61 Stf 5.61-5.39 (2H, m), 
10 5.36 RV 5.25 (^^T 1H, d, J=5.5Hz), 5.10 RXf 5.08 

■C 2H, s), 4.98-4.82 (1H, m), 4.59 (2H, s), 4.33-4.13 (1H, m), 4.12 
(2H, q, J=7.0Hz), 3.10-2.85 2.81-2.59 (<£fc-£T 2H, m), 1.41 RXf 
1.40 (-£fr-£T 3H, d, J=7.0Hz), 1.23 (3H, t, J=7.0Hz)„ 

-mm 4 (2) 

15 N- (N-^>'^^#y*W-^-L-77-Jl') -3-75 7- 

4-^^V-5 - (5- (2, 6- v*nD7x-;Ppt ?•;!✓) f h 7 V- 




20 
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NMR(CDCI3): $ 7.50-7.10 (8H, m), 5.85-5.60 JkXf 5.60-5.28 (2H, m), 
5.25-5.00 (2H, m), 4.90-4.77 (1H, m), 4.35-4.07 (5H, m), 3.19-2.99 Rtf 
2.87-2.79 (2H, m), 1.52-1.38 (3H, m), 1.27 (3H, t, J=7.0Hz) 6 

nmW2 4 (3) 

N- (n-'<>*jfi'ir*i/i}n'#~)\'-L-'<*)-n') - 3 -7 5 y - 

4-^^rV-5 - (5- (2, 6-^^D7x-^fM tY7V- 




TLC:Rf0.20 (?on**A : * */-;u= 1 9 : 1) ; 
NMR(DMSO-d6) ! £ 8.92-8.79 Stf 8.72-8.60 (2H, m). 7.61-7.44 & 
7.44-7.15 (8H, m), 5.84 (2H, m), 4.80-4.62 (1H, m)4.51 (2H, s), 4.04 

(2H, q. J=7.0Hz), 3.93 (1H, m), 3.00-2.55 (2H, m), 2.08-1 .92 (1H, m), 1.16 

(3H, t, J=7.0Hz), 0.96-0.75 (6H, m) D 
4 (4) 

^U-L-'J v-;U) -3 -T<y -4 -**V-5- (5- (2, 6- 
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TLC:Rf0.47 (?nn*W : ^y-;l/= 1 9 : 1 ) ; 

NMR(DMS0-d6) : 8 8.88-8.75 Rtf 8.72-8.60 {&t>-£X 1H, m), 
7.63-7.45 5.^7.45-7.10 (9H,m), 6.82-6.68 (&t>*tX 1H. m), 5.96-5.72 
(2H, m), 4.99 (2H, s), 4.93-4.60 (1H, m), 4.51 (2H, s), 4.15-3.85 (1H, m), 
4.05 (2H, q, J=6.8Hz). 2.96-2.55 (2H, m), 1.68-1.05 (6H, m), 1.36 (9H, s), 
1.16(3H,t,J=6.8Hz) 0 

mmm2 4 (5) 

N-7x-;^;l"K-^-3-7^-4-t^V-5- (5- (2, 




TLC:Rf0.54 (^na*w : *9J-*=\ 9 : l) ; 

NMR(DMSO-d6) : 5 9.07 (1H. d, J=9.5Hz), 7.95-7.84 7.63-7.25 
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(8H. m), 5.94 (2H, s), 5.08-4.94 (1H, m), 4.50 (2H, s), 4.06 (2H, q, 
J=7.2Hz), 2.96 (1 H, dd, J=1 6.0Hz, 5.5Hz), 2.74 (1 H, dd, J=1 6.0Hz, 7.5Hz), 
1.15 (3H, t,J=7.0Hz) o 
%ttffl2 4 (6) 

N- (2 -7x-^xfjl/*^'-il') -3-7^-4-^ + 7-5 
- (5- (2, 6-^DtJ7x-Wf^) 7-YyV-)V-2-4 )\^) 
>8£ • x?->uxxf-/u 




TLC:Rfo.24 (*nn**A : ^y-A^i 9 : l) ; 

NM R (CDCI3) : «S 7.43-6.97 (8H, m), 6.57 (1 H, d, J=9.5Hz), 5.21 W 
5.09 1 H, d, J=1 8.0Hz), 4.94-4.76 (1 H, m), 4.59 (2H, s), 4.1 0 (2H, q, 
J=7.0Hz), 3.10-2.85 JkV 2.79-2.45 (6H, m), 1.23 (3H, t J=7.0Hz) o 

%Mm2A (7) 

N-7i-^t+v^f^A^*'-^-3-75/-4 -**V- 5 - 
(5- (2, 6-^DD7i-iMf^) f >7V*-^-2->f^) ^ 
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TLC:Rf0.52 (?na*;i/A : ^?y-;u=i 9 : l) ; 

NMR(CDCI3) : S 7.80-7.66 (1H. m), 7.42-6.87 (8H, m), 5.63 RV 
5.52 1H, d, J=18.0Hz), 5.07-4.92 (1H, m), 4.60 (4H, s). 4.13 (2H, q, 
J=7.0Hz), 3.07 (1 H, dd, J=1 7.5Hz, 4.5Hz),2.74 (1H, dd, J=17.5Hz, 5.0Hz), 
5 1.24(3H,t,J=7.0Hz) o 

mmm2 4 (8) 

N- (2- KD-2 -**V-T*lf>- 1 -4 to) 7"Df 

-3-T^/-4-**7-5 - (5- (2, 6-y^OD7i 




tlc : R f 0.47 ; 

NMR(CDCI3): <S 7.50-7.15 (3H,m), 5.80-5.42 (2H, m), 5.08-4.91 (1H, 
15 m). 4.91-4.74 (1H,m), 4.36 4.35 (£-fr-£T 2H, s), 4.22-4.11 

(2H, m), 3.46-3.22 (2H, m), 3.11-2.68 (2H, m). 2.69-2.44 (2H, m), 1.98- 
1.39 (6H, m), 1.63 (9H, s), 1.48-1.34 (3H, m), 1.27 (3H, t, J=7.2Hz)„ 

%mm2A (9) 

N- (2S- (r KD-5 -**V- 1, 4 —*5 fcf 
20 >-i-4JU) 7"oet-JV) -3 -T5y-4-t^rV-5- (5 - (2, 
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TLC:Rfo.i2 :*»xf-^=i : i) ; 

NMR(CDCI3) I 6 7.85-6.93 (8H, m), 5.84-5.40 (2H, m), 5.35-5.11 (1H, 
m), 4.98-4.75 (1H f m), 4.51-3.96 (6H, m), 3.72-3.42 (2H, m), 3.25-2.69 (2H, 
m), 1.71-1.40 (2H, m), 1.40-1.02 (3H, m)„ 

nmM2 4 (1 0) 

N- (2S- (2, 3— f>Kn-3. 4-f F5tKD-2-**V 
7-t£fc , >- 1 -4 *) -fuV.*-^) -3-75y-4-**V-5-(5 
- (2, 6-*^OD7i-Wf*) r h?*/-*'- 1 -4*) 




TLC:Rf0.16 : Sfc$x^;P=3 : 1) ; 

NMR(CDCI3): 5 1 1.18 (1H, s), 8.90-8.69 (1H, m), 7.62-6.89 (1H, m), 
5.87 (2H, m), 5.38-5.16 (1H, m), 4.98-4.79 (1H, m) 4.46-4.17 (2H, m), 
4.17-3.95 (2H, m), 3.65-2.63 (6H, m), 2.42-1.85 (2H, m), 1.50-1.30 (3H, m), 
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1.30-0.98 (3H,m) 0 

mmm 24 (11) 

N- (2- (4-7^07x-^) -4 -**7-5 -^Ov^t* 
5 y_ 4 _^^y_5_ (5- (2, 6-y^DD7x^Mf^) r h 7 



F 




10 TLC:Rfo.56 (^uo*;ua : p»^y-;u=i o : i) ; 

NMR(CDCI3) : S 8.77 (1H, brs), 7.70-7.07 (14H, m), 5.90 JkXf 5.52 
1H, d, J=18.5Hz), 5.18 (2H, s), 4.91 (1H, m), 4.60 RXf 4.52 
{&* 1H, d,J=1 5.0Hz), 4.31 (2H,s), 4.11 (2H. q, J=7.0Hz), 3.06 R 
V 2.82 (&* 1H, dd, J=16.0, 5.0Hz), 1.22 (3H, t, J=7.0Hz) o 
15 %mm2 4 (12) 

3 - (N- (2- (a^1;Ko-2-* + V-3S- (47*/'J> 
-3 -^;V*JV^-^7<y) 74ftf>- 1-4*0 ) 7*ntr*-^) 7 
;;_4_^^v_5_ (5-7x-;MW 1 -4 AO 

20 
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*iiRi/;i±s«:-e^: tzmt>+ 0 

5 TLC:Rfo.65 (^dd*^a : ^^-^=9 : l) ; 

NMR(CDCI3) : S 9.31-952 (1H, m), 9.13 (1H, m), 8.54 (1H, m), 8.02 
(2H, m), 7.73 (2H, m), 7.48 (1H, m), 7.32-7.21 (5H, m), 5.60-5.25 (2H, m), 
4.97-4.73 (3H, m), 4.24-4.06 (4H, m), 3.55 (2H, m), 3.05-2.72 (2H, m), 
2.27-1.84 (6H, m), 1.44 (3H, d, J=7.0Hz), 1.30-1.18 (3H, m)o 
10 miMM2 5 (1) - 2 5 (1 1) 

urn 2 4 (i) -n*«2 4 (id vm&itzit&mzm^-^ m 

S&0H2 3 (1) tlSIf «^ LT, WC^Lfc^^tito 

nnm25 (i) 

N- (N ^t*-> A W - L - 7 7-^) -3-7$ ^ - 
15 4-**V-5- (5- (2, 6->'^D7i-W^) 




20 t L c : R f 0.29 (* n d#iua : * ; : l 8 : l : l ) ; 

NMR(DMSO-d6) I S 12.64-12.25 (1H, m), 8.79-8.56 (1H, m), 7.66- 
7.55 (1H, m), 7.55-7.45 W 7.45- 7.12 (8H, m), 6.00-5.55 (2H, m), 5.00 
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(2H.S), 4.81-4.57 (1H, m),4.51 (2H, s), 4.14-4.00 (1H, m), 2.86-2.35 (2H, 
m),1.23 1.21 (&t>-&X 3H, d.J=7.4Hz) 0 

mmm2 5 m 

N- (N-^>^t*v*M-'l'-L-77-JV) 
5 4 -**V-5 - (5- (2, 6-^DD7i-Wf;i/) fh7 , /~ 




10 TLC : R f 0.24 uu*)\,& ; t ? J - )V \ 8 : 1 : 1) ; 

NMR(DMSO-d6) : S 12.63-12.35 (1H, m), 9.00-8.72 (1H, m), 7.70- 
7.20 (9H, m), 5.87-5.73 (2H, m), 5.06-4.87 (2H, s), 4.87- 4.60 (1H, m), 
4.36-4.22 (2H, s), 4.22-3.95 (1H, m), 2.90- 2.55 (2H, m). 1.30-1.05 (3H, m) 0 

mum 2 5 (3) 

15 N- (N-^>v^**y*^#-^-L-M , ;-;i') -3-75 y - 
4-**V-5- (5- (2, 6->7nD7i-;Mf)P) rhyV- 
)V~ 2 -4 fr) 
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TLC : R f 0.61 (?Dn*;^:^^-;K^= 1 8 : 1 : 1 ) ; 

NMR(DMSOd6) : <5 12.65-12.25 (1H, br), 8.86-8.55 (1H, m), 7.59- 
7.15 (9H, m), 6.02-5.50 (2H, m). 5.00 (2H, s), 4.88-4.58 (1H, m), 4.51 (2H, 
S), 3.93- 3.77 (1H, m), 2.92-2.22 (2H. m), 2.06-1.93 (1H, m), 0.95-0.76 (6H, 
m) 0 

mmM25 (4) 

N- (N-^>'v;^5i•^v*;^'K-^-N , - t -7f-;u**v#;i"K 
~)V-L-VV=-)\<) -3-7^-4-i+V-5 - (5- (2, 6- 




TLC : R f 0.38 (^Dn*w:^;-;KftK= l 8 : l : l ) ; 

NMR(DMSOd6) : 8 8.72-8.55 (1H, m). 7.61-7.43 (3H, m), 7.43-7.05 
(6H, m), 6.81-6.70 (1H, m), 5.92-5.53 (2H, m), 4.99 (2H, s), 4.72-4.55 (1H, 
m), 4.50 (2H, s), 4.04-3.87 (1H, m). 2.96-2.79 (4H, m), 2.72-2.56 (2H, m), 
1.71-1.12 (15H, m)o 

.mmi 5 (5) 

N-7x^;i/*^f-^-3-r^-4-t^r7-5- (5- (2, 
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5 TLC : R f 0.48 (^nn^^i : * 9 J -/u : ft$ = 1 8 : 1 : l) ; 

NMR(CDCI3) : 8 12.60-12.25 (1H, br), 9.12-9.00 (1H, m), 7.95-7.86 
(2H. m), 7.65-7.10 (6H, m), 6.00-5.87 (2H, m). 5.02-4.89 (1H, m), 4.50 (2H, 
s), 3.00-2.80 JkXf 2.80-2.58 (2H. m)„ 

%mm2 5 (6) 

10 N- (2-7i-^if^*M-^) -3-7^-4-t^rV-5 

- (5- (2, 6-^DD7xiWf^) r Y7 x /-n>-2 -4 ;w) 




15 

TLC : R f 0.50 (?dd*w *y-;u:ffc®= l 8 : l : l ) ; 

NMR(DMS0-d6): 5 12.65-12.30 (1H, br), 8.65-8.52 (1H, m), 7.53 (2H, 
dd, J=9.0, 7.4Hz), 7.34 (1H, dd, J=9.0, 7.4Hz), 729- 7.00 (6H, m), 5.68- 
5.52 (2H, m), 4.74-4.58 (1H, m), 4.51 (2H, s), 2.93-2.40 (6H, m) 0 
20 %1&m 2 5(7) 

N-7x-;Vt*v'^f^*;i'jK-Jl'-3-75/-4-t^V-5 - 
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(5- (2, 6-v^nn7x-;i/^;i>) t Y7 s /-)V-2-4 )\<) ^ 




5 

TLC : R f 0.61 (^dd*;i/a:^^-^:SK=5 0 : l : l) ; 

NMR(DMSO-d6): 5 12.62-12.30 (1H, br), 8.77-7.66 (1H, m), 7.52 (2H, 
d. J=7.5Hz), 7.44- 7.22 (4H, m), 7.02-6.88 (3H, m), 5.91-5.75 (2H, m), 
5.00- 4.81 (1 H, m). 4.61 (2H, s), 4.51 (2H, s), 2.92-2.56 (2H, m) 0 
10 %Wk2 5(8) 

N — (2- (^**i:KD-2-**V-T"*flf>-l->f/u) yof 
-3-75y-4-t^V-5- (5- (2, 6-/^OD7x 




TLC : Rf 0.40 (^nn^A:>^y-iv:ftBI=i 8:1:1) ; 

NMR(DMSO-d6) : 8 13.09-11.98 (1H, br), 8.74-8.43 (1H, m), 7.60- 
7.29 (3H, m), 5.83 (2H, brs), 5.06-4.86 (1H, m), 4.85- 4.62 (1H, m), 4.34 
20 (2H, s), 3.35 (2H, brs), 2.97-2.56 (2H, m), 2.47 (2H, brs), 1 .95-1 .30 (6H, m), 
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1.27 (3H, d, J=7.2Hz) 0 

%mm2 5 o) 

N— (2S- (x Yy Kd-5 -**V- 1. 4 tf 

>_ 4 -3-75 V-4-**7-5- (5- (2, 




tlc : R f 0.42 (^nD*;vA:^;-JKSK= l 8 : l : l) ; 

NMR(DMS0-d6) : <J 12.98-12.14 (1H, br), 9.12-8.70 (1H, m), 7.75- 
7.26 (5H, m), 7.10-6.86 (2H, m), 6.07-5.63 (2H, brs), 5.28-4.96 (1H, m), 
4.96-4.60 (1H, m), 4.52-4.12 (4H, m), 3.76-3.42 (2H, m), 3.03-2.55 (2H, m), 
1.44 (3H,d, J=7.2Hz) 0 

nmw 25 do) 

N— (2S- (2, 3-4>Kn-3, 4 -t \ y Ko - 2 V 
7-tf£>- 1 ->f AO yntr*-^) -3-7<y-4-t^V-5-(5 
- (2, 6-^on7x-;Mf;i') r hyV-A/- 1 ->f AO 
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tlc : R f 0.30 (?dd*m ^^-/uttBN i 8 : i : l) ; 

NMR(DMSO-d6): 6 12.90-12.16 (1H, br), 11.18 (1H, s), 8.97-8.64 (1H, 
5 m), 7.68- 6.86 (7H, m), 5.88 (1H, brs), 5.43-5.10 (1H, m), 4.98-4.62 (1H, 
m), 4.49-4.12 (1H, m), 3.70-3.35 (2H, m), 3.15-2.53 (4H, m), 2.36-1.82 (2H, 
m), 1.55- 1.20 (3H, m) 0 

«ttM2-5 (1 1) 

N- (2- (4 -7**n7ii*) -4-**y-5- / <>yA'** 
10 V*^JK-/U7^y VfV ?y>-3 -4 to) -7 S 

(5- (2, 6-^D07xi;Mf^) fh7 



F 




15 

TLC : Rf 0.31 (^nn^jVA:>^-Jl/=4 : 1) ; 
NMR(DMSO-d6) : 8 9.21 (1H, m), 8.86 (1H, brs), 8.48 (1H, s), 7.70- 
7.20 (12H, m), 5.82 (2H, br), 5.12 (2H, s), 4.78 (1H, m), 4.58 (2H, brs), 
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10 



4.27 (2H, brs), 2.80 (2H, m)„ 

mmm2 6 (i) %ixf%im2 6 (2) 

%mM2A (4) &lTf%im2 5 (4) ?gg&l£fl:£^£fflv*T# 
#011 1 (1) kR»©l»fttLT, 3<bfc&fcIO#fcfcJ:oT«i!S** 

SUfctt2 6 (1) 

N- (N-^^y^t^rv^^^-^-L-U v?-^) -3-757- 
4-**V-5- (5- (2, 6-y^n7x-W^) r h y V- 

n h i r C00C2H c-o 



• HCI 
NH 2 



TLC:Rfo.38 (^od*;va : * :Sfc$=8 : l : l) ; 

NMR(DMSO-d6): S 8.90-8.79 W 8.79-8.66 (1H, m), 7.92-7.65 (3H, 
15 br), 7.65-7.55 (1 H, m), 7.50 (2H, d. J=7.5Hz). 7.43-7.10 (6H, m), 5.95-5.53 
(2H. m), 5.00 (2H, s), 4.91-4.65 (1H, m), 4.51 (2H, s), 4.13-3.83 (3H, m), 
2.93-2.55 (4H. m), 1.75-1.22 {6H, m), 1.16 (3H, t, J=7.2Hz) 0 

M2 6 (2) 

N- (N— ^>V>l'*4r*>*^#-A'-L-y v=-n>) - 3 -7 ^ y - 
20 4-**V-5- (5- (2. 6-^DD7x-JMf^) T h 7 V- 

;i/-2-^f;w) 'O*;'® • J£$i£ 
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TLCiRf 0.11 (^oD>t>;uA:^^/-;u:7K=70 : 3 o : 3) ; 

NMR(DMSO-d6) : 8 12.80-12.18 (1H, br), 8.87-8.65 (1H, m), 8.10- 
7.70 (3H, m), 7.70-7.45 (3H, m), 7.45-7.12 (6H, m), 5.99-5.50 (2H, m), 
5.00 (2H, S), 4.84-4.59 (1H, m), 4.51 (2H, s), 4.07-3.87 (1H, m), 2.90-2.55 
(4H, m), 1.72-1.19 (6H, m) 0 

mmm2 1 (1) -2 7 (9) 

N— ( (N- (3-7 i-*7"nWi*) -L-^*'J-^) — L — T 

7-;u) -3-7sy-4-**v-5-:/n*^>*'>® • t-7*f-;u 

/Co 

3Stt«2 7 (1) 

N- (2 -^f-^^Vv^^^v) iifrft-h- 3-757-4-*^ 
V - 5 - (5- (2, 6-y?nn7i-Wf;P) r f 7 V-^ - 2 - 
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TLC:Rfo.43 (^*-9-> :*»xf-A/«2 : i) ; 

NMR(CDCI3) : S 7.40-7.09 (7H, m), 6.02-5.86 (1H, m), 5.78 RV 1 
5 5.60 1 H, d, J=1 8.0Hz), 5.1 8 (2H, s), 4.76-4.62 (1 H, m), 4.59 (2H, s), 
4.12 (2H, q, J=7.0Hz), 3.06 (1H, dd. J=17.5Hz, 5.0Hz). 2.77 (1H. dd, 
J=17.5Hz, 5.0Hz), 2.35 (3H, s), 1.23 (3H, t. J=7.0Hz) o 

mmil (2) 

N— (If y v>-4 -4 to is) ^-3 -75 J - 4 

10 -**V-5- (5- (2. 6-^^071^^) t h 9 




15 TLC:Rfo.40 (^dd**a:>^-*=i9: i) ; 

NMR(DMSO-d6) : <? 8.55 (2H, d. J=5.8Hz), 8.12 (1H, d, J=9.5Hz), 
7.57-7.28 (3H, m), 7.34 (2H, d, J=5.8Hz), 5.96 1H, s), 5.14 (2H, s), 
4.76-4.60 (1H, m), 4.52 (2H, S), 4.06 (2H, q, J=7.2Hz), 2.86 (1H, dd, 
J=17.5Hz, 5.0Hz), 2.70 (1H, dd, J=17.5Hz, 6.0Hz), 2.35 (3H, s), 1.16 (3H, t, 
20 J=7.2Hz) 0 

%mm2i (3) 
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-4-**7-5- (5- (2, 6->^DD7x;JMfM r h y V 




TLC:Rfo.33 (^DnwA:^;-^=i9: l) ; 

NMR(CDCI3) I 5 7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.6Hz), 7.18 
(1H, dd, J=8.8Hz, 7.6Hz), 5.95 (1H, d, J=9.5Hz), 5.80 W 5.62 1H, 
10 d. J=18.0Hz), 5.41-5.19 (1H,m), 4.73-4.52 (1H. m). 4.60 (2H, s), 4.15 (2H, 
q, J=7.0Hz), 4.02-3.75 (4H, m), 3.15-2.98 W 2.78-2.69 (2H, m), 2.32- 
1.92 (2H, s), 1.25 (3H, t, J=7.0Hz) o 
%1foW2 7 (4) 

N- (3-?nn^>vWy) i])V*t-)\<- 3 -7 5 / - 4 
15 7-5- (5- (2, 6-y7oD7i-JMf^) t - 




20 



TLC:Rfo.7i (^*v-> : mk^^= i : D ; 

NMR(CDCI3) : 5 7.45-7.10 (7H, m), 6.01-5.86 (1H, m), 5.78 RXf 
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5.61 1H, d, J=1 8.0Hz), 5.12 (2H. s), 4.74-4.55 (1H. m). 4.60 (2H, s), 

. 4.15 (2H, q, J=7.2Hz), 3.08 (1H, dd, J=17.5Hz, 4.5Hz), 2.76 (1H, dd, 
J=1 7.5Hz. 5.0Hz), 1.24 (3H, t J=7.2Hz)„ 
*»«2 7 (5) 

N— (2 -7D^>**-» *;^'-;i/-3-7<y-4-t*y-5 
- (5- (2, 6- , ^DD7x-;^fJl') x h7 % /-^- 2 --f ;U) 
^> 9 >6£ • xf-;uxxr^ 




TLC:Rf0.33 (^*-9"> I »Kxf*=2 : 1) I 
NMR(CDCI3) ! 5 7.26 (1H, d, J=8.6Hz), 7.26 (1H, d, J=7.4Hz), 7.09 
(1H, dd, J=8.6Hz, 7.4Hz), 6.00-5.73 (2H, m), 5.75 TkXF 5.56 1H, d, 
J=1 8.0Hz), 5.25 (1H, dd, J=17.2Hz, 1.0Hz), 5.18 (1H, dd, J=1 1.2Hz, 
1.0Hz), 4.68-4.45 (1H, m), 4.54 (2H, s), 4.52 (2H, s), 4.06 (2H, q, J=7.0Hz), 
2.98 (1 H, dd, J=17.5Hz, 4.5Hz), 2.72 (1 H, dd, J=1 7.5Hz, 5.0Hz), 1.16 (3H, 
t, J=7.0Hz) o 

%mm2 7 (6) 

N- (i-? 9 ]/>- 2-4**^)1'** is) ii)\s#=-)V-Z -75 J - 
4 -t^rV- 5 - (5- (2, 6-^DD7x-Hf;l') fh7'/- 
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COOC 2 H 5 




TLC:Rfo.4i ('s*-9-> :»tti**=2 : i) ; 

NMR(CDCI3): S 7.92-7.75 RV 7.56-7.41 (7H, m), 7.34 (1H, d. 
5 J=8.8Hz). 7.33 (1 H, d, J=7.6Hz), 7.1 8 (1 H, dd. J=8.8Hz, 7.6Hz), 6.02-5.87 
(1H, m), 5.78 RV 5.59 (&* 1H, d, J=1 8.0Hz), 5.32 (2H. s), 4.72-4.50 
(1H, m), 4.60 (2H, s), 2.99 (1H, dd, J=17.5Hz, 4.5Hz), 2.72 (1H, dd, 
J=1 7.5Hz, 5.0Hz), 1 .40 (9H, s)o 
%mm 7 (7) 

10 N- (i"79 vy- l -- f *>»f- iJ)^t'=-)V-z -t\ s - 
4-**V-5- (5- (2, 6 - v^P07x-;Mf-;U) tYvV- 

)v-2-4>\') -*y 9 >g£ • if/n^f*' 




15 

TLC:Rfo.44 : ftKxf-^=2 : i) ; 

NMR(CDCI3) : (5 8.11-7.98, 7.95-7.81 RXf 7.63-7.40 (7H, m), 7.34 
(1H, d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, 7.0Hz), 
5.96-5.85 (1H, m), 5.76 (1H, d, J=1 8.0Hz), 5.64 (2H, s), 5.58 (1H, d, 
20 J=1 8.0Hz), 4.72-4.50 (1H, m), 4.60 (2H, s), 2.99 (1H, dd, J=17.5Hz, 
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4.0Hz), 2.68 (1H, dd, J=17.5Hz, 4.5Hz), 1.38 (9H, s) c 

nmw2 7 (8) 

N- (2-7x-JkiW^) 3 -7 3 ^-4 V 

-5- (5- (2, 6-^D07i-Wf^) f h7'/-^-2-^ 
5 >S? • if A' 




TLC:Rf0.63 (^^-9-> : ftK^f ^= l : l) ; 
10 NMR(CDCI3) I «5 7.48-7.42 (2H, m), 7.34-7.14 (6H, m), 6.56 (1H. d, 

J=8.4Hz), 5.67 (1H, d, J=17.8Hz), 5.46 (1H, d, J=17.8Hz). 4.87 (1H, m), 
4.15 (2H, q, J=7.2Hz), 3.23 (2H, m), 3.08 (1H, dd, J=17.4Hz, 4.4Hz), 2.93 
(2H, m), 2.74 (1H, dd, J=17.4Hz, 4.8Hz), 1.25 (3H, t, J=7.2Hz) e 
nMM2 7 (9) 

15 N- (2-7x-;vxwt) *;v^;i/-3-7^-4-t + 7 
-5- (5- (2, 6-^0071-^^) t Y<9 s /-fr- 1 -4 
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. TLC:Rfo.54 (^t>:»ISif^=i : 1) ; 

NMR(CDCI3) I d 7.48-7.43 (2H, m), 7.37-7.17 (6H, m), 6.62 (1H, d, 
J=8.8Hz), 5.61 (1H, d. J=1 8.6Hz), 5.40 (1H, d. J=18.6Hz). 4.93 (1H, m), 
4.18 (2H, q, J=72Hz), 3.28 (2H, m), 3.16 (1H, dd, J=17.6Hz, 4.4Hz), 2.96 
5 (2H, m), 2.79 (1H, dd, J=17.4Hz, 5.0Hz). 1.28 (3H, t. J=7.2Hz) 0 

%MW2 8 ( 1) -2 8 (7) 

%m.M2 7 (1) -2 7 (7) -?$l&ltzit&%3*m^X, %1foW2 3 

nmm 28(1) 

10 N- (2 -^f-^^v^^^rv) *;l"K-^-3-7^-4-t + 

V - 5 - (5- (2, 6-^do7x-;MW) t - 




15 

TLC:Rfo.25 (^od*;va : * 9J-fc=s o : l ) ; 

NMR(DMSO-d6): 5 12.65-12.30 (1H, br), 8.02-7.86 (1H, m), 7.51 (2H, 
d, J=7.5Hz), 7.42- 755 (2H. m), 7J25-7.10 (3H, m). 5.98-5.83 (2H, m), 5.07 
(2H, S). 4.67-4.53 (1H, m), 4.50 (2H, s). 2.88-2.40 (2H, m), 2.28 (3H, s) Q 
20 %m.m 2 8(2) 

n- (if j yy-4 - 4 3 —7 5 y - 4 

_^ v _ 5 _ ( 5 _ (2, 6->'^°7x-;MfJl') fb77-^ 
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TLC : R f 0.46 (*ud*;i/a : *t j-i\< : 8 : l : l)- ; 

NMR(DMSOd6) : 6 12.80-12.25 (1H, br), 8.70-8.45 (2H, m), 8.18- 
8.01 (1H, m), 7.53 (2H, d, J=7.0Hz), 7.46-7.28 (3H, m), 6.10-5.80 (2H, m), 
5.13 (2H, S), 4.70-4.56 (1H, m), 4.51 (2H, s), 2.91-2.56 (2H, m) e 

m&m2 8 (3) 

-4-** 7 - 5- (5- (2, 6-^DD7x^Mf^) f Y 7 V 
-A/- 2 — AO 




TLC : R f 0.46 (^no*ji/i:>^y-;K^=i 8 : l : l) ; 

NMR(DMS0-d6) : 5 7.88-7.76 (1H, m), 7.52 (1H, d, J=8.8Hz), 7.51 
(1 H, d, J=6.8Hz), 7.37 (1 H. dd, J=8.8Hz, 6.8Hz), 5.95- 5.78 (2H, m), 5.20- 
5.07 (1H, m), 4.61-4.43 (1 H, m), 4.50 (2H. s), 3.83-3.60 (4H, m), 2.87-250 
(2H, m), 2.23-2.00 RV 2.00-1.80 (&+ 1H, m) 0 

%mm2 8 (4) 
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y-5- (5- (2, 6-^OD7xiWfJl/) rYyV-)V-2 - 




TLC : R f 0.20 (?nD*;l/A \ * * ; - )v.mk= S 0 : 1 : 1) ; 
NMR(DMSO-d6) : 8 8.00-7.87 (1H, m), 7.60-7.27 (7H, m), 6.00-5.80 
(2H, m), 5.07 (2H, s), 4.67-4.42 (1H, m), 4.50 (2H, s), 2.86-2.54 (2H, m) 0 

-mmi* (5) 

10 N- (2 -"fu iM/tf-H'-Z -7X J- 4 -**V- 5 

- (5- (2, 6-^on7x-;Mf)i') f h7 % /-^-2-^) 




tlc : R f 0.22 (^nD*^A:>^-fl/:SK=5 o : i : i) ; 

NMR(DMS0-d6) : S 12.53-12.30 (1H, m), 7.58 RV 7.57 (&fr-£X 
2H, d, J=8.4Hz JSlV 7.0Hz), 7.43 (1H, dd, J=8.4Hz Rlf 7.0Hz), 
6.10-5.84 (3H, m), 5.36 (1H, dd, J=17.4Hz, 1.4Hz), 5.25 <1H, dd, 
20 J=1 0.6Hz, 1 .4Hz), 4.74- 4.50 (1 H, m), 4.58 (2H, d, J=5.2Hz), 4.57 (2H, s), 
2.93-2.52 (2H, m) G 
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nmw2& (6) 

4-t*V-5 - (5- (2, 6-^^DD7x-;Mf^) f h77- 

5 




TLC : R f 0.26 (^Dn*u:>^;-fl/:fttt=5 o : l : l) ; 

NMR(DMSO-d6): S 8.08-7.81 (5H, m), 7.58-7.42 (5H, m), 7.36 (2H, d, 
10 J=9.0Hz, 7.5Hz), 6.03-5.80 (2H, m), 5.25 (2H, s), 4.70-4.55 (1 H, m), 4.52 
(2H, s), 2.91 -2.53 (2H. m) 0 
£%0I2 8 (7) 

N- ii-7 9vy- l -4*******/) *;i/**-;i/-3 -75 J - 
4-** 7 -5- (5- (2, 6-/^nD7i-JMf;P) 7- YyV- 
15 ;W-2-^^) ^>*>$ 




TLC : Rf 0.63 (^DD*u:^;-^:ftS![=i 8:1:1) ; 

20 NMR(DMS0-d6) : S 8.12-7.84 RV 1 7.65-7.26 (&t>-£X 11H, m), 
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6.07-5.78 (2H, m), 5.56 (2H, s), 4.70-4.55 (1H, m), 4.52 (2H, s). 2.90-2.55 
(2H, m) 0 

mmm2 9 (i) 

N- (4 - t -7f^7x-;i/) ^;^-^-3-7^-4-i*V 
5 -5- (5- (2, 6-'^OD7x-;MfJH rh7 % /-^-l-^ 




##0S9 (1) tSSU:M (725 mg) <Dv?uu*9> (5m 
1) igfifcKO'CTM - t -^f-^>*>^^*-Jl/^D9>f K (524 m 
g ) , HJ.xf-;i>7 3 > (0.2ml) , ^f^7^e>Jy> (185 mg) 

A*»»-CH*«sfrU 9*^*31* Tim L , *«tfc. SSal 

fcv'j ijY)Vijy^^u-7 Y?J7 J (<^*V-> : 3 : 1) 

j:J:^T»»L, Jfc©i»tt«*lf***5&Bft£1& (526mg) 

TLC:Rfo.46 :»«xf-A'-2 : l) ; 

NMR(DMSO-d6) : 5 7.91-7.72 (2H, m), 7.68-7.50 (2H, m), 7.46-7.16 
(3H, m), 6.01 (1H, d, J=9.2Hz), 5.76 (1H, d, J=18.8Hz). 5.63 (1H, d, 
J=1 8.8Hz), 459 (2H, s), 4.21-4.02 (1H, m), 2.96 (1H, dd, J=17.6 RV 
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4.2Hz), 2.40 (1H, dd, J=17.6 Rtf 4.4Hz), 1.37 (9H, s), 1.36 (9H, s)o 
%1&m2 9 (2) -2 9 (7 4) 

##099 (1) iJitr##0j9 (2) -CSfiS L tzit&® t ffi^-T * * * 
tcj^n^ Kft^fcfcfli^T, IIfl2 9(1) fcW«lO»ft«:LT, 

HM0O2 9 (2) 

N-7i-;MfJ^H-^- 3-73/-4-**V-5- (5- 
(2, 6-y?DD7x-Wf*) t h?7-^-2 -4 ^) 
& • t -7f-;Pi*r^ 




TLc:Rfo.77 (*nn#*A : **y->i'=i 9 : i) ; 

NMR(DMS0-d6) : <5 7.90 (1H, d, J=9.0Hz), 7.58-7.29 (8H, m), 5.98 
15 (2H, m), 4.52 (4H. m), 2.77-2.64 (2H, m), 1 .38 (9H, s)o 
Httffl2 9 (3) 

N-7x-;^;p*-;i'-3-7 5/ -4-t+y-5- (5- (2, 

6-y?DD7x-Wf)l') f- b 57-^-2 -4 JU) t 
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TLC:Rfo.57 (*od*;ua : > ?y-;u= 1 9 : l ) ; 

NMR(CDCI3): 8 7.93-7.83 RTf 7.71-7.48 (5H, m), 7.35 (1H, d. 
J=9.0Hz), 7.35 (1H, d, J=7.0Hz). 7.18 (1H, dd, J=9.0Hz, 7.0Hz), 6.07 (1H, 
d, J=9.5Hz), 5.83 RV 5.62 (&* 1H, d, J=18.0Hz), 4.59 (2H, s), 4.20- 
5 4.05 (1H, m), 2.82 (1H, dd, J=17.5Hz, 4.0Hz), 2.24 (1H, dd, J=17.5Hz, 
4.5Hz), 1.37 (9H,s)e 

%nm2 9 (4) 

N- (2- (±7? U>- 1 -A fr) 3 -7 5 y 

-4-^-^7-5- (5- (2, 6-y^DD7i-JMf;i') r h 7 V 
10 2 ->T^) >B£ • t -yf^i^f Ji' 




TLC:Rfo.43 (a^>:»^=2: 1) ; 

15 NMR(CDCI3)I 8 8.11-7.73 7.63-7.08 (10H, m),5.72 5.58 

1H, d, J=18.0Hz), 4.58 (2H, s), 4.32-4.19 {1H, m), 3.74-3.55 JkXf 
3.53-3.37 (£-fr-£T 4H, m), 2.91 (1 H, dd, J=17.5Hz, 4.5Hz), 2.52 (1 H, dd, 
J=1 7.5Hz, 5.0Hz), 1.38 (9H, s)„ 
»0!I2 9 (5) 

20 N- (i-V 9 XA'*i*-3-75-/-4-ttV- 

5 - (5- (2, 6-^^otJ7x-;Mf^) r h ^V*-^- 2 --f/1/) 
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TLC:Rf0.24 I »Kx?-*/=3 : i) I 

5 NMR(CDCI3) I <5 8.45 (1H, m), 8.07-7.59 (6H, m), 7.34 (1H, d, 

J=9.0Hz), 7.34 (1H,d, J=7.0Hz), 7.17 (1H,dd, J=9.0Hz, 7.0Hz), 6.20 (1H, 
d, J=9.5Hz), 5.88 RV 5.67 1H, d, J=18.0Hz), 4.58 (2H, s), 4.26 

(1H.m), 2.79 (1H, dd, J=17.5Hz, 4.0Hz), 2.20 (1H, dd, J=1 7.5Hz, 4.5Hz), 
1.33 (9H, s) 0 
10 nmW2 9(6) 

N- (1"7 9 vy- 1 -4)V) x;i/*-^-3-T^ y-4 
5 - (5- (2, 6-y?OD7i-iMf)V) r Y 7 V-A>- 2 -4 fr) 




TLC:Rfo.2i (A^^iftRxf^s : i) ; 

NMR(CDCI3) : 8 8.62-8.50, 8.35-826, 8.18-8.07, 8.05-7.94 RXf 
7.76-7.46 (7H, m), 7.33 (1H, d, J=9.0Hz), 7.33 (1H, d, J=7.0Hz). 7.16 (1H, 
20 dd, J=9.0Hz, 7.0Hz), 6.50-6.39 (1H, m), 5.84 Rtf 5.56 1H, d, 
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J=18.0Hz), 4.57 (2H, s), 4.12-3.95 (1H, m), 2.65 (1H, dd, J=17.5Hz, 
4.0Hz), 1.78 (1H, dd, J=1 7.5Hz, 5.0Hz), 1.24 (9H, s) 0 
%mM2 9 (7) 

N— (2 -7x-J1/Xt-)1') X^*-*-3-7 5 y-4-**v- 
5- (5- (2, 6-^?DD7x-^fM t h 7 AO 




TLC:Rf 0.53 : B^K^^^=3 : l) ; 

NMR(DMS0-d6) : d 7.55 (1H,d, J=1 5.6Hz), 7.52-7.40 (5H,m), 7.36- 
7.17 (3H,m), 6.77 (1H, d, J=15.6Hz), 5.92 (1H. d,J=1 8.2Hz), 5.73 (1H, d, 
J=1 8.2Hz), 4.59 (2H, s), 420 (1H. m). 2.98 (1H, dd, J=17.4, 4.2Hz), 2.70 
(1H, dd, J=17.4, 4.2Hz), 1.39 (9H, s) 0 

mmm2 9 (&) 

N- (4-7*n*7x^l/) Z -75 y-4 -**V- 5 

- (5- (2, 6-^OD7x-)Mf;l/) fh7 V— A'— 2—4 AO 
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TLC:Rfo.44 (A*t>:»sixf^=2 : i) ; 

NMR(DMSO-d6) : S 7.76 Rtf 7.66 (&* 2H, d, J=8.5Hz), 7.34 (1H, 
d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.16 (1H, dd, J=9.0Hz, 7.0Hz), 6.12 
(1H, d, J=9.6Hz). 5.84 5.64 (&* 1H, d. J=18.0Hz), 4.60 (2H, s), 
4.19-4.03 (1H, m), 2.82 (1H, dd. J=17.8Hz, 3.8Hz), 2.31 (1H, dd, 
J=1 7.8Hz, 4.6Hz), 1.38 (9H, s)o 

N-7*-**A'*->l'-3-75 y-4-**V-5- (5- (2, 6 




TLC:Rf0.60 (A+t>:^xf;l/=2 : 1) ; 

NMR(CDCI3) : 8 7.37-7.24 (3H, m), 5.89 (2H, d, J=17.2Hz), 5.74 (1H, 
d, J=1 7.2Hz), 4.61 (1H, s), 4.38-4.28 (1H, m), 3.12-3.02 (2H, m), 2.98 (1H, 
dd, J=17.0, 4.6Hz), 2.74 (1 H, dd. J=17.0, 4.6Hz), 1 .91 -1 .79 (2H, m), 1 .63- 
1.61 (2H, m), 1.43 (9H, s), 0.96 (3H, t, J=7.2Hz) 0 

%mm 29 do) 

- (5- (2, 6-y^DD7z-WfM r l«7 7-)V-2 
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TLC:Rfo.46 (^t^:SKxfJi'=i : 1) ; 

NMR(CDCI3): S 9.02 (1H, dd, J=4.3. 1.7Hz), 8.47-8.10 (3H, m), 
7.73-7.55 (2H, m), 7.44 (1H, d, J=7.5Hz), 7.37-7.13 (4H, m), 6.02 (1H, d, 
J=16.6Hz), 5.87 (1H, d, J=16.6Hz), 4.60 (2H, s), 4.48-4.41 (1H, m), 2.66 
(1H, dd, J=17.0, 4.5Hz), 2.96 (1H, dd, J=17.0, 4.5Hz), 1.27 (9H, s) 0 

$mm2 9(11) 

N— (5 -y>f;V7 5 J U>- 1 -4 *) Z)U*-)l>- 3-7 

5^-4-^^7-5- (5- (2, 6-^nD7i-Wf;P) rh 




H 3 C 



TLc:Rfo.58 :»«xf-^«2 : l) ; 

NMR(CDCI3) : 5 8.60 (1H, d, J=8.5Hz), 8.31-8.19 (2H, m), 7.63-7.52 
(2H, m), 7.36-7.13 (5H, m), 6.39 (1H, d, J=9.9Hz). 5.84 (1H, d, J=18.2Hz), 
5.55 (1H, d, J=1 8.2Hz), 4.58 (2H, s), 4.05-3.96 (1H, m), 2.89 (6H. s), 2.66 
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(1H, dd, J=17.2, 4.5Hz), 1.79 (1H, dd, J=17.2, 4.5Hz), 1.25 (9H, s) c 

mmm 29 (12) 

N— (4--h07x-^) 7 > ;w*-;U-3-T$y-4-^- + V-5 
- (5- (2, 6-^DH7x-^f;l/) fh7 4 /-;l/-2-'fil') 




TLC:Rfo.60 (^dd^u : * ^y-;i/= 1 9 : 1 ) ; 

NMR(CDCI3) : S 8.38 W 8.05 2H. d, J=9.2Hz), 7.36 (1H, d, 
J=8.8Hz), 7.36 (1H, d, J=7.2Hz), 7.20 (1H, dd, J=8.8Hz, 7.2Hz), 6.25 (1H, 
d, J=9.6Hz), 5.71 TkV 5.56 (&* 1H,d, J=18.0Hz), 4.61 (2H, s), 4.27- 
4.10 (1H, m), 2.92 (1H, dd, J=17.8Hz, 4.0Hz), 2.38 (1H, dd, J=17.8Hz, 
5.0Hz), 1.38(9H,s)o 

mMM2 9(13) 

N — 7 jc— — 3 -7^-4-^^7-5- (5- (2, 
6-y^nn7x-Wf;i^) t h y 1 -A fr) s<>?>&- t 
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TLC:Rfo.46 (A^^:»»xffl/-i : 1) ; 

NMR(DMS0-d6) I 8 8.66 (1H,d, J=10.0Hz), 7.94-7.89 (2H, m), 7.65- 
7.33 (6H, m), 6.04-5.79 (2H, m), 4.53-4.42 (1H, m), 4.28 (2H, s), 2.65-2.61 
(2H, m), 1.33 (9H, s)„ 

%MM2 9(14) 

N- (2 -7HD7i-^) 3 -7? ^-4 -t + V- 

5 _ (5- (2, 6-y^n7xiJMf^) fh9 , /-*-2-'f*) 




TLc:Rfo.43 W/:|«xf*'=2:i) ; 

NMR(CDCI3) : 5 7.92(lH,dt,J=1.8, 7.8Hz), 7.70-7.59 (1H, m), 7.37- 
7.14 (5H, m), 6.28 (1H, d. J=9.4Hz), 5.92 (1H, d, J=18.0Hz), 5.74 (1H, d, 
J=1 8.0Hz), 4.60 (2H, s), 4.30-451 (1H, m), 2.92 (2H, dd, J=17.6, 3.7Hz), 
2.34 (2H, dd, J=17.6, 3.7Hz), 1.40 (9H, S)„ 

%mmZ 9(15) 

N — (4-7^071-^) 3-757-4-t^V- 
5 _ (5 _ ( 2 , 6-7?Dn7i^MfJI') f" b 7 2 -4 AO 
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TLC:Rfo.46 2 : D : 

NMR(CDCI3) : 5 7.93-7.86 (2H, m), 7.38-7.15 (5H, m), 6.08 (1H. d, 
5 J=8.5Hz). 5.83 (1H, d, J=1 8.0Hz), 5.63 (1H, d, J=1 8.0Hz). 4.60 (2H, s), 
4.18-4.08 (1H, m), 2.82 (2H, dd, J=17.4, 3.9Hz). 2.30 (2H, dd, J=17.4, 
3.9Hz), 1.38 (9H, s) 0 

%mW2 9(16) 

N- (3-7^n7i^) *;U*-;u-3 -75 y - 4 -**V- 
10 5- (5- (2, 6 -^DD7i^Mf^) r h 5 % /-Jl/- 2 




15 TLC:Rf0.62 nn*/l>A *y-IU= 1 9 I 1 ) ; 

NMR(CDCI3): 5 7.72-7.46 RtT 7.42-7.12 (7H, m), 6.23-6.10 (1H, m), 
5.84 Rtf 5.64 fa A 1H, d, J=1 8.0Hz), 4.60 (2H, s), 4.22-4.07 (1H, m), 
2.84 (1H.dd,J=1 7.5Hz, 4.0Hz), 2.38 (1H, dd, J=17.5Hz, 5.0Hz), 1.37 (9H, 

S)o 

20 %nm2 9(17) 

N— (2-7"Dt7x^M *;u*-;l/-3-75y-4-*4rV-5 
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- (5- (2, 6-^oD7x-;Mf;i/) r h yV~-)V-2 




5 

TLC:Rfo.24 (a^>:^^=3 : l) ; 

NMR(CDCI3) : 8 8.20-8.08 (1H, m), 7.92-7.72 (1H, m), 7.60-7.40 (2H, 
m), 7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, 
7.0Hz), 6.68 (1H, d, J=9.6Hz), 5.98 RV 5.80 (&* 1H, d, J=18.0Hz), 
10 4.60 (2H, s), 4.17-4.00 (1H, m). 2.88 (1H, dd, J=17.5Hz, 4.0Hz), 2.19 (1H, 
dd, J=1 7.5Hz, 5.0Hz), 1.40 (9H, s)„ 

%1&m2 9 (1 8) 

N- (4 - > Ry7x^Jl') 7s)Vi^=-)V- 3 -75 J - 4 -**V - 
5- (5- (2, 6-y^oD7x-Wf;i') t hy % /-^-2-4 J^) 
15 ^> ? • t -^f-;i/x^T^ 




TLC:Rf0.38 : 2 : D ; 

20 NM R(CDCI3): 5 7.81 (2H, d, J=9.0Hz), 7.36-7.14 (3H, m), 7.01 (2H, d, 
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J=9.0Hz), 5.99 (1H, d, J=9.8Hz), 5.85 (1H, d, J=16.9Hz), 5.63 (1H, d, 
J=1 6.9Hz), 4.60 (2H, s), 4.14-4.03 (1H, m), 2.81 (2H, dd, J=12.6, 3.7Hz), 
2.26 (2H, dd, J=12.6, 3.7Hz), 1.37 (9H, s) 0 

mmm 9(19) 

N- (4 -h'J7;l'tD < )tf^7i-^) 7s)V*-)V-$ -7* J - 4 
- ^- y - 5 - (5- (2, 6-7^D°7x-^f;i/) r h7V- ^ 
-2-W;i/) t-7f^f^ 




TLC:Rfo.43 :Sti?if-^=2 : l) ; 

NMR(DMS0-d6) : 8 8.01 (2H, d, J=8.8Hz), 7.82 (2H, d, J=8.8Hz), 
7.37-7.15 (3H, m), 6.21 (1H, d, J=9.2Hz), 5.84 (1H, d, J=17.9Hz), 5.65 (1H, 
d, J=17.9Hz), 4.61 (2H, s), 4.23-4.12 (1H, m), 2.81 (2H, dd, J=16.6, 4.0Hz), 
2.26 (2H, dd, J=16.6, 4.0Hz), 1.36 (9H, s)„ 

%mm2 9 (2 0) 

N- (ft7x>-2-^l') 7jl/*-^-3-75y-4-t^7- 
5- (5- (2, 6-^0071^^) t YyV-)V- 2 -4)V) 
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TLC:Rfo.43 (A^t>:ftK^=2 : l) ; 

NMR(DMSO-d6) : $ 7.68-7.65 (2H, m). 7.37-7.14 (3H, m), 7.13 (1H, t. 
J=4.4Hz). 6.17 (1H, d, J=9.4Hz), 5.86 (1H, d, J=18.1Hz), 5.66 (1H, d, 
J=18.1Hz), 4.60 (2H, s). 4.24-4.13 (1H, m), 2.89 (2H, dd, J=17.5. 3.7Hz), 
2.26 (2H, dd, J=17.5, 3.7Hz), 1.38 (9H, s)„ 

%nmz 9 (2 1) 

N- (3 -7x-jvynn>) ■=■;!/- 3 -7^y-4 
5- (5- (2, 6-^DD7xi^fJl') f I 1 7 V — )V — 2 — *i fr) 




tlc:r£0.41 (A*t^:ft»xf/i'=2 : D ; 

NMR(CDCI3): <? 7.40-7.10 (8H, m), 5.82 RV 5.66 1H. d, 

J=1 8.0Hz), 4.61 (2H, s), 4.32-4.16 (1H, m). 3.12-2.52 (6H, m), 2.30-2.50 
(2H, m). 1.42 (9H, s)„ 

9 (2 2) 

N- (2-7)^071-^) 3 
5 - (5- (2, 6-^0071^^) f b77-^-l-^l/) 
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CI 



5 HPTLC:Rf0.34 > : 2 : 1 ) ; 

NMR(CDCI3) : $ 7.96 (1H, m), 7.68 (1H,m), 7.46-7.10 (5H, m), 6.24 
(1H, m), 5.84 TkV 5.75 (&+ 1H, d, J=18.0Hz), 4.30 (2H, s), 4.28 
(1H,m),3.05 RV 2.45 1H, &4 dd, J=17.5, 5.0Hz), 1.40 (9H, s) c 

mifoM2 9 (2 3) 

10 N- (4 —9 nn7x-;u) 3 -T 3 J - 4 -t^V- 5 

- (5- (2, 6-y^DD7x^Wf;i/) fh7 , /-^-2-^V) 



TLC:Rfo.6i (^ud*w : * jr;-)v= i 9 : l) ; 

NMR(CDCI3) : 8 7.81 7.52 2H, d, J=8.0Hz), 7.35 (1H, d, 
J=8.0Hz), 7.35 (1H, d, J=8.2Hz), 7.19 (1H,dd, J=8.2Hz, 7.0Hz), 6.13 (1H, 
d, J=9.5Hz), 5.84 W 5.64 (&* 1H, d, J=18.0Hz), 4.60 (2H, s). 4.21- 
20 4.05 (1H, m), 2.83 (1H, dd, J=17.5Hz, 4.5Hz), 2.33 (1H, dd, J=17.5Hz, 
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5.0Hz), 1.37 (9H. s) 0 
mmM2 9 (2 4) 

N- (3-^od7i-^) zfl,7h-fl,-3 -Tl y-4 -t*V- 5 
- (5- (2, 6-^007x-^f^) t h yV-)V- 2 ->f ;W) 




TLC:Rfo.66 (^dd*w : > ^y-;i/= i 9 : l) ; 

NMR(CDCI3): S 7.95-7.41 (4H, m), 7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, 
J=8.0Hz), 7.18 (1 H, dd, J=9.0Hz, 7.0Hz), 6.17 (1H, d, J=9.6Hz), 5.84 RV 
5.65 {&* 1 H,d,J=1 8.0Hz), 4.60 (2H.S), 4.23-4.08 (1H,m), 2.84 (1H,dd, 
J=1 7.6Hz. 4.0Hz). 2.29 (1H, dd, J=17.6Hz, 4.6Hz), 1.38 (9H, s) 0 

%mM2 9 (2 5) 

N- (2-^on7x-;u) 3-7^-4-^ + 7-5 

- (5- (2, 6-^0071-;^^) r 2 




TLC:Rf0.64 (?nn*;UA : ;>< *y-;P= 1 9 : 1) ; 
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NMR(CDCI3) : S 8.15-8.07 (1H, m), 7.61-7.40 (3H, m), 7.34 (1H, d, 
J=9.0Hz),7.34 (1H,d. J=7.0Hz), 7.17 (1H,dd, J=9.0Hz, 7.0Hz), 6.58 (1H, 
d, J=9.6Hz), 5.97 Jklf 5.79 1H. d, J=18.2Hz), 4.60 (2H, s), 4.18- 

4.04 (1H, m), 2.88 (1H, dd, J=17.6Hz, 3.6Hz), 2.19 (1H, dd, J=17.6Hz, 
5 4.4Hz), 1.40 (9H,S)o 
%mm 9 (2 6) 

N- (2-7x-my7x-;P) 3-7^7-4-^ 
4rV-5- (5- (2, 6 - 9 J9 n D 7x^W f- A') 7-h?'/-A"-2 

10 




TLC:Rfo.33 (A4rt>:ft»i^=3: i) ; 

NMR(CDCI3) : (J 8.03-7.93,7.58-6.97 Rtf 6.95-6.85 (1H, m), 6.38 
15 (1H, d, J=9.6Hz), 5.93 W 5.82 1H, d. J=18.0Hz), 4.60 (2H, s), 

4.28-4.22 (1H, m), 2.94 (1H, dd, J=17.5Hz, 4.0Hz), 2.46 (1H, dd, 
J= 17.5Hz, 5.0Hz), 1.38 (9H, s)o 

nti&M 2 9 (2 7) 

N- (2 -7x-*7x-A0 Xi^-^-3-7U-4-^^V- 
20 5 - (5- (2, 6 - v^ n D7x-;M f f F 7 2 - >fM 
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TLC:Rfo.45 (^*-*> : fm*-i-fr=2 : 1) ; 

NM R(CDCI3) : 3 8.14 (1H, dd, J=1.4, 7.8Hz), 7.70-7.12 (1 1H, m), 5.67 
(2H. s). 5.18 (1H, d, J=9.4Hz), 4.58 (2H, s), 3.96 (1H, m), 2.74 (1H, dd, 
J=4.0, 17Hz), 2.25 (1H. d, J=4.8, 17Hz), 1.36 (9H, s) 0 

%MM2 9 (2 8) 

N- (3-7x^yot>) XH/*-;w-3-7 5 V-4 -**V- 
5 - (5 - (2, 6-^^DD7xiiMf^) r h 9 1-4*0 




TLC:Rfo.28 (y^nupt * > : ft^f^=2 o : l ) ; 

NMR(CDCI3) : 8 7.41-7.14 (8H, m), 5.78 5.68 1H, d, 

J=1 9.0Hz), 5.70 (1H, d. J=9.4Hz), 4.35-4.19 (1H, m), 4.31 (2H, s), 3.19- 
2.95 JkV* 2.87-2.60 (6H, m), 2.35-2.07 (2H, m), 1.43 (9H, s) Q 

#£i&0U2 9 (2 9) 

N- (2-^F+v7x-;i/) X*-*-^- 3-75^-4-:** 7- 
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5- (5- (2, 6-^D07x-;Mf^) -f h 2 -4*) 



15 




COO-t-Bu /7~~\ 



TLC:Rfo.4o :ffig!^=2 : i) ; 

NM R(CDCI3) : <5 7.95-7.86 (1H, m), 7.63-7.46 (1H, m), 7.38-6.93 (5H, 
m), 6.38 (1H, d, J=8.5Hz), 5.78 (2H, s), 4.60 (2H, s), 4.30-4.12 (1H, m), 
3.93 (3H, s), 2.85 (1H, dd, J=1 7.6Hz, 4.0Hz). 2.26 (1H, dd, J=1 7.6Hz, 
10 5.0Hz), 1.40 (9H,s) 0 

mum 2 9 o o) 

N— (2, 6-v7;w^-D7i-;i/) 7W-;i/-3-75y-4-t 

* 7 - 5 - (5- (2, e-y'^D?!^^) fh7'/-JV-2 



COO-t-Bu 




TLC:Rfo.33 : SK^^=2 : l) ; 

NM R (CDCI3): 5 7.65-7.46 (1 H, m), 7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, 
20 J=7.2Hz), 7.18 (1H, dd, J=8.8Hz, 7.2Hz), 7.09 RXf 7.05 1H, d, 

J=8.6Hz), 6.56-6.45 (1H, m), 5.91 W 5.75 1H, d, J=18.0Hz), 4.60 
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(2H, s). 4.45-4.53 (1H, m), 2.98 (1H. dd, J=17.8Hz. 3.6Hz), 2.45 (1H, dd. 
J=1 7.8Hz, 4.6Hz), 1.41 (9H, s)« 

9 (3 1) 

N — (4-v7V7i-;u) -7S J-A -**V- 5 

_ (5 _ (2, 6-y^DD7i-)MfJV) r h7'/-^- 2 -4 ^) 




10 TLC:Rfo.63 (ah>:SK^=2: i) ; 

NMR(CDCI3) : S 7.97 (2H, d. J=8.5Hz), 7.83 (2H, d, J=8.5Hz), 7.36 
(2H, d,J=8.0Hz), 7.1 9 (1H,t,J=8.0Hz), 6.33-6.1 9 (1H,m), 5.81 RXf 5.61 
{&* 1H. d, J=1 8.0Hz), 4.61 (2H, s), 4.25-4.13 (1H, m), 2.80 (1H, dd, 
J=17.5Hz, 4.0Hz). 2.38 (1H, dd, J=17.5Hz, 4.6Hz), 1.37 (9H, s) 0 

15 nmm2 9 (3 2) 

N _ (2 -^f;i/7i-^) ***:=.A'-3-7 5</-4-**V- 5 
- (5- (2, 6-^oo7*-^^^) f-h ?*/-/!'- 2 -4 
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TLC:RfO-42 (^*4)-> :&m*?n<=2 : D ; 

NMR(CDCI3) ! S 8.04-7.90 (1H, m), 7.58-7.19 (6H, m), 6.33-6.09 (1H, 
br), 5.81 (1H, dd, J=18.0Hz), 5.63 (1H, dd, J=18.0Hz), 4.59 (2H, s), 4.14- 
3.97 (1H, m), 2.79 (1H, dd, J=17.6 JSitf 3.6Hz), 2.64 (3H, s), 2.18 (1H, dd. 
5 J=17.6 JSlIT 4.6Hz), 1.38 (9H, s) 0 
UmM2 9 (3 3) 

N- (4-^f^7i-)V) x;i/*-;U-3-7^/-4-**V-5 
- (5- (2, 6-^0071-^^) f F 7 V* — f\/ — 2 ~ 4 )b) 
s<>9>&' t -7*fiH^f^ 

10 




TLC:Rfo.35 (^*v> : &$j^*=2 : D ; 

NMR(CDCI3) : S 7.82-7.68 (2H, m), 7.44-7.10 (5H, m), 6.05 (1H, d, 
15 J=9.0Hz), 5.86 (1H, dd, J=1 8.2Hz), 5.62 (1H, dd, J=18.2Hz), 4.60 (2H, s), 
4.22-4.02 (1H, m), 2.82 (1H, dd, J=17.6 RV 3.8Hz), 2.48 (3H, s), 2.26 
(1H, dd, J=17.6 RVF 4.6Hz), 1.37 (9H, s) c 

%m\2 9 (3 4) 

N— (4-7x-^7x^) 7^^-^-3-7? + 
20 5 - (5 - (2, 6-y^DD7x^MfJl/) t \>?V-)l<-2-4 )l>) 
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TLC:Rfo.26 (^4r*> : &$x-f;i/=3 : l) ; 

NMR(CDCI3) : S 8.00-7.86 (2H, m), 7.84-7.69 (2H, m), 7.67-7.36 (5H, 
m), 7.38-7.1 1 (3H, m, 6.14 (1 H, brs), 5.87 (1 H, d, J=1 8.2Hz), 5.67 (1 H, d, 
J=1 8.2Hz), 4.59 (2H, s), 4.27-4.06 (1H, m), 2.85 (1H, dd, J=17.4 W 
4.0Hz), 2.33 (1H, dd, J=17.4 4.6Hz), 1.37 (9H, s)o 

nMM2 9 (3 5) 

N- (5-y^f;V7^t7J'l'>-l-'f^) -;U-3 -7 

< ;-4-**V-5- (5- (2, 6-^OD7x-JMf^) 




H a C 

TLC:Rf0.50 (^t>:ft»ifA'=3 : 1) ; 

NMR(CDCI3) : 5 8.69 (1H, d, J=8.8Hz), 8.37-8.14 (2H, m), 7.59-7.43 
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(2H, m), 7.43-7.06 (4H, m), 6.43 (1H, d, J=10.0Hz), 5.87 (1H, d, J=1 8.4Hz), 
5.57 (1H, d, J=18.4Hz), 4.58 (2H, s). 4.10-3.93 (1H, m), 3.11 (4H, t, 
J=7.2Hz), 2.65 (1H, dd. J=17.8 3.4Hz), 1.75 (1H, dd. J=17.8 JkTf 
4.6Hz), 1.55-1.05 (8H, m), 1.24 (9H, s), 0.83 (6H, t, J=7.0Hz) o 
mmM2 9 (3 6) 

N- (3 -7x^^7i-)V) ^;i/^-;u-3 -75 J -4 -**v- 
5- (5- (2, 6-y?Dn7x^Mf;l/) r h9 % /-A^-2 -4 AO 




TLC:Rf0.67 (^nn*^ : * *y-^ = 1 9 : 1 ) ; 

NMR(CDCI3) : 8 8.10 (1H, m), 7.90-7.80 (2H, m), 7.67-7.39 (6H, m), 
7.34 (1H, d, J=8.8Hz), 7.34 (1H, d, J=7.0Hz). 7.17 (1H, dd, J=8.8Hz, 
7.0Hz), 6.24-6.11 (1H, m), 5.86 W 5.67 {&* 1H, d, J=18.0Hz), 4.58 
(2H, s), 4.25-4.12 (1H, m), 2.82 (1H, dd, J=17.6Hz, 4.0Hz), 2.26 (1H, dd, 
J=1 7.6Hz, 4.6Hz), 1.33 (9H, s) e 

%foW2 9 (3 7) 

N— (4-7-bfil'7?;7x-;V) ^jl/*i/l/-3-7^-4-t 
+ V-5- (5- (2, 6-^DD7x-Wf^) rh9V-A-2 
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TLC:Rfo.47 (^do*;^ : 1 9 : l) ; 

NM R(CDCI3): 8 7.80 (2H, d, J=9.2Hz), 7.74-7.60 (1H, m), 7.69 (2H, d, 
J=9.2Hz), 7.33 (1H, d, J=9.2Hz), 7.33 (1H, d, J=7.0Hz), 7.17 (1H, dd, 
J=9.2Hz, 7.0Hz), 6.20-6.00 (1H, m), 5.85 R Xf 5.65 (& + 1H, d, 
J=18.0Hz), 4.59 (2H, s), 4.17-4.04 (1H, m), 2.81 (1H, dd, J=1 7.4Hz, 
4.0Hz), 2.21 (1H, dd, J=17.4Hz. 4.8Hz), 1.35 (9H, s) D 

%MM2 9 (3 8) 

N- (4- t - W7xs^) x;i/*-;i/-3-7^-4-t^rV 
- 5 - (5- (2, 6-y^D7x-Wf^) fh7 , /-^-2-'f 




TLC:Rfo.23 (^**> : ft»xf-^=3 : i) ; 

NMR(CDCI3) : 5 7.86-7.72 (2H, m), 7.63-7.48 (2H, m), 7.42-7.10 (3H, 
m), 6.13-5.95 (1H, m, 5.84 (1H, d, J=18.0Hz), 4.59 (2H, S), 4.22-4.01 (1H, 
m),2.84 (1H,dd, J=17.6 RV 4.0Hz). 2.27 (1H, dd, J=1 7.6 RV 4.6Hz), 
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1.36 (9H t s), 1.34 (9H, s)o 

3kMM2 9 (3 9) 

5;-4-t^V-5 - (5- (2, 6-^nD7x^Mf^) r b 




TLC:Rfo.29 (^*V> : sfc&x^=2 : l) ; 

NMR(DMSO-d6) : * 8.63 (1H, d, J=8.6Hz), 8.30-8.12 (2H, m), 7.72- 
7.48 (2H, m), 7.48-7.10 (4H, m), 6.42-6.20 (1H, br), 5.67 (1H, d, J=18.8Hz), 
5.46 (1H, d. J=1 8.8Hz), 4.32-3.87 (3H, m), 2.90 (6H, s), 2.81 (1H, dd, 
J=18.0 Mtf 4.0Hz), 2.01 (1H, dd, J=18.0 W 4.0Hz), 1.27 (9H, s)o 

nmM2 9 (4 0) 

N- (5- (tf V >- 2 ->f ;u) ft7x>-2-^f^) 7s)\,*-)V 
-3-75 y -4 -**7- 5 - (5- (2 F 6-y^no7i-;Mf 
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TLC:Rf0.28 (^4r^> : *Kxf-fl/=2 : 1) I 
NMR(CDCI3) : S 8.66-8.48 (1H, m), 7.88-7.66 (2H, m). 7.64 (1H, d, 
5 J=4.0Hz), 7.51 (1H, d. J=4.0Hz), 7.43-7.06 (4H, m), 6.35-6.12 (1H, br), 
5.92 (1H. d. J=18.2Hz). 5.73 (1H, d, J=18.2Hz), 4.59 (2H, s), 4.31-4.15 
(1H, m), 2.92 (1H, dd, J=17.2 Jk.V 3.4Hz), 2.41 (1H, dd, J=17.2 Rlf 
4.4Hz), 1.37 (9H, s)o 

mmm2 9 (4 1) 

0 N - (1- ( 3 - * o d - 5 - h V 7 )Vt d * fcf V V >- 2 - 4 

Mu-)\,-2-A)\/ ) ^;W*-;U-3-T5 /-4-**7-5- (5- 

$ • t --/f-^x^r^ 



TLC:Rfo.26 (A^t^:ftKi^=i : D ; 

NMR(CDCI3) : 8 8.74-8.64 (1H. m), 8.21-8.11 (1H, m), 8.06 (1H, t, 
J=2.6Hz), 7.56 (1 H. t, J=2.2Hz). 7.44-7.04 (3H, m), 6.70-6.59 (1 H, m), 6.07 
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(1H, d, J=9.4Hz), 5.90 (1H, d, J=18.4Hz). 5.71 (1H, d, J=18.4Hz), 5.10 (2H, 
s), 4.28-4.04 (1H, m), 2.92 (1H, dd, J=17.2 RXf 3.8Hz), 2.50 (1H, dd, 
J=17.2 RIT 4.6Hz), 1.39 (9H, s) Q 
mNM 2 9 (4 2) 

5 N- (4 -71-^^71-^) 3 -7 3^-4 -* 

*v-5- (5- (2, 6-y^DD7x-;i/p»f-;w) TYyV-)V-2 




10 

TLC:Rfo.42 (^**r> : fm^>^=2 : l) ; 

NMR(CDCI3) : S 7.85-7.75 W 7.50-7.00 (12H, m), 6.03 (1H, d, 
J=9.6Hz), 5.85 RXf 5.64 (&* 1H, d, J=18.0Hz), 4.60 (2H, s), 4.19-4.03 
(1H, m), 2.85 (1H, dd, J=17.4Hz, 4.0Hz), 2.33 (1H, dd, J=17.4Hz, 4.6Hz), 
15 1.38 (9H, s) 0 

%mm2 9 (4 3) 

N— (4 -7 z- -to?-* 7 x-;W) ^;i/*-;W-3 -75 y-4 
V- 5 - (5- (2, 6-y^no7x^Wf;i') f h7V-^-2- 
4/t/) t -^f-^J-^f'*' 

20 
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TLC:Rfo.48 (Aw:ftiif/i'=2: i) ; 

NMR(CDCI3) I 8 7.75-7.60 Rtf 7.60-7.12 (12H, m), 6.15-5.95 (1H, 
5 m), 5.84 RXf 5.62 (&* 1H, d, J=18.0Hz), 4.60 (2H, s), 4.15-4.00 (1H, 
m), 2.82 (1H, dd, J=17.6Hz, 4.0Hz), 2.30 (1H,dd, J=17.6Hz, 4.6Hz), 1.37 
(9H, s) 0 

mmm2 9 (44) 

N-*? ^i^*i*-3-75 y-4-**V-5- (5- (2, 




15 TLC:Rf0.32 : 3 I 1 ) I 

NM R(CDCI3) I * 7.40-7.10 (3H, m), 5.89 (1H, d, J=17.8Hz), 5.74 (1H, 
d,J=1 7.8Hz). 4.61 (2H, s), 4.44-454 (1H, m), 3.17-2.86 (3H, m), 2.74 (1H, 
dd, J=17.6 4.8Hz), 1.95-1 .70 (2H, m), 1.58-1.14 (1 OH, m), 1.43 (9H, 
s), 0.88 (3H, t, J=7.5Hz) 0 
20 %mm 2 9 (4 5) 

N- (4-7x^7i-^) 3-7^-4-t + V- 
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5- (5- (2, 6-^0071-;^^) r YyV-)^-2 -4)\<) 




TLC:Rf0.17 (^4r*9-> : ffls|*x*JU=3 : i) ; 

NMR(CDCI3) : * 8.06-7.89 (2H, m). 7.89-7.70 (2H, m), 7.70-7.16 (8H, 
m), 6.10 (1H, d, J=9.2Hz), 5.80 (1H,d,J=1 8.8Hz), 5.68 (1H, d. J=1 8.8Hz), 
4.29 (2H, S). 4.27-4.09 (1H, m), 2.98 (1H, dd. J=17.8 RV 4.2Hz), 2.44 
10 (1H, dd, J=17.8 RU* 4.8Hz), 1 .38 (9H, S) 0 

%mto2 9 (4 6) 

N— (4 -71=**^^ ^;W7x-;u) x;u*.=ji/- 3-75 
y-4-**V-5- (5- (2, 6-y^DD7x-;Mf^) f^7 
— — 2 — f JV) ^>*>Bt- t-'f J f-)VJ^XTA> 

15 




TLC:Rf0.79 (^dd*w : *?s-)V=i 9 : l) ; 



603 



WO 97/24339 



PCT/JP96/03801 



NMR(CDCI3) I $ 8.06-7.93,7.90-7.75 Stf 7.70-7.10 (12H, m), 6.09 
(1H, d, J=8.6Hz), 5.83 5.69 1H, d, J=1 8.0Hz), 4.60 (2H, s), 
4.39 (2H. s), 4.20-4.05 (1H, m),2.82 (1H, dd, J=17.6Hz, 3.6Hz),2.27 (1H, 
dd, J=1 7.6Hz, 4.6Hz), 1.37 (9H, s) 0 

5 nmm2 9 (4 7) 

N- (2-7*f-*75/-4-*f-*'f-7 , /-Jl'-5-'f JU) 

-75 y-4 -**V-5 - (5- (2, 6 - v ^ n d 7 x - ;l/ 



TLC:Rfo.26 (^do*^:^;-^=19 : 1) ; 

NMR(CDCI3): 5 9.55-9.35 (1H, m), 7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, 
J=7.0Hz). 7.17 (1H, dd, J=9.0Hz, 7.0Hz), 6.40-6.26 (1H, m), 5.87 RXf 
15 5.69(&* 1H,d.J=1 8.0Hz), 4.60 (2H,s), 4.31-4.15 (1H,m), 2.91 (1H,dd, 
J=1 7.6Hz, 4.0Hz), 2.52 (3H, s), 2.35 (1H, dd, J=17.6Hz, 4.4Hz), 2.30 (3H, 
s), 1.39 (9H,s) 0 

%tm2 9 (4 8) 

N- (2, 2, 2-h , J7*'*oxf*7A'*-«'-3-75y-4- 
20 **V-5- (5- (2, 6-^DtJ7i^f*) 
2-4 J^) «>9>WL' t 




10 



H 3 C 
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TLC:Rfo.4i (?dd^w : * ?y-)u= 1 9 : 1 ) ; 

5 NMR(CDCI3) : S 7.51 (1H, d, J=9.0Hz), 7.51 (1H, d, J=7.0Hz), 7.17 

(1H, dd, J=9.0Hz, 7.0Hz), 6.27 (1H, d, J=9.2Hz), 5.91 Rtf 5.72 (&+ 1H, 
d, J=1 8.0Hz), 4.61 (2H, s), 4.49-4.35 (1 H, m), 4.19-4.82 (2H, m), 2.90-2.73 
(2H, m), 1.43 (9H, s) 0 

nmm2 9 (4 9) 

10 N- (2-F'J7Wn^f^7x^) *;l/*-;u-3 -75 J- 4 
-**7-5- (5- (2, 6-'^nD7xiWfJP) f F?7- 
-2-4 fr) ^O^R- t-^f-^i^T^ 




15 

tlc:R£0.33 (Mt>:^if^=2 : l) ; 

NMR(CDCI3) I 6 8.29-8.13 (1H, m), 8.00-7.84 (1H, m), 7.84-7.66 (2H, 
m). 7.41-7.10 (3H, m), 658 (1 H, d, J=9.4Hz), 5,91 (1 H, d, J=18.0Hz), 5.73 
(1H, d, J=1 8.0Hz), 4.60 (2H, s), 425-4.08 (1H, m), 2.86 (1H, dd, J=17.6 
20 RXf 3.6Hz), 2.13 (1H, dd, J=17.6 W 4.8Hz), 1.36 (9H, s)„ 
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nm.m2 9(50) 

N- (^>'/77f>-4-'f^) 7W-^-3-75y-4-t* 
V - 5 - (5- (2, 6 -^DO 7i-*^f;l') r h^y-;U-2 - 




TLC:Rfo.2i (A^>:ftKif*=2 : D ; 

NMR(CDCI3): 8.22-8.00 (2H, m), 7.67-7.47 (1H, d. J=9.0 £tf 
10 7.0Hz), 7.47-7.10 (3H, m), 6.52 (1H, d, J=9.0Hz), 5.94 (1H, d, J=1 8.0Hz), 
5.78 (1H, d, J=18.0Hz), 4.70-4.49 (1H, m), 4.60 (2H, s), 2.93 (1H, dd. 
J=17.8 Rtf 4.2Hz), 2.35 (1H, dd, J=17.8 JgLV 4.8Hz), 1.35 (9H, s)o 

mmm 29 (51) 

N- (3, 5-5>*f-fl"f V^4r^V-;i'-4 -4 *0 *)V*>-)V-Z 
15 -7< J-4 -**V-5 - (5- (2, 6-v?D07i-iMf^) 




20 TLC:Rfo.64 n o : * * y -;i'= l 9 : l ) ; 
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NMR(CDCI3) : S 7.35 (1H, d, J=9.0Hz), 7.35 (1H, d, J=7.2Hz), 7.19 
(1H, dd, J=9.0Hz, J=7.2Hz), 6.28 (1H, d, J=8.8Hz), 5.85 RV 5.68 (&+ 
1H, d, J=1 8.0Hz), 4.61 (2H, s), 4.16-4.00 (1H, m), 2.82 (1H, dd, J=17.4Hz, 
J=4.4Hz). 2.64 (3H, s), 2.46 (1H, dd, J=17.4Hz, J=4.6Hz), 2.40 (3H, s), 
5 1.40(9H.s)o 

mMM2 9 (5 2) 

757-4-** V - 5- (5- (2, 6-^D07xiJMf;i/) f- 




TLC:Rf0.52 (^Dn,tn:^^-JV=19: 1) ; 
NMR(CDCI3) : 6 7.38-7.08 (8H, m), 6.10-5.93 (1H, m), 5.93-5.64 (2H f 
15 m), 5.48-5.25 (1H, m),5.10 (2H, s),4.60 (2H, s), 4.41-4.21 (1H. m), 3.80- 
3.55 RV 3.55-3.18 (4H, m), 3.03-2.62 (2H. m), 1.42 (9H, s) 0 

mmm2 9 (53) 

N- (1, l-W;fh5liKDf*7x^-3-'f*) 
>-3-75y-4-t*V-5- (5- (2, 6-^OD7x-^^ 
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O 



TLC:Rfo.32 : 1) ; 

NMR(CDCI3) : $ 7.44-7.08 (3H, m), 6.12-5.87 (1H, m), 5.87-5.57 (2H, 
5 m), 4.62 (2H, s), 4.67-4.25 (1 H, m), 4.25-3.80 (1 H, m), 3.66-2.93 (4H, m), 
2.93-2.30 (4H, m), 1.44 (9H, s)„ 

mmi 29 (54) 

N- (5 -7* — lH&JMf-A'T ^ J ^W*7x>-2 -4*0 7> 
;^-;l/-3-75/-4-t^y-5- (5- (2, 6-^dd7i 
10 fh7 , /-^-2-'f;i') ^>*>B£- t-7f^i^f^ 




TLC : R f 0.38 C^** > I ft^x^;W= 1:1); 

15 NMR(CDCI3) : 8 7.86-7.70 (2H, m), 7.64-7.06 (7H, m), 7.02 (1H, d, 

J=3.8Hz), 6.93-6.76 (1H, m), 6.15 (1H, d, J=9.0Hz), 5.78 (1H, d, 
J=1 8.0Hz), 5.59 (1H, d, J=1 8.0Hz), 4.81 (2H, d, J=6.2Hz), 4.58 (2H, s), 
4.27-4.07 (1H, m), 2.90 (1H, dd, J=17.6 RXf 4.0Hz), 2.47 (1H, dd, 
J=17.6 RXf 5.0Hz), 1.38 (9H, s)o 

20 %Mm 2 9 (5 5) 
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N- (2, 1, 3 -^> , /f7v7y-*-4 -4 fr) *;u*^;l/-3 
-7^-4-^^7-5- (5- (2, 6-y^on7xajMf^) 




TLC:Rfo.30 \W&^)\>=2 : l) ; 

NMR(CDCI3) : 5 8.36-8.21 (2H, m). 7.75 (1H, dd, J=8.8 7.2Hz), 
7.42 -7.11 (3H, m), 6.59 (1H, d, J=9.4Hz), 5.90 (1H, d, J=1 8.0Hz), 5.73 
10 (1H, d, J=1 8.0Hz), 4.72-4.47 (1H, m), 4.59 (2H, s), 2.88 (1H, dd, J=17.6 
RTf 3.6Hz), 2.19 (1H, dd, J=17.6 Xtf 4.8Hz), 1.35 (9H, s) 0 
%Mm2$ (5 6) 

N— (4-7-fef^7^7x-;i/) ^;u*-;u-3-T^y-4-^ 
* 7 - 5 - (5- (2, 6-^no7i-;Mf^) rhyV-^-l 
15 ->f;v) t-7f^xxf^ 




TLC:Rf0.26 (?on*;UA : * ?J-)V= 1 9 : l) ; 
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NMR(CDCI3): S 7.97(1 H,s), 7.83 &£>*7.73(#* 2H, d, J=8.5Hz), 
7.34 (1H, d, J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 720 (1H, dd, J=9.0Hz, 
J=7.0Hz), 6.10 (1H, d. J=9.2Hz), 5.77 5.65 (&* 1H, d, J=19.0Hz), 
4.28 (2H, S), 4.23-4.04 (1H, m), 2.96 (1H, dd, J=17.6Hz, J=3.8Hz), 2.46 
5 (1H, dd, J=17.6Hz, J=5.2Hz), 1.38 (9H, s) 0 
%mm2 9 (5 7) 

N- (4-7x-;Vft7x^) 3-757-4-^^ 
V - 5 - (5- (2, 6 -^nn 7x-JMf^) r h 7 V- )]/- 1 - 




TLC:Rfo.52 (^dd^a:>^-^=i9: i) ; 

NMR(CDCI3): <5 7.72 (2H, d, J=8.8Hz), 7.59-7.13 (8H, m), 7.23 (2H, d, 
15 J=8.8Hz), 6.20 (1H, d, J=9.0Hz), 5.88 M 5.66 {&* 1H, d, J=18.8Hz), 
4.28 (2H, S). 4.19-4.05 (1H, m), 2.93 (1H, dd, J=17.6Hz, J=3.8Hz), 2.44 
(1H, dd, J=1 7.6Hz, J=4.6Hz), 1.36 (9H, s)o 

%MM2 9 (5 8) 

N- (2--hU7i-;w) *;U*-/l'-3-7^y-4-*3rV-5 
20 - (5- (2, 6-^DD7x^;Mf^) r h?*/-/U- 2 -4 )V) 
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TLC:Rfo.6i (^dd*;i/a:^^;-;i/=i9:D ; 

N M R (GDCI3) I S 8.20-8.06 RV 8.05-7.70 (4H, m), 7.34 (1H, d, 
5 J=9.0Hz), 7.34 (1H, d, J=7.0Hz), 7.18 (1H, dd, J=9.0Hz, J=7.0Hz), 6.74 
(1H, d, J=9.2Hz,), 5.93 W 5.75 (&* 1H, d, J=1 8.0Hz). 4.61 (2H, s), 
4.42-4.25 (1H, m), 2.95 (1H, dd, J=17.6Hz, J=4.2Hz), 2.40 (1H, dd, 
J=1 7.6Hz, J=4.4Hz), 1.38 (9H, s) 0 
nfoM2 9 (5 9) 

10 n- (* yy r-- 1 o--f -a^*-^- 3 -7< ;-4-**v 

-5- (5- (2, 6-/^0071-^^) tY7*/-)V-2-4 




15 

TLC:Rf0.63 (^on*;^:>^-;v=l9: 1) ; 

NMR(CDCI3) : 8 7.35 (1H, d, J=9.0Hz), 7.35 (1H, d, J=6.8Hz), 7.18 
(1H, dd, J=9.0Hz, J=6.8Hz), 6.61 (1H, d, J=8.0Hz), 6.01 RXf 5.85 
1H, d, J=1 8.5Hz), 4.64-4.33 (1H, m), 4.61 (2H, s). 3.56-3.40 JkV 3.15- 
20 2.70 (4H, m), 2.53-2.27 W 2.27-1.82 (7H, m), 1.43 (9H, s), 1.02 (3H, s), 
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0.94 (3H, S)o 

mmm2 9 (6 0) 

N- [2, l-B] fT % /-*-$-<f AO J*;u 

^-^-3-7^-4-t4V-5- (5- (2, 6-v^nn7xi 




TLC:Rf 0.19 (A^t>:ftg!^^=2 : 1) ; 

10 N M R (CDCI3) I S 7.93 (1 H. d, J=4.4Hz), 7.44-7.07 (4H, m), 6.76-6.53 

(1H, m), 5.94 (1H, d, J=18.0Hz). 5.78 (1H, d, J=18.0Hz), 4.61 {2H, s). 
4.36-4.09 (1H, m), 2.91 (1H, dd. J=17.6 RXf 4.0Hz), 2.48 (1H, dd, 
J=17.6 RXf 4.6Hz), 1.39 (9H, s)o 

%mm2 9(6i) 

15 N— (5- A/^^-tT'; 5 v>-4 -<<JV) ft7x>-2- 

4A0 ^;i/*-^-3-7 5>'-4-t + V-5- (5- (2, 
DD7i;)Mfii') Thy V— A> — 2 — 4 AO ^>*>g£- t-yf-A' 
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TLC:Rfo.i9 2 : 1) ; 

NMR(CDCI3) : S 8.58 (1H, d, J=5.2Hz), 7.72-7.58 (2H, m), 7.41-7.10 
(4H, m), 6.32 (1H, d, J=8.8Hz), 5.89 (1H, d, J=18.2Hz), 5.70 (1H, d, 
J=1 8.2Hz), 4.60 (2H, s), 4.35-4.15 (1H. m), 2.92 (1H, dd, J=17.6 
5 3.6Hz), 2.61 (3H, s), 2.41 (1H, dd, J=17.6 Tkff 4.8Hz). 1.38 (9H, s)„ 

mmm2 9 (6 2) 

N- (4 -7*fJl'7x-;l') ^jl/^-^-3-7^-4-t^V - 5 
- (5- (2, 6-^no7xi;Mf^) f h 9 V-;i/- 2 -4 )\>) 
s*>? • t -y^^xT.r^ 

10 




TLC:Rfo.67 (^ddwa : *?y-;u=i 9 : 1) ; 

NMR(CDCI3) : $ 7.77 (2H, d, J=8.8Hz), 7.35 (2H, d, J=8.8Hz), 7.40- 
15 7.12 (3H, m), 6.02 (1H, d, J=9.6Hz), 5.84 5.62 1H, d, 

J=18.0Hz). 4.59 (2H, s), 4.18-4.05 (1H, m), 2.82 (1H, dd, J=17.6Hz, 
J=3.6Hz), 2.70 (2H, t. J=7.5Hz), 2.32 (1H, dd, J=17.6Hz, J=5.0Hz), 1.72- 
1.18 (4H, m), 1.37 (9H, s), 0.93 (3H, s) e 

n mm 29 (63) 

20 N- (4-W7i-Jl') ^;l/*-;V-3-7?y-4-t^V-5 

- (5- (2, 6-^on7x-;Mf-)i') r h 9 *S-fU- 1 -4 ;u) 
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TLC:Rf0.57 (^odw : * i 9 : l) ; 

NMR(CDCI3): S 7.81 (2H, d, J=8.5Hz), 7.45-7.15 (3H, m), 7.38 (2H, d, 
5 J=8.5Hz). 5.98 (1H, d, J=9.0Hz), 5.76 W 5.63 1H, d, J=1 8.6Hz). 

4.28 (2H, s). 4.20-4.03 (1H, m), 2.95 (1H, dd. J=17.6Hz, J=3.6Hz), 2.71 
(2H, t. J=7.6Hz), 2.36 (1H, dd, J=17.6Hz, J=5.0Hz), 1.74-1.18 (4H, m), 
1.37 (9H.S), 0.93 (3H, s)o 

mmm2 9 (6 4) 

10 N- (5- U V 3 -4 *) ft7i>- 2 )V) * 

;U^-;u-3-7<y-4-^#V-5- (5- (2, 6-^nn7i 




15 

TLC:Rfo.2i (^-fl-v : &&x^;i/=2 : 1) ; 

NMR(CDCI3) : S 8.33 (1H, d, J=2.0Hz), 7.63 (1H, d. J=3.8Hz), 7.47 
(1H, d, J=3.8Hz), 7.40-7.11 (3H, m), 6.56 (1H, d, J=2.0Hz), 6.37 (1H. d, 
J=8.0Hz). 5.88 (1H, d, J=17.8Hz). 5.69 (1H, d, J=1 7.8Hz), 4.60 (2H, s), 
20 4.34-4.12 (1H, m), 2.90 (1H. dd, J=17.2 3.8Hz), 2.44 (1H, dd, 
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J=17.2 RV 4.8Hz), 1.38 (9H, s) 0 

%mM2 9 (6 5) 

N- (5- (4-^DD7x-^*^-^75>'^f^) ft7x> 
-2-4/1') *Jl/#-IU-3 -75 y-4 -**V-5 - (5- (2, 6 
5 -^DU7i-WfM fh7V-^-2-'f^) t - 




10 TLC:Rfo.3i (A^y:»Slif^=i : l) ; 

NMR(CDCI3) : 8 7.82-7.65 (2H, m), 7.55-6.90 (8H, m), 6.18 (1H, d, 
J=9.0Hz), 5.75 (1H, d, J=17.8Hz), 5.56 (1H, d, J=1 7.8Hz), 4.78 (2H, d, 
J=6.0Hz), 4.57 (2H, s), 4.28-4.10 (1H, m), 2.90 (1H, dd, J=17.4 JkXf 
4.0Hz), 2.51 (1H, dd, J=17.4 W 5.0Hz), 1.38 (9H, s) 0 
15 MMW2 9 (6 6) 

N- (4- (tfD'J VV- 1 -4 )V) 7xxjl/) 3-7 5 

y-4-**7-5- (5- (2, 6-^DD7x-;Mf ^) f h7 
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O 




TLC:Rfo.43 :mm^^=i : D ; 

NMR(DMSO-d6) : 5 8.27-8.06 (1H, brs), 7.80-7.19 (5H, m), 6.71-6.46 
5 (2H, m), 6.04-5.70 (2H, m), 4.44-3.90 (3H, m), 3.35-3.05 (4H, m), 2.74- 
2.49 (2H, m), 2.03-1.76 (4H, m), 1.34 (9H, s)o 

%mm 29(67) 

N — (4- (-t/u*'; >- 4 -4 fr) 7x-;w) 7,^* — ju- 3 — T ^ 
y-4-**V-5- (5- (2, 6-^DD7i-Wf^) tYJ 
10 V-Ar-l-l t-7 s f-*'X'X7-A' 



TLC:Rf0.i9 (A^fy:SKxf;v=i : i) ; 

15 NMR(CDCI3) : S 7.85-7.66 (2H, m), 7.47-7.10 (3H, m), 7.02-6.85 (2H, 

m), 5.83 (1H, d, J=9.4Hz), 5.73 (1 H, d, J=18.8Hz), 5.61 (1 H. d. J=1 8.8Hz), 
4.25 (2H, s). 4.15-4.00 (1H, m), 3.94-3.76 (4H, m), 3.40-3.22 (4H, m), 2.98 
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(1H, dd, J=17.6 Silf 4.2Hz), 2.47 (1H, dd, J=17.6 JkTf 4.6Hz), 1.39 (9H, 

S)o 

nnM2 9 (6 8) 

5 V- 5 - (5- (2, 6-^OD7x^Mf*) T YyV-fr- 2 - 

t ;i"X*r;u 

COO-t-Bu 



10 TLC: Rf0.67 (^nn**A:^^-fl/=9: i) ; 

NMR(CDCI3) : <S 7.34 (1H. d, J=8.8Hz), 7.34 (1H, d, J=7.0Hz), 7.17 
(1H, dd, J=8.8Hz, 7.0Hz), 5.87 W 5.78 (&* 1H, d, J=1 8.0Hz), 4.61 
(2H, s), 4.53-4.43 (1H, m), 3.47-2.41 (10H, m), 1.42 (9H, s), 1.05 (3H, t, 
J=7.0Hz) o 
15 mfaW2 9 (6 9) 

N— (3-^f^7x-^) x^*-;v-3-75;-4-t^v-5 
- (5- (2, 6-y^n7x-Wf;P) rh7V-;w-2-^^) 
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TLC:Rfo.23 : gfc$xf-;p=3 : i) ; 

NMR(CDCI3) I S 7.74-7.59 (2H, m), 7.51-7.10 (5H, m), 6.06 (1H, d, 
J=9.6Hz), 5.83 (1H, d, J=1 8.2Hz), 5.62 (1H, d, J=18.2Hz), 4.59 (2H, s), 
5 4.21-4.05 (1H, m), 2.82 (1H, dd, J=17.4 W 3.8Hz), 2.44 (3H, s), 2.24 
(1H, dd. J=17.4 JkV 5.0Hz), 1.37 (9H, s)„ 

mmm2 9(70) 

N- (4 -^fV7'Dk , ;i'7x-;v) ^;^-;i/-3-7 5 y-4 
V - 5 - (5- (2, 6-/?Dn7i-Wf-^) ft>7 V- - 
10 ^>^>K- t -7"f^x^f^ 




H 3 C 



TLC:Rfo.3i (^*-9-> :ftK^=3 : 1) ; 

15 NMR(CDCI3) : 8 7.86-7.71 (2H. m), 7.46-7.10 (5H, m), 6.04 (1H, d, 

J=9.6Hz), 5.84 (1H, d, J=18.0Hz), 5.61 (1H, d. J=18.0Hz), 4.59 (2H, s), 
4.20-4.01 (1H. m, 3.10-2.87 (1H, m), 2.83 (1H, dd. J=17.6 W 3.6Hz). 
2.27 (1H, dd. J=17.6 5.0Hz). 1.36 (9H. s), 1.27 (6H. d. J=7.0Hz) o 

mmm 29 (71) 

20 n — (4-4 V7*at:>7x-;i/) ^;^-;i/-3-75;-4-t + 
V - 5 - (5- (2, 6-^^DD7x-JMfM rb7V-;W-l- 
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H 3 C 



TLC:Rfo.26 :^xf^=2 : 1) ; 

5 NMR(CDCI3) : S 7.90-7.73 (2H, m), 7.51-7.15 (5H, m), 5.98 (1H, d, 

J=9.6H2), 5.76 (1H, d, J=1 8.8Hz), 5.63 (1H, d, J=18.8Hz), 4.29 (2H, s), 
4.22-4.02 (1H, m), 3.13-2.83 (2H, m), 2.39 (1H, dd, J=17.8 RTf 4.4Hz), 
1.37 (9H, s), 1.29 (6H, d, J=6.8Hz) 0 
%mm2 9 (7 2) 

10 N- (2 -yif Jl'T 5 ;xfjl/) ^;l/*-;P-3-75^-4-*# 

7-5- (5- (2, 6-^oo7i-^f*) r YyV-)^- 1 - 




15 

TLC:Rf0.37 (^on*w : p< ?y-;u=9 : l ) ; 

NMR(CDCI3) : (J 7.43-7.15 (3H, m), 5.81 (2H, s), 4.60-4.47 (1H, m), 
4.39-4.26 (2H, m), 3.41-2.45 (10H, m), 1.42 (9H, s), 1.08 (3H, t, J=7.0Hz) e 
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mmm2 9 (73) 

N- (4-7W + v7x-;v) *;i/*-;i/-3 -7* 7-4 
V-5- (5- (2, 6-^DD7xiWf>l/) r h 2 - 

-OP) ^>*>g£- t-7f J^f^ 




TLC:Rfo.5i :ft»x^=2 : 1) ; 

NMR(CDCI3) I S 7.92-7.69 (2H, m), 7.28-7.10 (3H, m), 7.10-6.89 (2H. 
10 m),6.00 (1H, d, J=8.6Hz), 5.86 (1H,d. J=18.2Hz), 5.65 (1H, d, J=18.2Hz), 
4.60 (2H, S), 4.22-3.89 (3H, m), 2.83 (1H, dd, J=17.2 RXf 3.4Hz), 2.27 
(1H, dd, J=17.2 TkXf 4.8Hz), 1.94-1.69 (2H, m), 1.64-1.24 (2H, m), 1.37 
(9H, s). 0.99 (3H, t, J=7.4Hz) 0 

uttm 9 (74) 

15 N- (4-7fWv7x-^) *;i/*-;i/-3 -T5 7-4 

V - 5 - (5- (2, 6-v^nD7x-W^) r h 7 V-;u- 1 - 
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TLC:Rfo.28 (^-9->:ftRxf-^=2 : l) ; 

NMR(CDCI3) : d 7.91-7.74 (2H, m), 7.46-7.14 (3H, m), 7.10-6.93 (2H. 
m), 6.03-5.82 (1H, brs), 5.76 (1H, d, J=19.2Hz), 5.64 (1H, d, J=19.2Hz), 
4.27 (2H, S), 4.18-3.97 (1 H, m), 4.04 (2H, t, J=6.4Hz), 2.96 (1H, dd, J=17.4 
5 RV 4.0Hz), 2.39 (1H, dd. J=17.4 W 4.6Hz), 1.92-1.67 (2H, m), 1.67- 
1.35 (2H, m), 1.38 (9H. s), 0.99 (3H, t, J=7.4Hz) 0 

%mms o (i) -3 0 (7 4) 

nmm2 9 o) -29 (74) -cm&Lintw&m^x, nmw6 
$zmw3o (1) 

N- (4-t-7f^7x-;v) *;l>*-;i"- 3 -7S y-4 -#*7 
-5- (5- (2, 6->'?nD7x-JMfjv) r Y?V-)\<- 1 -4 
*) ^^Bi 




TLC:Rfo.i9 (^Da*^:>^-;v:iK=50:i:i) ; 

NMR(DMS0-d6) : * 8.83-8.34 (1H, br), 7.92-7.75 (2H, m), 7.72-7.31 
20 (5H, m), 6.1 0-5.54 (2H, br), 4.43-426 (1 H, m), 4.30 (2H, s), 2.82-2.50 (2H, 
m), 1.30 (9H, S) 0 
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%mmz o (2) 

N-7x-;^f^;l"f-^- 3-75y-4-^^rV-5- (5 - 
(2, 6-^DD7i-Wf^) r h 7 7-^-2 -4 )V) ^> 9 > 

m 

5 




TLC : R f o.h (7od*w :^^/-;w:^=5 o : l : l) ; 

NMR(DMS0-d6) : S 7.99-7.70 (1H, br), 7.52 (2H, d, J=7.5Hz), 7.45- 
10 7.27 (6H, m), 6.01-5.80 (2H, m), 4.52 (&t>-£X 4H, s), 4.58-4.38 (1 H, m), 

2.77-2.66 (2H, m)„ 
%mM3 0 (3) 

N-7x-^XH-^- 3-7^-4-^ + V-5- (5- (2, 

15 




tlc : R f 0.49 (^oa*ju:^y-)i/:Sl!=i 8:1:1) ; 

NMR(CDCI3+DMSO-d6): d 7.98-7.80 Rtf 7.68-7.10 {&t>-£X 9H, 
20 m), 6.10-5.30 (2H, br), 4.58 (2H, s), 4.30-4.10 (1H, m), 2.76-2.33 (2H, m) 0 
$16013 0 (4) 
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N— (2- (1"7fi v>- l ->f ;w) ;up*-;1'-3 -7? y 

4-**7-5- (5- (2, 6-y^nD7i-Wf;l') r h 7 V 
)U-2 -jilt) 



COOH 




TLC : Rf 0.59 {?on*;uA i 8 : l : l) ; 

NMR(DMSO-d6) : $ 8.10-7.75 Xtf 7.65-7.13 (&t>-£X 11H, m), 
6.10-5.87 (2H, m), 4.89 (2H, s), 4.55-4.38 (1H, m), 3.60-3.46 (4H, m), 
10 2.75-2.62 (2H, m) 0 
mtflM3 0 (5) 

N- il-7 9V>-2-<<)\>) 7^-^-3-r^-4-t^v- 
5- (5- (2, 6-^no7x-WfJl/) r h 7 V-;u- 2 -4 ;P) 

15 




TLC : R f 0.49 (^nn^;uA :pi^y-;i':^= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) '. 8 12.80-12.10 (1H, br), 8.72-8.47 (2H, m), 8.23- 
20 8.00 (3H, m), 7.94-7.83 (1H, m), 7.79-7.60 (2H, m), 7.57-7.45 (2H, m), 
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7.43-729 (1H, m), 6.15-5.77 (2H, m), 4.49 (2H, s), 4.43-429 (1H, m), 
2.64-2.37 (2H, m) 0 
Hffifll3 0 (6) 

5 _ ( 5 _ ( 2 , 6-y^DD7x-WW) f h7 , /HV-2->f^) 




10 TLC : Rf 0.54 (?dd*;wa *y-;v:6fc$= l 8 : l : l) ; 

NMR(DMSO-d6) I 8 12.70-12.20 (1H, br), 8.99-8.75 (1H. m), 8.70- 
8.57 (1H,m),8.32-8.15 RV 8.15-8.02 (£fc-£T 3H, m), 7.78-7.56 (3H, 
m), 7.56-7.46 (2H, m), 7.42-7.30 (1H, m), 6.00-5.70 (2H, m), 4.49 (2H, s), 
4.42-4.25 (1H, m), 2.42-2.21 (2H, m) 0 

15 %mm o (7) 

N- ( 2-7x-;VXf-^) x;^-^-3-75;-4-t#v- 
5- (5- (2, 6-*^DU7x^f*) rh 2 -4 
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tlc : R f 0.57 (^oD*w:^;-^:ft|=2 5:1:1) ; 

NMR(DMSOd6) : $ 8.90-8.40 (1H, br), 7.72-7.68 (2H, m), 7.55-7.15 
5 (8H, m), 6.10-5.90 (2H, m), 4.51 (2H. s), 4.45-4.35 (1H, m), 2.80-2.72 (2H, 
m) 0 

. nmmzo u) 

N- (4 -7nt7i^) ^;u^-;l/- 5 
- (5- (2, 6-^DD7x^)M^) tYJV-)V-2-4)V) 

10 




tlc : R f 0.50 (^DD*;i.A:>^y-ji/:ftl!=i 8 : l : l) ; 

15 NMR(DMS0-d6) : S 8.85-825 (1H, br), 7.86-7.70 (4H, m), 7.56-7.30 

(3H, m), 6.07-5.72 (2H, m), 4.51 (2H, s), 4.43-4.27 (1H, m), 2.69-2.52 (2H, 
m) 0 

mmw3 o (9) 

N-y^JUX;V^-JU-3 -75^-4-^^7-5- (5- (2, 6 
20 -^DD7i-Wf^) fb7 , /-^-2-'f^) 
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tlc : R f 0.30 (?oo^;^:^^y-;i/:^=2 5:1:1) ; 

NMR(DMSO-d6) : 6 7.94-7.72 (1H, d), 7.53-7.33 (3H, m), 6.16-5.85 
5 (2H,m),4.52(2H, s). 4.50-4.40 (1H, m). 3.18-3.10 (2H, m), 2.77-2.73 (2H, 
m), 1.75-1.55 (2H, m), 1.48-1.28 (2H, m), 0.90 (3H, t) 0 
%MM3 0(10) 

N- (*yj ;ui/*-/w-3 -75 y-4 -t^v- 5 

- (5- (2, 6 -^no7x-Wf*) fh7 , /-)l'-2-^)l') 

10 




tlc : R f 0.42 (^oD*^:^^-)v:ftgi=2 5:1:1) ; 

15 NMR(DMSO-d6) : 8 9.05-9.01 (1H, m), 8.58-8.53 (1H, m), 8.39-8.29 

(2H, m), 8.17-8.00 (1H, m), 7.80-7.67 (2H, m), 7.53-7.33 (3H, m), 6.16- 
5.63 (2H, m), 4.91-4.73 (1H. m), 4.49 (2H, s) 0 

%mm 30 (11) 

N- (5-^>f^75;t7i'l/^-l-'f^) A)l>*-)V- 3 — T 
20 U-4-**V-5- (5- (2, 6-'^nD7i^f*) rh 
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i 



H 3 C 

5 tlc : R f 0.43 (^nD*)i/A;^;-;rjg!=3 0 : l : l) ; 

NMR(DMSO-d6) : 8 12.84-11.80 (1H, br), 8.94-8.64 (1H, m), 8.52- 
8.47 (1H, m), 8.30-8.19 (2H, m), 7.66-7.23 (6H, m), 5.93-5.68 (2H, m), 
4.49 (2H, S), 4.42-4.26 (1H, m), 2.83 (6H, s), 2.60-2.25 (2H, m) c 

%mmz o (i 2) 

10 N— (4 -~ hD7x^;i/) 7;^t-^-3-7^-4-t + V-5 
- (5- (2, 6-v?no7x-W^) t YyV-)V-2-^{ )V) 




15 

TLC : R f 0.53 (^oD*w:^/-^:ftSl= l 8 : l : l) ; 

NMR(DMS0-d6): 8 8.40 (2H, d, J=9.0Hz), 8.10 (2H, d, J=9.0Hz), 7.51 
(1H, d. J=9.0Hz), 7.50 (1H, d, J=6.8Hz), 6.10-5.75 (2H, br), 4.50 (2H, s), 
4.55-4.37 (1H, m), 2.68-2.55 (2H, m), 
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%mmz 0(13) 

N--7^-;i/^^*-^-3-7^y-4-*^rV-5- (5- (2, 




tlc : R f 0.33 (^oo^a:^ 9 ;-)i<:&&=2 0:1:1) ; 

NMR(DMS0-d6) : 6 13.04-12.28 (1H, br), 8.68-8.50 (1H, m), 7.94- 
7.89 (2H, m), 7.68-7.34 (6H, m), 6.04-5.79 (2H, m), 4.46-4.36 (1H, m), 
1 0 4.29 (2H, m), 2.79-2.56 (2H, m)o 
mMW3 0 (14) 

N- (2 -7;W^n7i-Jl/) XJ^-^-3-7^-4-*^rV- 
5 _ ( 5 _ ( 2> 6-> , ?OD7i-)Mf)l') r h 7 2 ;W) 




T L c : R f 0.36 (?Dn*H:>^-^: Bfc®= 2 5 : l : l ) ; 

NMR(DMSO-d6) : 5 12.94-12.36 (1H, br), 8.86-8.70 (1H, m), 7.88- 
20 7.33 (7H, m), 5.97 (2H, brs). 4.52 (2H, s), 4.46 (1 H, m), 2.78-2.47 (2H, m) 0 
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%mmz 0(15) 

N- (4 -y )V*uy x;u*.=.;u- 3-75y-4-t + v- 

5- (5- (2, 6-^^oo7x-JMfJl/) r Y 9 2 - W AO 




tlc : R f 0.31 (*no*;i/A : > * y : 0=®= 2 5 : l : i) ; 

NMR(DMSOd6) : 8 13.09-12.00 (1H, br), 8.62-8.46 (1H, m), 7.96- 
7.89 (2H, m), 7.53-7.32 (5H, m), 6.07-5.83 (2H, m), 4.51 (2H, s), 4.35 (1 H, 
m), 2.56 (2H, m) 0 

%mwz o (i 6) 

N — (3-7;^n7x^) 7s)V*-)V-3-T\ J - A-**V - 
5- (5- (2, 6-y?nD7x;;MfJl/) r b yV-)U- 2 -J )V) 




TLC : R f 0.17 (^od*;ua :pt^/-;u:^= 5 o : l : i) ; 

20 NM R (DMSO-CJ6) : 8 8.60 (1 H, br), 7.75-7.32 (7H, m), 6.20-5.70 (2H, 

m). 4.51 (2H, s), 4.46-4.32 (1H. m), 2.62-2.53 (2H, m) 0 
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IPJ3 0(17) 

N— (2 -7P*7x-Ji/) 3 -7 5 ^ - 4 V- 5 

- (5- (2, 6-/^0 7x-;MfJV) fh7 , /-A'-2-'f;l/) 

5 




TLC:R£0.27 (7Do^^A:>^-iK^=8: l : l) ; 

NMR(DMSO-d6) : 8 12.80-12.20 (1H, brs). 8.80-8.40 (1H, m), 8.12- 
10 8.00 RXf 7.90-7.79 {&* 1H, m), 7.65-7.46 RTF 7.46-7.32 (^fc-£T 
5H, m), 6.15-5.75 (2H, m),4.51 (2H, s). 4.60-4.30 (1H. m), 2.80-2.42 (2H. 
m) 0 

mtkM3 0 (1 8) 

N- (4 h*v7i~;P) ^^-^-3-75y-4-^ + V- 
15 5 _ ( 5 _ (2, 6-y^DD7x-Wf-;i') r h5'/-^-2 -'OW) 




20 tlc : Rf 0.33 nn*n : * ? y 2 5 : l : l) ; 

NMR(DMS0-d6) : 8 8.48-B.16 (1H, m), 7.82-7.78 (2H, m), 7.53-7.08 
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(5H, m), 6.15-5.63 (2H, m). 4.51 (2H, s), 4.33-4.15 (1H, m), 3.85 (3H, s)o 

%mm 30 (19) 

N _ (4 _ y i; 7;u^-Dp< f-;i/7 x-;u) 3 - 7 5 y - 4 

- * * 7 - 5 - (5- (2, 6-y?°D7x-WfA-) T h 7 V- )V 
5 _ 2 -^;w) 




TLC : R f 0.35 (*nn*;u^ : y * y - ;v : Sfc&= 2 5 : l : l) ; 

NMR(DMSOd6) : £ 8.07 (2H, d, J=8.5Hz), 7.96 (2H, t, J=8.5 Hz), 
7.53-7.33 (3H, m), 6.08-5.65 (2H, m), 4.51 (2H, s), 4.46-4.55 (1H, m), 
2.61-2.58 (2H, m)„ 

%mmz o (2 o) 

N— (f*7x>-2->f^) 5 y-4-**7- 

5 - (5- (2, 6-y^oD7z^Mf-^) r h 7 y*->u- 2 ->f AO 




20 tlc : R f 0.38 n n *)V& : y ? y : 2 5:1:1) ; 

NMR(DMSO-d6): <J 13.13-11.94 (1H, br), 8.92-8.46 (1H, m), 7.95 (1H, 
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dd, J=5.0, 1.4Hz), 7.70 (1H, m), 7.53-7.49 (2H, m,), 7.40-7.32 (1H, m), 
7.18 (1H, dd, J=5.0, 4.0Hz), 6.08-5.78 (2H, m), 4.52 (2H, s), 4.39 (1H, m), 
2.57 (2H, m) 0 

sum 3 o (21) 

5 N- (3 -7x-;i/yntf;u) 3 -7 ^ J - 4 -**v - 

5 _ ( 5 _ ( 2 , 6->^nD7x-JMf^) r h y V-)\<- 2 fr) 




10 

tlc : R f 0.57 (?do*jua :^ j'y-fl'iftflN l 8 : l : D ; 

NMR(DMS0-d6): <J 8.00-7.80 (1H, m), 7.56-7.47 W 7.43-7.13 (8H, 
m), 6.12-5.82 (2H, m), 4.52 (2H, s), 4.56-4.40 (1H, m), 3.22-3.07 (2H, m), 
2.80-2.60 (4H, m), 2.06-1.87 (2H, m) 0 

15 %mmZ 0 (2 2) 

N- (2 -7;i'to7x-;i') an, 3 -7 * y -4 -**v- 

5 - (5- (2, 6-^OD7xiWf*) t h 7 V— ^ — 1 
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TLC : R f 0.35 (*dd*;ua :x*y-;ngf:g= i 8 : l : l) ; 
NMR(DMSO-d6): 6 8.9 (1H, br), 7.95-7.30 (7H, m), 5.94 (2H, br), 4.54 
(1H, m), 4.30 (2H, brs), 2.74 (2H, m) 0 

nmm 30 (23) 

5 N- (4 - ^ DD7x-JW) XJ^-^-3-7^-4-t^V-5 

- (5- (2, 6-y?Dn7i-JMf/l') r h y V-)l>- 2 -4 )V) 




10 

TLC : R f 0.15 (?oo*;ua : ^ * / : 5 o : l : l) ; 

NMR(DMS0-d6) : 5 13.00-12.20 (1H, br), 8.78-8.40 (1H, br), 7.87 £ 
7,65 2H, d, J=8.6Hz), 7.52 (1H, d, J=8.6Hz), 7.51 (1H, d, 

J=7.4Hz), 7.41 (1H, dd, J=8.6Hz, 7.4Hz), 6.15-5.76 (2H, br), 4.51 (2H, s), 
1 5 4.45-4.27 (1 H, m), 2.67-2.53 (2H, m) a 

mmm o (2 4) 

N— (3-^nn7i-)l/) 3 -7 $ y - 4 V- 5 

- (5- (2, 6-y^DD7x-;V^fil/) f r-7V-;U-2 

20 
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TLC : R f 0.15 (?nn*;uA : * y :ftifc= 5 0 : 1 : 1) ; 

NMR(DMSO-d6) : S 12.80-12.40 (1H, brs), 8.64 (1H, d, J=7.4Hz), 
7.90-7.70 7.42-7.32 (7H, m), 6.02 5.89 1H, d, 

J=18.4Hz), 4.51 (2H, s), 4.57-4.38 (1H, m). 2.66-2.55 (2H, m) 0 
5 &Mm3 0 (2 5) 

N- (2-^0071^) ^*s*-3-7^-4-t*V- 5 
- (5- (2, 6-^nn7x-*^f*) "f h 2 ->fJl/) 




TLC : Rf 0.21 (^nD^A;^;-^:ftS=5 0 : l : l) ; 

NMR(DMS0-d6) : 5 12.80-11.80 (1H, brs), 8.80-8.50 (1H, m), 8.02 
(1H. d, J=7.4Hz), 7.73-7.45 JBLV 7.45-7.30 (6H, m), 6.10-5.80 (2H, m), 
15 4.51 <2H, s), 4.57-4.32 (1 H, m), 2.77-2.40 (2H, m) 0 
%1kmZ 0 (2 6) 

N- (2-7x^^'>7a-^) *>U#-A'-3 -75 >>~4 -* 
^ V - 5 - (5- (2, 6-'^nn7iiWf*) f l-7/-il'-2 
-4 AO 
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tlc : R f 0.26 (^DD*w:^y-;K^=50 : 1 : 1) ; 

NMR(DMSO-d6) : S 12.80-12.20 (1H, brs), 8.39-8.27 (1H, m), 7.95- 
5 7.85 (1H, m), 7.65-7.05 Stf 6.99-6.82 (11H, m), 6.03 5.91 {&* 
1H, d, J=18.4Hz), 4.52 (2H, s), 4.60-4.40 (1H, m), 2.80-2.47 (2H, m) 0 

mmm 30 (27) 

N- ( 2 -7x-;U7x-;w) ^;^-^-3-75y-4-t*V- 
5- (5- (2, 6-^DD7x-^fM 5rh7V-;w-2->f;u) 
10 s<>?>U 




tlc : R f 0.38 (^du^w 9;-)v:7k=5 0:10:1) ; 

15 NMR(DMSO-d6) : 8 8.05 (1H, dd, J=1.0, 7.6Hz), 7.68-7.30 (12H, m), 

5.79 (2H, brs), 4.49 (2H, s), 3.96 (1H, m), 2.48-2.28 (2H, m) Q 
niMW3 0 (2 8) 

N- (3 -7x-;l/7*n ^^-JP-3-75/'-4-t + y- 
5 - (5- (2, 6-^DD7i^)M^) r 1 ->f ;U) 
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5 TLC : R f 0.43 (^DD*H:>^-Ji/:ftK= l 8 : l : l ) ; 

NMR(DMSO-d6) : S 13.10-12.20 (1H, brs), 8.10-7.90 (1H, m), 7.61- 
7.13 (8H, m), 6.13-5.75 (2H, br), 4.65-4.47 (1H, m), 4.35 (2H, s), 3.25-3.10 
(2H, m), 2.91-2.79 (2H, m) 2.79-2.64 (2H, m), 2.1 1-1.87 (2H, m) 0 

mmmso (29) 

10 N- (2 - ^ h^v7x-;u) 3-757-4 -**V - 

5 _ ( 5 _ ( 2> 6-v?oD7x^Mf^) r h9V-^-2 -4 AO 




15 

tlc :Rf 0.51 (^Dn^A:^;-^:»H=i 8 : l : D ; 

NMR(DMS0-d6) : 6 12.90-12.10 (1H, brs), 8.10-7.90 (1H, m), 7.80- 
7.01 (7H, m), 6.10-5.70 (2H, br), 4.50 (2H, s), 4.53-4.33 (1 H, m), 3.85 (3H, 
S), 2.67-2.39 (2H, m) e 

20 nmm3 o o o) 
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N- (2, 6-v'7^D7x-^) *;i/*-;U-3 -7^7-4 
v - 5 - (5- (2, 6-^OD7x^f«/) rbyV-^-2 




tlc : R f 0.48 (?DD*^A:>^-^:ftis= l 8 : l : D ; 

NMR(DMSO-d6) : 5 7.80-7.60. 7.60-7.47 7.47-7.17 <6H, m), 
6.10-5.80 (2H, br), 4.63-4.52 (1H, m), 4.51 (2H, m), 2.85-2.43 (2H, m) 0 

10 nmms o (3 n 

- (5- (2, 6-^oo7x-Wf*) f" h 7 ( /-^-2 




TLC : Rf 0.49 (^nD#u:^;-;i/:SSS=i 8:1:1) : 
NMR(DMS0-d6): S 8.08 (2H, d, J=8.6Hz), 8.00 (2H, d, J=8.6Hz), 7.52 
(1H, d, J=9.0Hz), 7.51 (1H, d, J=6.8Hz). 7.37 (1H, dd. J=9.0Hz, 6.8Hz), 
20 6.10-5.75 (2H, br), 4.51 (2H, s), 4.48 (1 H, m), 2.68-2.55 (2H, m) 0 
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mmm 30 (32) 

N- (2-^f^7x^M ^;i//t-;l'-3-7^-4-t + V-5 
- (5- (2, 6-^nD7iiWf*) x ^7^-^-2-^^) 



tlc : R f 0.50 (^on*M:>^y-;KftK= 1 8 : 1 : 1) ; 

NMR(DMSO-d6) I S 8.95-8.20 (1H, br), 7.90 (1H, d, J=7.6Hz), 7.70- 
10 7.08 (6H, m), 6.30-5.42 (2H, br), 4.52 (2H, s), 4.30 (1 H, brs), 2.58 (3H, s), 
2.84-2.12 (2H, m) 0 

mmm 30 (33) 

N- (4-^f^7x-)l') 1U-3 -T\ J -4 -**V- 5 

- (5- (2, 6-^on7x-;Mfji') •7-h7V-^-2-W;u) 

15 



TLC : R f 0.44 (^no*u:>^y-^:SH= 1 8 : 1 : 1 ) ; 

20 NMR(DMS0-d6) : 5 8.79-8.03 (1H, br), 7.76 (2H, d, J=8.0Hz), 7.61- 
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7.20 (5H, m), 6.32-5.42 (2H, br), 4.51 (2H, s), 4.43-4.14 (1H, m), 2.71-2.12 
(2H, m), 2.39 (3H, s)„ 

mmmso (3 4) 

5 5- (5- (2, 6 -^DD7i-)Mf)l') r h 5'/-*- 2 -4*0 




10 tlc : R f 0.25 (^nD^A:>^y-;K^=5 0 : l : l) ; 

NMR(DMSOd6) : <5 13.45-11.25 (1H, br), 8.87-8.27 (1H, br), 8.13- 
7.80 (4H, m), 7.76 (2H, d, J=6.6Hz). 7.65-7.23 (6H, m), 6.33-5.55 (2H, br), 
4.51 (2H, s), 4.58-4.20 (1H, m), 2.82-2.35 (2H, m) 0 

IIM3 0 (3 5) 

15 N— {b-V^f-)^T^Ji-7 9Vy-\-^)V) *;u*^;t/-3 -7 
*y-4-**V-5- (5- (2, 6-^oo7i-;Mf)P) r h 
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tlc : R f 0.33 (^ddwa :>*/-;n#g&=5 0:1:1) : 

NMR(DMSO-d6): S 13.20-11.60 (1H, br), 9.10-8.49 (1H, br), 8.57 (1H, 
5 d, J=8.4Hz),8.33 (1 H, d, J=8.2Hz), 8.20 (1 H, d, J=7.0Hz), 7.75-7.22 (6H, 
m), 6.09-5.18 (2H, br), 4.47 (2H, s), 4.46-4.18 (1H, m), 3.08 (4H, t, 
J=7.4Hz), 2.68-2.20 (2H, m), 1.54-0.97 (8H, m), 0.76 (6H, t, J=6.8Hz) 0 
**feflJ3 0 (3 6) 

N— (3 -7x-;w7x-;u) - - 

10 5- (5- (2, 6-^0071-^^) r h?*/-/U-2 -'frt') 




15 TLC : R f 0.65 o a : * * J : 1 8 : 1 : 1) ; 

NMR(DMSO-d6) : d 13.00-12.10 (1H, br), 8.71-8.40 (1H, br), 8.17- 
8.10, 8.00-7.79, 7.79-7.60 W 7.60-7.30 (12H, m), 6.15-5.73 (2H, br), 
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4.49 (2H, s), 4.55-4.35 (1H, m), 2.64-2.40 (2H, m) 0 

ummz o (3 7) 

*Y-5- (5- (2, 6-v^DD7x-;i/pt^;u) rh7V-;u-2 

5 -4*) ^yfyfe 




tlc : R f 0.32 (?Dn*M:^^-;i/:ftK=i 8 : i : l) ; 

10 NMR(DMSO-d6): 8 12.90-12.10 (1H, br), 10.34 (1H,s), 8.43-8.25 (1H, 

br), 7.83-7.70 (4H, m), 7.53 (1H, d, J=9.0Hz), 7.52 (1H, d, J=6.8Hz), 7.37 
<1H. dd. J=9.0Hz, 6.8Hz), 6.10-5.77 (2H, br). 4.51 (2H, s), 4.39-4.20 (1H, 
m), 2.62-2.37 (2H, m) 2.09 (3H, s) 0 

%mmz o o 8) 

15 N- (4-t-7f^7x-^) 7^*^;l/-3-7^-4-t+V 

-5- (5- (2, 6-^DD7xiWfJH t h 2 -4 
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TLC : R f 0.31 (^un^A:^^-JKftK=3 5 : l : l) ; 

NMR(DMSO-d6): 6 13.15-11.35 (1H, br), 8.86-8.03 (1H, br), 7.79 (2H, 
d, J=8.6H2). 7.61 (2H, d, J=8.6Hz), 7.56-7.26 (3H, m), 6.24-5.42 (2H, br), 
4.50 (2H, s), 4.40-4.20 (1H, m), 2.63-2.37 (2H, m), 1.29 (9H, s)„ 
5 %MmZ 0 (3 9) 

$y-4-**7-5- (5- (2, 6-^OD7x-;Mf;P) f h 




TLC : R f 0.12 (?Dn*M : > ? y : 5 o : l : l) ; 

NMR(DMS0-d6) : 8 9.46-8.63 (1H, br), 8.49 (1H, d, J=8.4Hz), 8.40- 
8.16 (2H, m), 7.74-7.15 (6H, m), 5.70 (2H, br), 4.48-4.32 (1H, m), 4.16 (2H, 
15 S), 2.81 (6H, s), 2.70-2.40 {2H, m) 0 
%W\l 0 (4 0) 

N _ ( 5 _ (tfVv>-2--f^) f*7i>-2-^) 
-3-75;-4-t^V-5- (5- (2, 6-^nD7x-Wf 
)V) 7-Y7V-)V-2-4 fr) 9 
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COOH 




• HCI 



tlc : R f 0.22 (?dd*h \ * 9 J z 5 : i : l) ; 

NMR(DMSO-d6): S 8.84 (1H, d, J=7.8Hz), 8.59 (1H, d, J=4.4Hz), 8.06 
5 (1 H, d, J=7.8Hz), 8.00-7.80 (2H, m), 7.71 (1 H, d, J=4.2Hz), 7.58-7.27 (4H, 
m), 6.05 (2H, d, J=18.1Hz), 5.91 (1H, d, J=18.1Hz), 4.61-4.30 (1H, m), 
4.49 (2H, s), 2.77-2.46 (2H, m) 0 

%mm 3o(4i) 

N — (1— (3-^nD-5-F'J7iVtn>f^tJVv>-2- / f^) 
10 tTo-;l/- 2 -4 ) 3-757-4 -t^V- 5 - (5- 

(2, 6-i ? ^tJD7x-;MfA') fb7 , /-^-2-'f^) 




• HCI 

15 

TLC : R f 0.16 (*nn*;UA : * * : WIS* 5 0 : 1 : l) ; 
NMR(DMSO-d6) : 9 13.50-11.80 (1H, br), 8.95 (1H, brs), 8.77 (1H, 
brs), 8.41- 8.17 (1H,m), 8.00 (1H, brs), 7.64-7.00 (4H. m), 6.66 (1H, brs), 
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6.23-5.68 (2H. m), 4.55-4.14 (1H, m), 4.50 (2H, s), 2.75-2.28 (2H, m) 0 

nmm 30 (42) 

N- (4 -7i-W + v7x-^) 3 
* V - 5 - (5- (2, 6 -^dd?!-^^)!') f F7 , /-^-2 

5 --f;u) 




TLC : R f 0.24 (^dd^a ?y-;u:gfc$=5 0:1:1) ; 

10 NMR(DMSO-d6) : S 8.60-8.25 (1H, br), 7.93-7.79 (2H, m), 7.60-7.05 

(10H, m), 6.10-5.70 (2H, br), 4.51 (2H, s), 4.40-4.23 (1H, m), 2.65-2.35 
(2H, m) 0 

nmmso (43) 

N- (4 -7 i-H/f*7ii*) ^;i/*-;i/-3-7?y-4-*^- 
15 V-5- (5- (2, 6-y^D7x-W^) r YyV-fr- 2 - 




20 tlc : Rf 0.24 n n*;i/A : * * y : 5 0:1:1) ; 
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NMR(DMSO-d6) : S 8.67-8.25 (1H, br), 7.83-7.72 (2H, m), 7.60-7.25 
(10H, m), 6.12-5.65 (2H, br), 4.51 (2H, s), 4.40-453 (1H, m), 2.65-2.33 
(2H, m) 0 

mmm3 o (4 4) 

5 N-*? ?-)\s7sfr*~)l<-3-7$ S-4-**V-5- (5- (2, 

6-'^nD7x-^fA') t Y 7 7-^-2-^ *) 




tlc : Rf 0.17 (?DD*u:^y-*:fti=5 o : l : l) ; 

NMR(DMS0-d6) : $ 8.00-7.64 (1H, br), 7.60-7.30 (3H, m), 620-5.63 
(2H, br). 4.61- 4.33 (1H, m), 4.52 (2H, s), 3.25-3.00 (2H, m), 2.88-2.60 (2H, 
m), 1.82-1.48 (2H, m), 1.48-1.06 (10H, m), 0.97-0.70 (3H, m) e 

mi&M3 0 (4 5) 

N- (4-7x-^7x-;i/) * )V*-)V- 3 -7 S J - 4 V - 
5- (5- (2, 6-y^D7x-Wf;P) f h7y-;p-2--f;u) 
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tlc : R f 0.10 {tuuKfrk:*? s-fr'.mfc^s o : i : D ; 

NMR(DMSO-d6) : $ 9.23-8.40 (1H, br), 8.06-7.82 (4H, m), 7.82-7.64 
(2H, m). 7.64-7.24 <6H, m), 6.26-5.45 (2H, br), 4.56-4.30 (1H, m), 4.33 (1H, 
d, J=1 8.0Hz), 4.22 (1H, d, J=1 8.0Hz), 2.90-2.50 (2H, m) 0 

5 mmmz o (4 6) 

y_ 4 _pj-^V-5 - (5- (2, 6-^nn7x-)Mf^) r r- y 




TLC : R f 0.61 (*on*;i/A : * 9 J : l 8 : i : i) ; 

NMR(DMSOd6) : S 8.70-8.20 (1H, br), 8.10-7.99, 7.88-7.78 RXf 
7.78-7.33 (£-fr-£T 12H, m), 6.10-5.64 (2H, br), 4.56 (2H, S), 4.51 (2H, s), 
15 4.40-4.27 (1 H, m), 2.60-2.38 (2H, m)o 
Hife^3 0 (4 7) 

N _ (2-7-tf-^75y-4->^^^7y*-^-5-^^) Ak* 
-^_3_ 7 ?;-4-t^rV-5 - (5- (2, 6->*?nD7x^* 

20 
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TLC : R f 0.35 (*nn**A 9;-)i:&&= 1 8 : 1 : 1) ; 
NMR(DMSO-d6) : S 12.70-12.35 (1H, br), 7.52 (1H, d, J=9.0Hz), 7.52 
5 (1H. d, J=7.0Hz), 7.37 (1H, dd, J=9.0Hz, 7.0Hz), 6.12-5.71 (2H, br), 4.51 
(2H, s), 4.39-4.23 (1H, m), 2.64-2.38 (2H, m) 2.50 (3H, s), 2.17 (3H, s)„ 

mmm3o (4 8) 

N- (2, 2, 2-f'J7^tnxf^^-^-3-7^-4 - 
**V-5- (5- (2, 6-^od7x-W^) f YyV-fr- 
10 2-4*) 




TLC : R f 0.32 (^DD^A:^;-;Kffi8= l 8 : l : l) ; 

15 NMR(DMS0-d6): 8 7.52 (1H, d, J=9.4Hz), 7.52 (1H, d, J=6.8Hz), 7.37 

(1H, dd, J=9.4Hz, 6.8Hz), 620-5.80 (2H, br), 4.72-4.45 (3H, m), 4.52 (2H, 
S), 2.89-2.65 (2H, m) 0 
mmM3 0 (4 9) 

N- (2-h , J7Wn^f;i/7x-;i/) 7^-^-3-7^-4 
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- * * 7 - 5 - (5- (2, 6-f^oo7is^f*) fh7'/-^ 




5 

tlc : R f o.24 (^on*^ : * * y -^ : 3 5 : l : i) ; 

NMR(DMSO-d6) : * 13.10-11.85 (1H, br), 9.22-8.18 (1H, br), 8.26- 
8.12 (1H, m), 8.22-7.76 (2H, m), 7.52 (1H, d, J=9.0Hz), 7.52 (1H, d, 
J=7.0Hz), 7.37 (1H, dd, J=9.0 W 7.0Hz), 6.25-5.60 (2H, br), 4.63-4.34 
10 (1 H, m), 4.51 (2H, s), 2.83- 2.49 (2H, m) e 

IIH3 0 (5 0) 

V - 5 - (5- (2, 6-7?DB7x-WfA') f^7 , /-^-2- 

15 




N-0 



tlc : Rf 0.18 (^Dn*H^^-^:ft*=3 5 : i : l) ; 

NMR(DMSO-d6): 5 12.80-11.80 (1H, br), 9.50-8.82 (1H, br), 8.36 (1H, 
20 d, J=9.0Hz), 8.12 (1 H, d, J=6.8Hz), 7.74 (1H, dd, J=9.0 Rtf 6.8Hz), 7.52 
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(1H,d, J=9.1Hz),7.52 (1H,d, J=7.1Hz), 7.37 (1H,dd, J=9.1 RXf 7.1Hz), 
5.98 (2H, s). 4.75-4.41 (1H, m), 4.50 (2H, s), 2.85-2.42 (2H, m) 0 

%mmz o (5 1) 

N- (3, 5-5?>*JMV**'9" % /-A'-4->f *) 3 
5 -75V-4-t^V-5- (5- (2, 6-^Dn7xi;Mf^) 



io TLC : R f 0.50 (^ddw:>^-;k^= l 8 : l : i) ; 

NMR(DMSO-d6): <5 13.10-11.90 (1H, br), 9.20-8.40 (1H, br), 7.52 (1H, 
d, J=8.8Hz), 7.52 (1H, d, J=7.0Hz), 7.37 (1H, dd, J=8.8Hz, 7.0Hz). 6.15- 
5.80 (2H, br), 4.52 (2H, s), 4.42-4.30 (1H, m), 2.82-2.35 (2H, m), 2.57 (3H, 
S), 2.32 (3H, s) 0 
15 %mmZ 0 (5 2) 

N— (2-^>v^^4r'>3!;;W5K-^7^ /x^) 3 - 

7*y-4-**V-5- (5- (2, 6-v*nn7xx;l^f-;t,) t 
Y7V-)\s-2-4)\>) 




20 
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TLC : R f 0.42 (?ou*k \* ^y-;K^K=i 8 : l : D ; 

NMR(DMSO-d6) : S 8.10-7.65 (1H, br), 7.58-7.20 (8H, m), 6.15-5.80 
(2H, br). 5.01 (2H, s), 4.57-4.40 (1H, m), 4.52 (2H, s), 3.80-2.90 (4H, m), 
2.90-2.60 (2H, m) 0 
5 ntfcM 3 0 (5 3) 

N- (1, 1 -mvf h7b KDft7x>-3 -4 to) X**- 
;i/-3-7^-4-t^V-5- (5- (2, 6-'^Dn7i-^ 




TLC:Rfo.i4 (?nn*w ? ;-)u:WfM=2 o : i : l ) ; 

NMR(DMSO-d6) : 5 7.64-7.22 (3H P m), 5.97 (2H, brs), 4.68-4.14 (2H, 
m), 4.52 (2H, s), 3.85-3.00 (4H, m), 2.90-2.20 (4H, m) 0 
15 %mmZ 0 (5 4) 

N- (5-7x-Jl/*;l"K^75y^W*7x>-2-'f^) X 
;U* ■=.;!,- 3 -7 S ^ - 4 V - 5 - (5- (2, 6-y^D7i 
-;w>^-;i/) fh77*-fl'-2-'fA') 
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tlc : R f 0.16 (?nn*;u^ :^^y-^:»K=2 o : l : l) ; 

NMR(DMSO-d6) : $ 9.30 (1H, t. J=5.8Hz), 7.88 (2H, d, J=6.6Hz), 
7.66-6.99 (8H, m), 6.06-5.70 (2H, m), 4.66 (2H, d, J=5.8Hz), 4.50 (2H, s), 
4.17 (1H, t, J=6.2Hz), 2.64-2.23 (2H, m) 0 
5 HSfeflUO (5 5) 

N- (2, 1, 3 -^>^7VTV-)^-A -<{*) 7s)\s*-)\<- 3 
-T<y-4-^-^V-5- (5- (2, 6-^DD7x-Wf^) 




TLC : R f 0.24 (^on*;^:^;-^:^=4 o : l : l) ; 

NMR(DMS0-d6): £ 13.30-11.70 (1H, br). 9.20-8.00 (1H, br), 8.38 (1H, 
d, J=9.0Hz), 8.25 (1H, d, J=6.0Hz), 7.85 (1 H, dd, J=9.0 6.0Hz), 7.52 
15 (2H, m), 7.38 (1H, dd, J=9.0 6.8Hz), 6.25-5.52 (2H, m), 5.00-4.64 
(1H, m), 4.49 (2H, s), 2.89- 2.35 (2H, m) 0 

mMM3 0 (5 6) 

N— (4-7^7^71-^) 5 J-A-* 

* 7 - 5 - (5- (2, 6-^no7i-Wf^) -r h 7 1 

20 
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tlc:R£o.39 (?nn*w : :gfc$=8 : 1 : l) ; 

NMR(DMSO-d6) : $ 10.39 (1H, s), 7.88-7.70 (4H, m), 7.56-7.34 (3H, 
5 m). 6.03-5.70 (2H, br), 4.33 Rtf 4.22 (&* 1H, d, J=15.0Hz), 4.12-4.00 
(1H, m), 2.55-2.22 (2H, m), 2.07 (3H, s) 0 

mmm3 o (5 7) 

N— (4 -7i-Jl'f*7x-]l') — A" — 3 -7 $ J - 4 -* * 

V - 5 - (5- (2, 6-v^DD7x-JMf;v) rhyV-rt'-l- 
10 >f/l/) 




tlc : R f 0.47 (^nn*^:^^-^:ftK=i 8:1:1) ; 

15 NMR(DMS0-d6): 5 13.00-11.90 (1H, br), 9.00-8.40 (1H, br), 7.81 (2H, 

d, J=82Hz), 7.60-7.38 (8H, m), 7.32 (2H, d, J=8.2Hz), 6.02-5.65 (2H, br), 
4.45-4.31 (1H, m), 4.29 (2H, s), 2.81-2.52 (2H, m)o 
3ttfll3 0 (5 8) 

N- (2--bn7x-^) JUI/*-^- 3 - 7* ^ - 4 - **V - 5 
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- (5- (2, 6-^OD7i^JMf^) f F7 , /-Ji/-2-^i') 




5 

TLC : R f 0.52 (?DD,WA:^y-^:^= l 8 : l : l) ; 

NMR(DMSO-d6) : d 12.90-12.00 (1H, br), 9.20-8.35 (1H, br), 8.15- 
7.80 (4H, m), 7.52 (1H, d, J=9.0Hz), 7.52 (1H, d. J=7.0Hz), 7.37 (1H, dd, 
J=9.0Hz, J=7.0Hz), 6.10-5.70 (2H, br), 4.65-4.45 (1H, m), 4.51 (2H, s), 
10 2.85-2.55 (2H, m) 0 

ntkm 30 (59) 

-5- (5- (2, 6-^DD7i^M^) TYyV-)V-2-<< 
)V) 

15 




TLC : R f 0.57 JkV 0.49 (*nn*;i>A : * : gf-$= i 

8 : l : D ; 

20 NMR(DMS0-d6): $ 13.10-11.90 (1H, br), 8.00-7.74 (1H, br), 7.52 (1H, 
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d, J=9.0Hz), 7.52 (1 H, d, J=6.8Hz), 7.37 (1 H, dd, J=9.0Hz, J=6.8Hz). 6.1 8- 
5.79 (2H, br), 4.65-4.45 (1H, m), 4.52 (2H, s). 3.54. 3.45, 3.20 Rlf 3.13 
(£tH*T 2H, d, J=14.0Hz). 2.87-2.68 (2H. m), 2.46-2.36, 2.10- 
1.81 RV 1.62-1.30 (£fc-rC 7H, m), 1.03 (3H, s), 0.82 0.81 
5 t>*tX 3H, s)o 
nmW3 0 (6 0) 

N _ (e-^DD^r/ [2, i-B] f-7 % /-*-5— r*o 

*z:;i,-3 -75 </-4-**V- 5- (5- (2, 6-y^OD7x- 

10 




tlc : R f 0.40 {ton***:** s-*:tti&=2 o : l : D ; 

NMR(DMSO-d6) : <J 8.01 (1H, d, J=4.6Hz), 7.59 (1H, d, J=4.6Hz), 
15 7.56-7.25 (3H, m), 6.12-5.74 (2H, br), 4.51 (2H, s), 4.40 (1H, t, J=6.0Hz), 
2.85-2.46 (2H, m) 0 

mmm3 o (6 n 

N- (5- (2-^f*7 % *^ , M^-4-^) ^t7x>-2- 
-f;u) ^^-^-3-7^-4-^^V-5- (5- (2, 6-S>* 
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tlc : Rf 0.34 (^Dn*^A:>?;-^:SK=i 8:1:1) : 

NMR(DMS0-d6): 6 13.10-12.20 (1H, br), 9.44-8.40 (1H, br), 8.72 (1H, 
5 d, J=5.2Hz), 8.10 (1H. d. J=4.1Hz), 7.81 (1H, d. J=5.2Hz), 7.76 (1H, d, 
J=4.1 Hz), 7.60-7.23 (3H, m), 625-5.70 (2H, br), 4.49 (3H, brs), 2.96-2.33 
(2H, m), 2.57 (3H, s). 
mum 3 0 (6 2) 

N — (4-7f^7x-^) ^;i/,tz;i/-3-75y-4-t + V-5 
10 - (5- (2, 6-'^DD7z-;Mf;i/) r Yy 2 -4 fr) 




15 tlc :R f 0.35 (9 d u*frj» : * 9 J : &8L= 5 o : l : l ) ; 

NMR(DMS0-d6): $ 13.10-11.90 (1H, br), 8.55-8.20 (1H, br), 7.77 (2H, 
d, J=8.0Hz), 7.52 (1H, d, J=9.0Hz), 7.52 (1H, d, J=7.2Hz), 7.41 (2H, d, 
J=8.0Hz), 7.37 (1H, dd, J=9.0Hz, J=7.2Hz), 6.10-5.58 (2H, br), 4.51 (2H, 
s), 4.39-4.20 (1H, m), 2.66 {2H, t. J=7.6Hz), 2.56-2.32 (2H, m), 1.66-1.45 
20 1.37-1.14 [&* 2H, m), 0.87 (3H, t, J=7.4Hz) 0 

%mmz 0 (6 3) 
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N- (4-/f^7z-^) X>U*-A'-3-73 y-4 -**V- 5 
- (5- (2, 6-^DD7x-Wf*) r l 



TLC : R f 0.17 (?dd*w *y->u:ftB6=5 o : l : l) ; 

NMR(DMS0-d6): S 12.90-11.50 (1H, br), 8.80-8.10 (1H, br), 7.81 (2H, 
d, J=8.4Hz), 7.60-7.32 (3H, m), 7.42 (2H, d, J=8.4Hz), 6.03-5.60 (2H, br), 
10 4.42-4.12 (3H, m),2.80-2.58 (4H, m), 1.65-1.43 R V 1.40-1.15 (&4 2H, 
m), 0.87 (3H, t, J=7.4Hz) 0 

%mm 3 0 (6 4) 

N— (5- (-f V*W/-A'-3-'f AO ft7xV-2->f;l') 7. 
W-;V-3-7 5 y-4-**V-5- (5- (2, 6-^do7x 
15 -A^f-AO 7- YyV~)\<- 2 ->f flO «V9y&L 



tlc : R f 0.38 (^do*m :^ ?y-;KBfc&=2 o : l : D ; 

20 NMR(DMS0-d6) I S 8.73 (1H, d, J=1.8Hz), 7.89-7.64 (2H, m). 7.64- 
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7.23 (3H, m), 7.10 (1H, d. J=1.8Hz), 6.27-5.55 (2H, br), 4.63-4.30 (3H, m), 
2.92-2.47 (2H, m) c 

mmms o (6 5) 

N- (5- ( 4 - ? n d 7 x-^ * ;^-;i'7 ^ ; y f ft7i^ 

5 */U*-*-3-75 y-4-**V-5- (5- (2, 6 




10 TLC : R f 0.18 (?dd*m:^^;-;i/:^s=2 0 : i : i) ; 

NMR(DMS0-d6) : 8 9.36 (1H, t, J=5.8Hz), 8.03-7.76 (2H, m), 7.76- 
7.27 (5H. m), 7.09 (1H, d, J=4.0Hz), 6.06-5.61 (2H, m), 4.66 (2H, d, 
J=5.8Hz), 4.50 (2H, s), 4.30 (1H, t J=6-0Hz), 2.69-2.37 (2H, m) 0 

mm 3 0 (6 6) 

15 N — (4- (tfo 'j yy- 1 -4 )V) 7x-^) 3 -7 3 

y-4-**V-5- (5- (2, 6-y^OD7i^Mf^) f F7 
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TLC : R f 0.49 (^Dn*^:^^;-^:SK=2 0:1:1) ; 

NMR(DMSO-d6) : S 8.33-7.94 (1H, br). 7.83-7.18 (5H, m), 6.74-6.45 
(2H, m). 6.07-5.51 (2H, br), 4.39-4.00 (3H, m). 3.45-3.00 (4H, m), 2.92- 
. 2.58 (2H, m), 2.10- 1.70 (4H, m)o 
5 mWM3 0 (6 7) 

N- (4- (^jM >-4 -4 )v) 7x-;u) t,)V*=-)V- 3 -7 < 
y-4 -**V-5- (5- (2, 6-^DD7i-Wf^) xhy 




TLC : Rf 0.24 (?nn*;i'A:^^/-;KftS=2 0 : 1 : 1) ; 
NMR(DMS0-d6) : 8 8.62-7.90 (1H, br), 7.81-7.61 (2H, m), 7.61-7.17 
(3H, m), 7.17-6.97 (2H, m), 6.02-5.57 (2H, m), 4.44-4.02 (3H, m), 3.95- 
1 5 3.55 (4H, m), 3.30-3.00 (4H, m), 2.78-2.40 (2H, m) 0 

mmm o (6 8) 

N- ( 2 -y'xf J1/7 5 yxf^V) Z)V*=.)V- Z -T K J - 4 * 
y_ 5 _ (5 _ (2, 6->^DD7i-)Mf^) r h 7 V- ^ - 2 - 
-OP) ^> 

20 
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• HCI 



TLC:Rfo.40 (*dd*;wa : :&$=6 : 2 : 2) ; 

NMR(DMSO-d6) : * 8.50-8.10 (1H, br), 7.53 (2H, d, J=8.8Hz), 7.52 
5 (2H, d, J=7.4Hz), 7.34 (2H, d, J=8.8Hz, 7.4Hz), 6.06 (2H, br), 4.65-4.40 
(1H, m), 4.52 (2H, S), 3.84-3.00 (8H, m), 3.00-2.83 (2H, m), 1.22 (6H, t, 
J=7.0Hz) o 

&mM3 0 (6 9) 

10 - (5- (2, 6-^nn7x-W^) r 2 -4*0 




CH 3 



15 TLC : R f 0.22 (^Dn*M:>^-;v:SS[=4 o : l : l) ; 

NMR(DMSOd6) : S 13.45-11.42 (1H, br), 8.79-8.10 (1H, br), 7.83- 
7.10 (7H, m), 6.20-5.54 (2H, br), 4.51 (2H, s), 4.43-4.20 (1H, m), 2.69-2.22 
(2H, m), 2.39 (3H, s)« 

nfcW3 0 (7 0) 
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N- (4->fvyDh>7xi;i') xji/*-;i/-3-7<y-4-t^ 
V - 5 - (5- (2, 6-^0071-;^^) r YyV-)V-2 - 




H 3 C 



TLC : R f 0.31 (^DoWA:^^-;i':ftK=4 o : l : D ; 

NMR(DMS0-d6) : * 13.60-11.40 (1H, br), 8.82-8.03 (1H, br). 7.93- 
7.65 (2H, m), 7.65-7.10 (5H, m), 6.28-5.39 (2H, br), 4.51 (2H. s), 4.43-4.17 
10 (1H. m), 3.10-2.81 (1H, m), 2.78-2.29 (2H, m), 1.21 (6H, d, J=6.8Hz) 0 

nmm3 o (7 1) 

N- (4 -Jv7v\£)1<7jl-)1<) ^^^^^-3-75;-4-t^ 
V - 5 - (5- (2, 6-v*oti7x-;M^;u) t YyV-fr- 1 - 




H 3 C 



tlc : Rf 0.41 (^dd^i/a:^^/-^:^! 8 : i : i) ; 
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NMR(DMSO-d6) : 8 13.40-11.70 (1H, br), 8.89-8.20 (1H, br), 7.95- 
7.69 (2H, m), 7.69-7.05 (5H, m), 6.18-5.50 (2H, br), 4.52-4.14 (1H, m), 
4.30 (2H, S). 3.07-2.85 (1H, m). 2.85-2.43 (2H, m), 1.21 (6H, d, J=6.8Hz) 0 

mmm 30 (72) 

N- (2-yxW5;if^) ^^t-^-3-75;-4-t^ 
V- 5 - (5- (2, 6-;^Dn7x^M^) rh7 , /-^-l- 



TLC:Rfo.32 (?od^:^;-^:SH=6 :2 :2) ; 

NMR(DMS0-d6): S 7.55 (1H, d, J=9.2Hz), 7.55 (1H, d, J=6.8Hz), 7.55 
(1H, dd, J=9.2Hz, 6.8Hz), 6.05-5.87 (2H, br), 4.95-4.54 (1H, m), 4.38 (2H, 
m), 3.78-2.75 (10H, m), 1.16 (6H, t, J=7.0Hz) o 

%mm 30 (73) 

N— (4-7*W^^7x-Jl') *;i/*~;i>-3 -75 S-4 
V - 5 - (5- (2, 6-y^nD7x-JMf^) t YyV-)\<- 2 - 




CI 



• HCI 
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tlc : R f 0.32 (^nn**A:^^;-A':»»=4 0:1:1) : 

NMR(DMSOd6) : S 13.25-11.90 (1H, br), 8.54-8.10 (1H, br), 7.89- 
5 7.65 (2H, m), 7.60-7.26 (3H, m). 7.20-6.97 (2H, m). 6.28-5.49 (2H, br), 
4.51 (2H, s), 4.40-4.09 (1H, m), 4.06 (2H, t, J=6.2Hz), 2.74-2.26 (2H, m), 
1.87-1.58 (2H, m), 1.58-1.26 (2H, m). 0.93 (3H, t, J=7.2Hz) 6 

%mm 30 (74) 

N- (4-7'fmy7x-Jl') 7^*-;l'-3-75y-4-t + 
10 v-5- (5- (2, 6-^DD7i-Wf^) T h 7 V-JU- 1 - 




15 tlc : R f 0.10 (*nn**A:**y-A':ftK=4 0:1:1) ; 

NMR(DMS0-d6) : 8 13.52-11.75 (1H, br), 8.74-8.12 (1H, br), 8.00- 
7.67 (2H, m), 7.67-7.25 (3H, m), 725-6.98 (2H, m), 6.15-5.48 (2H, br), 
4.48-4.1 1 (1H, m), 426 (2H, s), 4.02 (2H, t. J=6.4Hz), 2.83-2.37 (2H, m), 
1.84-1.55 (2H, m), 1.55-1.24 (2H, m), 0.93 (3H, t, J=7.2Hz) 0 

20 mmmz 1 (i) 
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N— (4-7x-;^;i'7'f-Jl'7x-^) *;i>*-;t/- 3 -7 5 J - 
4 -**7-5 - (5- (2, 6-^nD7i-Wf^) rhyV- 




11 



O 

HM0IJ2 9 (4 3) tIj|L/;M?:fflv^Iii?l8 (1) 

TLC : Rf 0.12 (A+f>:ftS!xf;i/=2 : 1) ; 

NMR(CDCI3) : 8 8.00-7.88 RV 7.88-7.75 (4H, m), 7.70-7.56 RV* 
7.53-7.43 (5H, m), 7.40-7.12 (3H, m), 6.30-6.15 (1H, m), 5.80 (1H, d, 
J=17.8Hz), 5.59 RV 5.58 {&t>-£X 1H, d, J=17.8Hz), 4.60 (2H, s), 
4.21-4.05 (1H, m), 2.78 (1H, dd, J=17.4Hz, 4.0Hz), 258 RXf 2.27 (1H, 
dd, J=1 7.4Hz, 4.6Hz), 1.36 (9H, s) 0 

%MW3 2(1) 

N— (4-7xi^7«'*-fl'7i-;l') — 5 J- 4 

-**V-5- (5 - (2, 6-y?DD7i-Wf^) r h 7 7- ^ 
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mmm2 9 (4 3) •CS£Lfc*fc#«*ffl^THttfl9 O) 

5 TLC:Rf 0.21 (A^t>:ft«iffl/=2 : l) ; 

NMR(CDCI3) : S 8.10 (2H, d, J=8.0Hz), 7.97 (2H, d. J=8.0Hz), 7.98- 
7.90 (2H, m), 7.70-7.47 (3H, m). 7.36 (1H, d. J=9.0Hz), 7.36 (1H, d, 
J=7.0Hz),7.18(1H,dd,J=9.0Hz,7.0Hz),6.15(1H,d,J=9.0Hz), 5.82 RXf 
5.62 1H, d. J=1 7.8Hz), 4.60 (2H, s), 4.22-4.08 (1H, m), 2.78 (1H, dd, 

10 J=1 7.6Hz, 4.0Hz), 2.29 (1H, dd, J=17.6Hz, 4.6Hz), 1.35 (9H, s) 0 
HJ&$I3 3 (1) &XVmm3 3 (2) 

mmM3 1(1) &XV3 2 (1) •CMLfcffc£!»*fflv»t\ %1foW 

6 (i) twmo&mL, \>xTKKLtz*&mt&m*®t: Q 
%mmz 3d) 

15 N- (4-7x-i^;V7-f-^7x-^) 7;v*-^-3-7 5y- 
4-**V-5 - (5 - (2, 6-^DD7x;Wf^) fh7'/- 

;i/-2->f;i/) 




it 
O 
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tlc : R f o.io (?nn*;i/A :^*y-;u:gfc®=5 0:1:1) ; 

NMR(DMSO-d6) : S 8.00 (2H, d, J=8.4Hz), 7.96 (2H, d, J=8.4Hz), 
7.80-7.67 (2H, m), 7.61-7.46 7.42-7.32 (6H, m), 6.00-5.62 (2H, br), 
4.50 (2H, S). 4.33-4.22 (1H, m), 2.57-2.37 (2H, m) 0 

mmms (2) 

N- (4 -7x— ju***— *7x— jiO 7,)V*-)i<- 3 -75 y - 4 
-**V-5- (5- (2, 6-y?nn7x-;MW) rhyV*-^ 




TLC : R f 0.14 (^dd*w:^;-jkSISI=5 0:1:1) ; 

NMR(CDCI3) : d 8.17 (2H, d, J=8.4Hz), 8.06 (2H, d, J=8.4Hz), 8.01- 
7.93 (2H, m), 7.78-7.45 Rlf 7.45-7.31 (6H, m), 6.03-5.68 (2H. br), 4.51 
(2H, s). 4.45-4.33 (1H, m), 2.65-2.52 (2H, m) 0 

MMM3 4 (1) 

N- (4-7^7i-*) 7ju*-;u-3-7 5 y-4 5 
- (5- (2, 6-y?DD7x^Wf^) 7-YyV-)\<-2-4 )V) 
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nmmso (12) -?&&itzit£®zm\<*"c. ##ej9 (1) tmm 

5 tlc : R f 0.29 (^DD^^A:>^y-^:SK=i 8:1:1) : 

NMR(DMSO-d6): * 8.50-7.80 (1H, br), 7.80-7.25 (5H, m), 6.61 (2H, d, 
J=8.8Hz), 6.15-5.72 (2H, m), 4.50 (2H, s), 3.97-3.81 (1H, m), 2.38-2.05 
(2H, m)o 

fmms (1) 

10 N- (N, N-^>^7 5;) 3 -7< /-4 

v - 5 - (5- (2, 6-->'^dd7x-;m^) fl-7 1 - 




y^>^75> (0.06 m 1 ) C^W^T^ K (0.5 ml) il 
^icT;w=r^#ffl^T> SiB-ci. T (50 
mg) tiD^fc.RJ&fi^tetM-CS 0*n«#Lfc.iKl&ift^K01C 
1 (2) tSj|U:f^ft (139 mg) O^WM7^ 
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K (0.5 m 1 ) mmimt-tzo BUBM^iM^-^timitio ELfofe& 
®\z 1 NJSIfcjci&ifcfcin*., Bfc®x.^;t/?|fiffiL£o fflffi^£«&fnR$7k 

t^i-***^^* (79mg) 

TLC:Rfo.46 (A^^:ft»xfik=i : i) ; 

NMR(CDCI3) : 5 7.50-7.10 (13H, m), 5.59 (1H, d, J=8.2Hz), 5.41 (1H, 
d, J=1 8.6Hz). 5.23 (1H, d, J=18.6Hz). 4.84-4.66 (1H, m). 4.69-4.47 (2H, 
10 m),4.29 (1H, d, J=16.6Hz), 4.17 (1H,d, J=16.6Hz), 4.04 (2H,q, J=7.0Hz), 
3.02 (1H, dd. J=17.8 W 5.0Hz), 2.70 (1H, dd, J=17.8 W 4.8Hz), 
1.21 (3H, t J=7.0Hz) o 

%mmz 6(1) 

N- (N, N-y^>W^) #;i/**-;w-3 -75V- 4-** 
15 V- 5 - (5- (2, 6-'^DB7xiWf*) xh^V-^-l- 
4*) 'O^K 



20 mmw3 5 (i) •c«aL^ft*»*ffiv»Tsmfli2 3 a) tmmv 
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tlc : R f 0.78 (^DD*M:^^->i':ftK= l 8 : l : 1 ) ; 

NMR(DMSOd6) : S 12.88-12.00 (1H, br), 7.65-7.06 (14H, m), 5.98- 
5.62 (2H,m), 4.82-4.62 (1H.m), 4.59-4.13 (6H,m), 2.91 (1H,dd,J=17 R 
V 1 7Hz), 2.66 (1H, dd, J=17 7Hz) 0 

5 mmms i o) 

_ * * y - 5 - (5 - (2, 6-^?DD7x^^f;H T F 7 V * 



##0H 1 (2) (139 mg) ©ftfc , Hw##ffl9 (1) 

■ *T<>*/8vvc|£Ktt3 5 (l) ilPSftHX, **>«rt5Mil*# 
15 + 

TLC : Rf 0.37 (^*«*> iNlif^l : i) ; 

NMR(CDCI3): 5 7.40-7.16 (8H, m), 5.76 (1H, d, J=7.8Hz), 5.53 (2H, s), 
4.73 (1H, m), 4.53 (2H, s), 4.30 (2H, m), 3.00 (3H, s), 2.98-2.67 (2H, m), 
1.41 (9H,s)o 

20 mmm 3 8 ( 1 ) 

_^-^ v _5_ (5- (2, 6-v?do7x-W^) f h? s S-fr 
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5 %mmn (1) xm^itzit^^m^xmmme (1) twim<o& 

tlc : R f 0.28 (^dd*u:^;hk^=i o : i : i) ; 

NMR(DMSO-d6) : 5 7.54-7.18 (9H, m), 5.81 (2H, brs), 4.60 (1H, m), 
4.47 (2H, S). 4.32 (2H, m), 2.92-2.56 (5H, m) 0 
10 %mM3 9(1) 

N-^> i/^ir^i/iJ)Vt'=-)U- 3 5 - (5 - 




15 

^Jfefll5 (15 7) X-U&ltzit&ty (770 mg) ^^-^ (11 
ml) fc* (3ml) fc&KJfcgaV'^ (350 mg) £iD;l£ 0 fcfofc 
7 ^WiS^L^o p H 4 tc£* * 1 Nffitt* 
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: * 9 ;-)v : 1 8 : l : l) KJoTiflglU *«1$1il 
*ttZ>*5mit&® (235mg) 

TLC : R f 0.31 (?nn*;PA : > * y : l 8 : l : l) ; 

NMR(DMSO-d6) : <J 7.94 (1H, d. J=7.4Hz), 7.46-7.24 (5H, m), 725 
(2H, d. J=8.5Hz), 6.59 (2H, d, J=8.5Hz). 5.90 (2H, brs). 5.72-520 (2H, br), 
5.08 (2H, s), 4.74-4.43 (1H, m),2.90- 2.50 (2H, m) 0 

mmm 39(2) 

N-^>y;l/t + v*Jl"K-il'-3-75y-4-t^V-5- (5 - 

« .cooH J sS ^)r m2 

15 ^iM5 (15 7) T|!i5tL^^!fe^ft;t)*)tC|lifei?!l5 (15 8) T 
m&Ltzit&yuZR^rmiMS 9 (l) fcTOe>&ft£LT, WTO^ 

TLC : Rf 0.22 (^dd*^:>^-^:SK=i 8:1:1) ; 

NMR(DMSO-d6) : S 13.50-11.50 (1H, br), 8.03 (1H, d. J=7.8Hz), 
20 7.46-722 (5H, m), 7.22 (2H, d, J=8.6Hz), 6.57 (2H, d, J=8.6Hz). 5.94-5.30 
(4H, br), 5.12 (2H, S), 4.73-4.50 (1H, m). 2.93-2.55 (2H, m) c 
»4 0 (1) 



5 



10 
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N- (2-7^xfjV) -Jl/ -3-75^-4-** 7-5- 

(5- (2, 6-^nn7x^^f^) f- h- 9 y /-)l>- 2 ->f ^ 




• HCI 



H*fefl)3 0 (5 2) r«iLfcfl:fc»*fliV'T, ##0«9 (1) fcHfR 

TLC:Rfo.42 (^dd*^:^^;-^:wi=3:i :i) ; 

10 NMR(DMSOd6) : * 13.00-12.40 (1H, br), 8.40-8.23 (1H, br), 8.23- 
8.00 (3H, br) 7.53 (1H, d, J=9.0Hz), 7.52 (1H, d, J=7.0Hz), 7.37 (1H, dd, 
J=9.0Hz, 7.0Hz), 6.20-5.95 (2H, br), 4.53 (2H, s), 4.65-4.40 (1H, m), 3.61- 
3.00 (4H, m), 3.00-2.65 (2H, m) 0 
##09 1 3 

15 N- (N- t -7f-***->*/UiK-A'7 5 y) 5 

/-4-**V-5- (5- (2, 6-^no7z-;Mf;l/) t Y y 
V—fr- 2 -4 )V) s<>9>$t' t-7'fil/XXfil' 




20 
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##0U9 (1) •CRitLJt'fb'frft^ftfc 9 (2) "CM Ltz 
. ffr&ft, 4 — t l^tray 4 KOftfrO \Z (N - 

5 TLC:Rf0.21 (^^V : ^i^;W=2 : 1) o 

N _ ( N _ t _yf.;^v5!,;i/^i/-N-^>^75/) TJl/* 
-;p-3 -75 y-4 -**V-5 - (5- (2, 6 -v?oo7x^;u 



1 3 T8ilL/:M (548 rag) b 7 Ko 7 7 > (7m 
1) MtCOICC^y vJl/7;i/3-;i/ (0.14ml) aV7i-^7 
15 4 > (361 mg) h (0.55ml) fcflDx. 

:ft$x^;u=5 : i~2 : 1) TflWU *oflfctti[**1-4ll 

20 H-fb^WtW^o 

TLC:Rf0.60 (Mt>:S8^=2: 1), 

HifcflU 1 (1) 



10 
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- (5- (2, 6-^^Dn7x-Wf;i/) r h 2 -4 /U) 




##011 4-CML^b^**fflV»T, IW6 (1) 

tlc : R f 0.16 (*no*;i/A : * * y : gfc®= 4 o : l : D 0 

10 NMR(DMSO-d6): S 13.00-11.60 (1H, br), 8.05-7.50 (1H, br), 7.70 (1H, 

t, J=6.1 Hz), 7.62- 7.43 (2H, m), 7.43-7.07 (6H, m), 6.19-5.74 (2H, m), 4.52 
(2H, s). 4.42-4.20 (1H, m), 4.10 (2H, d, J=6.1Hz). 2.89-2.35 (2H, m) c 

nmm4 2(1) 




nmms (1 8) -m&iMt&® 090m g ) <o>*y-;u (0.2ml) 

20 BfiffiZ 4 0 5 (0.4 m 1 ) £}JDx.£o Sf&ftMtrS 
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mtottto mi&itt v v 'y^mmttitfri, faym®.-? 

4 (^dd*m : >^y-/nftK=2 0 : l : l) "CflNRU &<75!fe 
tt«*#***3&W*fr£* (120 mg) 

5 TLCiRfo.n (?od*^a : *9J~* :ftK=i 8 : l : D 0 

NMR(DMSOd6) : 5 8.15 (1H, d, J=5.0Hz), 7.74 (1H, d, J=7.0Hz), 
7.53-7.13 (5H, m), 5.93 (2H, s), 5.08 (2H. s), 4.64-4.33 (1H, m), 3.74 (2H, 
s), 2.70-2.48 (5H, m) 0 

*»«4 2 (2) 

10 N-'<> ; y)\,**i/ij)\s*;-)\'-3-7$y-4-t*V-5- (5- 



15 »^0 5 (18) «L/:M^)ftfc 0 fcflttfl 5 (2 1) "CM 
TLC : R f 0.08 (^on*ji/A : ^ * l 8 : l : l) 0 

NMR(DMSO-d6) : S 8.40 (1H, d, J=4.8Hz), 7.87 (1H, d, J=7.6Hz), 
20 7.52-7.1 2 (5H, m). 5.94-5.61 (2H, m), 5.08 (2H, s), 4.66-4.40 (1 H, m), 3.80 
(2H, s), 2.85- 2.49 (5H, m) 0 




COOH 



NHCH 3 



mm i 
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•N- ( (N- (3-7x^;i/:/ntf*^;i/) -L-'^)-fr) — L — 7 
-3-73y-4-**7-5- (5- (2, 6-^DD7x 



• 1i)\/i$* , s*T-)\'WQ-7,'h)V s s'0 2* ($$#0 0.2 g 

• *tTV >$v^*>">a (jBrfraj) 0.1 g 

• ^H-fe^n-* 4.7 g 



mgOfSttfi£^^t^T^^;H 0 0#£#£ o 
•N- ( (N— (3-7x^j^n -L-^U-^) — L — 7 

-3-75^-4-^-^7-5- (5- (2, 6-^oo7i 

15 x b y 1 ->fA0 2.00 g 

• "7 h — ;w 2 0 g 

•^StK 1000 m 1 



675 



WO 97/24339 



PCT/JP96/03801 



1 . -«5$ ( I ) 

R-AA 1 -AA 2 -N-Y (I) 
5 H 

*, C1-67^7KP>*, C 1 - 6f-*7**l^>*, C2-6 
10 7*^-U>*, KlIt^liAfD^^L, ^^iJi^-rniJ 
ttC l~4 7****T«fcSiiTV»T4J:< (fc«U JS4>«I 
^, ajRS^JfclittitJS^ttR^+oC^OXS^ttS (0) m *tc*S£- 

R'tt 

15 DC 1-8 7****, 

2) C 1 -8 7^3^*, 

3) 0 2-87**--**, 

4) 0 2-8 7**-***$'*, 

5) C l-87***7<y*, 

20 6) v (CI -8 7***) 7^/S, 

7) C 1 -8 7***f-**, 

8) Cyc'i (**, Cy cMi^^SRi^tt^rnaiSr^L, ^ti-b 

«>aitti3ft»fe5*o**ai^ ci-87****, 7*-**, 

***v*, 7x-MCJ: «?E&£ftfcC 1 -87****, ^nyv 
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K^, -bnS, hV7^tD^f;H, - HJ * -OR 2 , 
-NR 2 R\ — C H 2 N R 2 R 3 , -SR 2 , -S (0) R 2 , -S0 2 R 2 , 
-COOR 2 ttzli-COR 2 -?m&$tiX^Xi> n>„ R'ttjfcJfcJK*, 
Cl~8 7;w+;uS, 7x-;H, 7x-;vii:J:t)ijft$ti/;Cl-4 

7x^lCJ:i)Hft?^:Cl-4 7WS, C2~5 7v^i 
fcU i/ciiR 2 i5J:U f R 3 Ji|S^t^M^T-i:-^^=5:oT^ro^ 
) , 

9) C y c'-O-I, 
10 1 0) C y c ! -S-^ 
1 1) C y c'-CO-I, 

12) Cyc'I, Cyc'-O-S, C y c 1 - S -&ttz\tC y c '-C 
O-SKJoT^ey ifcttSTOfcSfrfcC 1-8 7W1, C 1 -8 7 

^3^->i, ci~8 7iK^7<yS, v (C l ~8t;u*;W r^y 
15 &;i£liC 1 ~87WfiI, 
1 3) h'n^to^f^i, 

14) Cyc'-CO-NH-CH 2 -I, 

15) 7<y&, 

1 6) 'OVA't^i' 
20 1 7) C2~57v;i'75/I, 

1 8) C 1 -SrfrzZ's&tm&UzC l-87^3^yi^fcL, 
m{i0i^iil~2O^m 

(i) m^o^t#, -s (o) m -&Kfe&&%m*itzim$im¥\m 

25 £-L&m)0£-f£, 
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(2) mtfKDtz, -s (o) n -mzumtnm : ¥-ii&&L%^i><?)t 

AAMi 
1) JMS£\ 



(1) 

(2) C 1-87^1, 

(3) Cyc 2 I (i^ C y c 2 l±8k%WZtztt^TVJ%ZUfrL. *ti 
10 feOWilfrfc 5 Cl-8 7Wi, 7x 

LfcC l~4 7JMf*&, />Dy*/gf, - hog, hV7 
rt/^D^f-;!^ -HJ/u2k f h7y-)H> -OR 5 , — N R 5 R 6 , 
-SR 5 , -COOR 5 itzi±-COR 5 ?W&2tiT^Xi>£^o R 5 i3J: 
UfRMi^ti-PfL^LTTKJim^ C 1-4 7^1, 7x-;Hif: 
15 {i7i-;u^ ? fi^L7tc l ~4 7>i'*n'&*Ut>to ) , ifctt 

(4) —OR 7 , -NR 7 R\ -SR\ -C00R 7 , -COR 7 , -CO 
NH 2 , -NR 7 -C0-NR 7 R 8 >^7-vV&ii«l:tfC y c 2 frbMttti 
2>&K£ *)W.&2HtzC 1 ~8 7;u*^& R 7 3fc<±R 8 
JiaftLT**!**, Cl-47;^^ 7i^Iifcl±7x-/H 

20 ri*ffi&L£C 1 ~4 7^*<'l'&£^fc>"f o ) £^t>-f 0 ) £^kU 
AA 2 tt 

1) JMS<g\ ifctt 



2) 
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(1) xmm^ 

(2) C i~8 7;^;H, 

5 (3) Cyc 3 l Cy c s tt£*SR* fcli^TOSRfc^fc U 

1^5 IB (DttBL?* Cl~8 7^i, 7x-/H, 

h'J7;i/tn^f;i/$, -h'J^ fh5'/-*S, -OR 11 , 
-NR"R 12 , -SR 11 , -COOR^ifcJi-C OR 1 'fl&SftT 

7x-jVl^/:li7x^ L C 1 ~~47)V*)vm*i& 

t> + 0 ) , 

(4) -OR 13 , — NR 13 R 14 , -SR 13 , -COOR 13 , -COR 13 , 
-CONH 2 , -NR^-CO-NR^R 14 , 77- i?;&jdX X/C y c 3 
15 frhMlitiZ&KX*)W&Ztit:C 1-8 7WS R 13 ^*^ 
Ki\ Cl-4 7M^i, 7 3L-)l&ttz\i7*-)\<&-t>m&LtzC 1 
~4 7;V**g££fc>U R 14 !**^®^ 0 1-4 7^4, 7x; 

20 (5) R^JtfR'^l-i&KSoTC 1 -67Ml/>Ii/;(iC 2 - 
6 7H-l'^ifct, ) ££frU 
AA , £«fct/ r AA 2 fi-*tKfco-C 



679 



WO 97/24339 



PCT/JP96/03801 




5 *<0C 1 -4r;i/+^iJJ:D r 7x-;i/g(iC 1 -4 7^^, CI- 
R ,7 (i 

(1) tK^^ 
10 (2) C 1 ~8 7J^^I, 

(3) Cyc 3 S Cy c 3 tilltfie£I^C&l*£iUrfo ) , 

(4) -OR 13 , — N R 1 3 R 1 4 , -SR l \ -COOR l \ -COR 13 , 
-CONH 2 ,-NR ,3 -CO-NR 1 \ vV ££ «fc tfC y c 3 tJ^ 
jltfftSSKJ: f?fi&$;ft£C l-87;^;H R^iJitfR 14 

q ti 2 ~ 1 2<D&&i&&to fc£U - (CH 2 ) q 1 HO^E 
R ,8 {i7K^JK?-> C1~47^H, 7x-;vSJ/:li7x- 
20 t^{i^»)^^7K^?-««ILrz:S^tMLT^T<>«tv^ ) £ 

Yli 
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^CO 



COOR 19 

(CH 2 ) n t-Tet- 

0 




-0- 



N=N N=N 



10 DC l ^STiiz-vy^ 

2) C2-6 7^^I/>i, 

3) bbkir^ 

4) «JtS^, 

5) -CO-I, 
15 6) -SO-S> 

7) -S0 2 -i, 

8) -NR 26 -i (R 26 fi*5&K^ 0 1- 4 7;^^, 7i-*£i 
fctt7*-*3&a*«£LfcC 1 -4 7H*S^*Jt, ) *fcti 

9) C 1 - 6 7** 1/ 1 fl©******!!*^ fiSHJK^ > 

20 -CO-*, -SO-S, -S0 2 -g> -NR 25 -£ (R 26 (ifrEi:|Bl 
"C««*iE*3-r. ) -Cill&frofcC 1 -67** L (fc/i 
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EliTKJtJR^ ^oy>W>=F> -COOR n i (£ 

^LtCl~47;^^i^to ) , -CONR 28 R 29 S 
5 R 2 «^J:IfR 1B tt**t'PfittiL-C**lli^ 7x 

iim^-r^m^t-m^^x^-rxn^mt>t 0 ) , -nr 2 »r 29 

£ R 28 J3«J:^R 29 (ifrEt^i:^'*t^^to ) Sfctt 



10 




R 2 °{i 

1) tK^M^ 

2) C 1-87M^8, 
15 3) ^nyvlf, 

4) ^foS, 

5) h'J7;^o^;H, 

6) -hVJUfe, 

7) -OR 22 , 

20 8) — N R 2 2 R 23 , 
9) -SR 2 \ 
1 0) -COOR 22 , 
1 1) -COR 22 , 
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1 2) -CONR 28 R 29 (R^&XWimfctmCHMZ&bto ) . 
13) Cyc 1 ! (&4\ Cy cUtmmttz\t^TU-$k*Ut>L, Zti 

5 h } )7fr*v*1-)l>&, fh7 , /-JH, -OR 24 , 

— NR 24 R 25 , -SR 2 \ -COOR 24 ££Ji-C OR z4 ?fl&$;ftT 
v^-Ct-tv^ R 24 i5J:CfR 25 (i-e^^a:LT^^ 0 1-4 7* 

t>to ) , ttzit 

10 14) Cyc 4 S CycMiKE^Ci^ifcto ) ICfcoT 

ft&£ fvtv>* C 1 - 8 7)V*)V&%&t> U 

R 22 ^*^?-, 7x-JH^/:li7a-^I 
j$L/:Cl~4 7;^«Ii?L, R 2 3 {i7Ks?tIW\ Cl~4 7;^^ 
^ 7x^^ 7x-;u&7& ? fi&L£C 1 ~4 7***&, C2-57 
15 v*&££Ji b V7**n^f-;i/#;i/*'^;ug£^fc>U 

-Z-E&b LT^nyv^, h V7^to^f 7i^iH)5 ! y 
e^LTv>^,C 1 -4 7;^JVii/;li h V (C1-4 7W) v"J * 

20 fc«U 

(1) Z&tfC l-67^^P>^t^liC2~6T^^-W>^=£rat> 

(2) Z^-SO-^t^t>t^^ E&iiTk^H^frSfti^O 
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2. Y&^OE&TFTkfllg^, ADy>Bf, Cl-4 7^JH, - 
COOR 27 I> -CONR 28 R 29 &> -NR 28 R 29 & (R 27 , R 28 £J: 

i siemo^b^o 

3. y^oes^ 



^Cyc^— (R 20 ) p & 



tfc 3~io omsuj «t ^zsn^^m^^fetm^^iBHii i mm<n 

£cycV--(R 20 )p & 



R 20 i5<t0 f p{ilS*O|6H^l^i:|5)i:ti*5r^t>1-o ) *mt> 

U 



^Cyc^ 
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5. YS^^)-Z-El^ny>i^ Y V 7 A>*u * i/7 

5 mmm 1 ^Efc^^^o 
£ i mzm*>it£®o 

8 . a a 1 m%&£*vAAH*£%&*mt>tm*onm% 1 ^ism 

15 

9. AA'iJi^AA^-^icT 




,15 



20 



1 0. 
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(1) N— ( (N— (3-7x^ynet^) -L-;^)-)\,) — L — 7 

-3-75^-4-^ + 7-5 - (5- (N, N-i^>W5 

y) f h7 , /-ji'-2-^) ^>*>^ 

(2) N-^WW+'>*^-^-3-7 5 J- A -**7-5-(5- 

(3) N-^>vW + '>*^^-3-75y-4-t^V-5-(5- 
y h*->f h 2-**) s<>9>WL* 

(4) N-^^^/U*^">*^**-^-3 -7 5 y-4 -**V- 5 - (5 - 
(a. h*v:fr;U5K-;i',*?-A') r h7'/-^-2 -W *0 

10 (5) N-^>SM'**S'*A'#-*-3-7$y'-4-**7-5--(5- 

(6) N-^>^^*^v*^**-^-3-7 5y-4-*4rV-5-(5- 

(7) N-^>^*^^*^*-^-3-7;;-4-**y-5- (5 

(8) N-^^^ , /*Jl'#i*-3-7$>'-4-t*V-5- (5 
- (2 h^->*;w?K-;wxf-^) r h 9 V-^- 2 -4 flO ^>*> 
®> 

(9) N-^^y^^^rv^^'-K-^- 3-7^y-4-^4rV-5- (5 
20 - (2 — Y^i/luvtf— f h 5 V-/u- l -4 iu) ^>?> 

(10) N-'<vyA'**S'*ll'#-*'-3-75-/-4-**y-5 - (5 

(11) N-'<>^** , /**#=*-3-7^-4-**V-5- (5 
25 - (2-^DDif;i/) r h y 1 ->f;u) ^>*>$, 
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(12) N-^>y'W^y*;^-;i'-3-75y-4-t^y-5- (5 

(13) N-^>y^*^v*;U**-^-3-7^y-4-5j-^rV-5- (5 

- (2->*>f^75yif^) f h7 , /-^-l-^) 

5 (14) N— 'O^A'******^*- 3-7^-4-t^r V- 5- (5 

(15) H-*<>iSA'**i'1})l'#-)\<-3-7$. S -4-**V-S- (5 

- (**#**><* f-*) r h 9 1 )V) s<>?>® s 

(16) N-^>v ? ;W^^rv*^'K-^-3-7^y-4-^^y-5- (5 
10 - (2-*mvxfji/) r h7V-^-2 -A )U) ^>*>S£, 

(17) N-^^v;i/^^rv*^**-;i/-3-7$ y-4-**7-5- (5 

- (2-*Ji/^yifM r h 1 *) 

(18) N-^>^t^->*^*-^-3-7^-4-t^V-5- (5 

15 (19) N-^>y>t*v*M-^-3-75 y-4-**V-5- (5 

(20) N— *^/l'**5'*/l'#-/l'-3 -75 /-4-**7-5- (5 
-if-;i/X;V7'f-;l'T h 7 V-^- 2 ->f;i/) ^>*7|£, 

(21) N-^>-»t + y*M-Jl'-3-7 5;-4-i^y-5- (5 
20 -xW;l/*-^7h7'/-^-2-'fJi') ^>*7S^ 

(22) N-^>v>^**v#;l'**-Jl'-3-7Ay-4-**7-5- (5 

- (>f*7U#*#sWf*) r h-7V-;u-2--f ;w) 9 > 

(23) N-^>y;V**v3^**-^-3-7Sy-4-**V-5- (5 

25 - (>W5>'*^-;Mf^) r l ;u) ^>*7 
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5 11. 

(1) N-^>v ? ^* + >'*^**-^-3 -T ^ / -4 -**7- 5 - (5 

- (1 -^f-JUfn-*- 2 -4 r h7/-^-2 ->f;u) * 

(2) N— ^>^***>*A"K-*'-3-T5y-4-**V-5- (5 
10 - ( 1 )V\du-)V- 2 r h7 , /Hl/- 1 -4 AO ^ 

(3) N-^>v>**v#A'**^A/-3-7*y'-4-**V-5- (5 

- (tf V V>- 2 -4 A^f-*) fh7 , /-^-2-'f;i') ^>?>&, 

(4) N-^V^t^f'>*^'K-^-3-7 5y-4-t^V-5- (5 
15 - (tfV 5>>- 2 -W fYyV-^-l-Jfr) 

(5) N-^>yi^^y*W-^-3-7^-4-t#V-5- (5 

(6) N-^>v'A/**y*A'**-;U-3-7 5y'-4-**V-5- (5 

- (tfv y>-3 -A t YyV-)V- 1 -4 AO 9 

20 (7)N-'<>^***/*Jl'#-*-3-T^-4-**V-5- (5 

- (tTV v>-4 -4*0 r h 2 -4 AO ^>?>&> 

(8) N- / 0?A'*t5'*A"K-*-3 -7 5 > - 4 - i*V - 5 - (5 

- (If U v>- 4 ->f AO ff9 > /-^-i- / f^) ^>*>BL 

(9) N-^>v 7 ^t^rv*;U^-;l'-3-T5/-4-t^V-5- (5 
25 _ (i -}*f-fr\LV X V>-2, i- 9 J*>-3-<i*'***') fhy*/ 
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(10) N-^V^**J'*Jl'#-JI'-3-75y-4-**V-5 - (5 

- (1 -^f-;we'J 3 5»-2. 4 -5'*:'- 3 -4 f h7'/ 

l -4 ;u) 

5 (11) N-'*>5>***->**#-A'-3-73y-4-**y-5- (5 

- 5 ? % /-JU- 1 — f t h9 1 — A fls) 
ft. 

(12) N-^>V^**->*^#-A/-3-T5y-4-**V-5- (5 

- u 5 yy-)i>- 1 -w^^f-x/) f^y-^-i-'f^) 

10 ft, 

(13) N-^'/ W*'/**^* - 3 -T 5 y - 4 - **V - 5 - (5 

- (ft7x>-2-^) r b7V*-^-2--f^) ^>*:"ft, 

(14) N-^>y^t^v*;U**-^-3 -7^ 4 -^^rV- 5 - (5 

- (ft7x>-2-'f^ fh5/-n/-l-^Jl/) 

15 (15) N-^>v^t^v*^**-^-3 -75 y - 4 -**V- 5 - (5 

- (ft7x>-3->f^) -rYyV-^-2-4 )V) s<> 9 

(16) N-^>y>t*->*W^-3-75;-4-t^y-5 - (5 

- (f^7x>-3 ->f )V) f- 1 ->f )U) 

(17) N-^>'^t^f v*^-^- 3 -7<; - 4 - ^ * 7 - 5 - (5 
20 - (3-4 5 rV-fr- 1 A^oif*) f V-)V- 2 -4 ^) ^ 

(18) N-^>'>*^ry*JV«-3-7?y-4-t^7-5- (5 

- (3 -4 5 *TV-)V- l --f fl/^n kf;b) r h5v*-;i/- 1 -4 ;U) ^ 

25 (19) N-^>S>^**->#;i'#-/W-3-7$y-4-:**V-5- (5 
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- (2, 2, 6, 6-f F7^f^^Vv>-2-'fJMf;i/) t Y 7 

(20) N-^^W*i'*Jl'#-Jl'-3-T5/-4-t*y-5- (5 

- (2, 2, 6, 6--f h?*?-A'tf'<V> f >- 1 -^fA^f-AO f h7 
5 1 -4 AO ^>*>R, 

(21) N-^Vy'W^>*W^-3-T5;-4-*+V-S- (5 

- (^>V4 5 *V-A/- 2 -4 JU^f-AO r f 7V-A-- 2 -4 AO * 

(22) N— ^>^>U**5'**#-^-3 -7 5 y - 4 -t^V- 5 - (5 

(23) N-^>y^t+y*^^-^ - 3 -7 5y - 4 - >i-^V - 5 - (5 

- (/0'/fT'/-*-2-^^f^) r h 2 -4 AO ^ > 

15 (24) N-^VW+V*A"K-^-3-7<>'-4-t^y-5- (5 

- (/>?>yf7 , /-Jl'-2-'f^MfA') r 1 -4 A') 

(25) N-^vA>**v#A'**-A-3-7$y-4-**7-5- (5 

- (f77-;i'-2 -4 A*?-*) T h 7 V— A' — 2 — 4 A') ^>^>K> 
20 (26) N-^V?*'***/***-* - 3-7^-4-**V-5 - (5 

- (fTy-^-2-^l'f*) r h7 V-A- 1 -4 A') 

(27) N-^VW*'>*^*-^-3-7 5y'-4-*^V-5- (5 

- (5 -4 5 py-fr- 1 -4 A^f-AO r h9 % /-A'-2-4 A*) ^ 

25 (28) N—^>5?A'**->*A'#-A'-3-T5y-4-**V-5- (5 
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(29) N-^>S>******>K-A'-3-7*^-4-**V-5- (5 

- (4- (4-7^n7i-;i') f7 , /-^-2-f^Mf;i/) f t>7 
5 7-*- 2 -4*) 

(30) N-^>-»t^y*^^^- 3-75/- 4 -*3r7- 5 - (5 

- (4- (4-7^07i-;i') f77-;i'-2-'f;Mf^) rhy 
7-*- 1 

(31) N-^ W W/***-*'- 3 - T ? ^ - 4 - **y - 5 - (5 
10 - (4- (4-?oo7x— *) f-7 , /-;l'-2--f^Mf;i/) f- h 7 7 

-;u-2 ->f *) 

(32) N—'Oy -3 -75 y-4 -**V- 5 - (5 

- (4- (4-^no7x-;u) f-7/-^- 2 **?-*) f^V 

l --<*) 

15 (33) N-^>->t*'>*^-^-3-75y-4-t + V-5- (5 

- (4- (3 - - h D7x^;u) f7 , /-;i'-2 -4 fh5V 

(34) N-^>y^* v*^*-^-3 - 75; - 4 - t^V - 5 - (5 

- (4- (3 J»n7x-*) f7 > /-;i'-2-'f;M^) 7^77 
20 ^>r/K, 

(35) N-^^W^">*Jl"K-^-3 -75 J -4 -**7- 5 - (5 

- K 5 ^7-*- 4 -4 T h 77-*- 2 -4 *) ^>*> 

(36) N-^> y>*^rv* JWf-^- 3 - 7 5y - 4 - ^^ V - 5 - (5 
25 - (>f 5 ^7-*- 4 -4 r h 5 7-*- 1 -4*) 
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(37) N-^>v^**v#^**-^-3-7*y-4-**7-5- (5 

- (2 - U $ y*/-)V-2 -4 xf-Jl') r 2 /U) 

5 (38) N-^>^**v#^**-^-3-7$/-4-**7-5- (5 

- (2 - H 5 2 -4)V) 3-t=-fr) t YyV-)\<- 1-4 )V) 

(39) N- / « , /y****/*JI'#-*-3-7^-4-**V-5" (5 

- (2- 5 -'W xf*) t h7 V — )V — 2 — 4 fr) 

10 ^>^>K. 

(40) N-^> v>i^v*^*-^- 3 -7^ - 4 - * + V- 5 - (5 

- (2- K 5 2 -4 AO if*) r h?*/-*- 1 --f /u) 

(41) N-^>'»*^v*^*-^-3-7^-4-t + y-5- (5 
15 _ ^ ^V-^-2-W^>f-^) t Y *7 % /—)V— 2 —4 AO sofy 

at tan 

(42) N-"*>5>*** 3 -75 V-4-**V-5 - (5 

- (>f 5 IT*/-*- 2 -4 t hJ'S-*- 1 -W AO ^>*> 

1 2 . lt£W 

(1) N— ( (N— (3-7x-ft'^nift-^) -L-vf 'J - L - 
25 77-^) -3-75>>-4-**V-5- (5- (2. 6-^oo7 

692 



WO 97/24339 PCT/JP96/03801 

(2) N— ( (N— (3-7x^;^nift^)i/) -L -v\*'J -L - 
77-JW) -3-757-4-^^7-5 - (5- (2, 6-^^0 7 

5 (3) N- ( (N- (3-7x-;W7'nH , t-^) -L-AV -L - 
77-^) -3-757-4-t^7-5- (5- (4-^f^7x7^ 

(4) N- ( (N- (3-7x-^7 , D^t-^) -L-/n'V^;U) -L- 
77-^) -3-757-4-t^7-5 - (5- (4-7f;l'7x7^ 
10 v) r h 7/-^-2-^) 

{i * *i ^ (Dimm-eh *> if #oi£H5& i SEmo'fb^o 
1 3 . it&mv 

15 (1) 3- (N- (2 S- (2-7x-Jl/-4R-^f;i'-4 > Ko 
f-T'/-;u-4 -4 ;i/*;i/**-;P7 5 7) 7*Dlft-^) 757-4-* 
+ (5- (2, 6-7^D7x-Wf^) f f77-;i/-l 

(2) 3- (N- (2 S- (2-7x^-4, 5-yt Knf7V-Jl/-4 
20 -^;i/#;i/**^;U7 5 7) ^ntf*-;U) 757-4- t^v -5 - (5 

- (2, 6-y^OD7xiWf^) f h l s<> ? 

(3) N— (N-^>y***'>#*«K-A'-L-7?i^) -3-75 7- 
4-**V-5~ (5- (2, 6-^DD7x-JMf;i') fh77*- 

25 Jb- 2 -W^) 

693 



WO 97/24339 



PCT/JP96/038O1 



(4) N- (N- / 09**+S'**#-A'-L-79-*') -3-75 J- 
4-** 7 -5- (5- (2, 6-'^DD7x-;MfM f h7'/- 
;U- 1 -4)V) ^7*7g£ x 

(5) N- (N-*>?A'*****#-*'-L--/* , ;-A') -3-75 J- 
5 4-**V-5- (5- (2, 6-^OD7x-^f^) f h77~ 

(6) N- (N-^^JM-*****— A'-N' - t -7f- 
-;l/-L->; -3 -7 5/ -4-**7-5- (5- (2, 6- 

10 (7) N- (N-^>v^^ + v*^**-^-L-'J y-/U) -3-75; 
-4-** 7 - 5- (5- (2, 6-y?DD7x-^f^) f h 7 V* 
-;i/-2-^f^) ^7?7g£, 

(8) N-(l v>-2 S-'fA'JfrJMf- 

-3 -75 /-4-**7-5 - (5- (2, 6-^DD7x;^ 
15 *f-A0 f 1 -^^) ^>?>®, 

(9) N- (1 -7-tf-^tf^V v>-2 S-^f^*>HJ*-^) -3 -75 7 
-4-** 7 -5- (5- (2, 6-^nD7x-;Mf^ r h 9 V* 
-;u- l ->f ;w) ^7*7$, 

(10) N- (1 -^>yn/**->*/uaK-^ifn«j^>-2 S 

20 -3-757-4-^^7-5- (5- (2, 6-^OD7i- 

JU* *■>!/) T b 7 7* — )V— \ —4 )V) «v9yUs ttz\± 

(11) N- (1 v>-2 S -3-75 
y_4_^-^ v _5_ (5- (2, 6-v ; ^DD7x-Wf^) rh7 
7*— A/— 1 — 1 )V) ^7*7g£, 
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1 4 . it&m* 

5 (1) N-^>y^**v#;l'^H'-3-7Sy-4-**V-5-(5- 
(2, 6 -y* nn7i-WfA') h?*/-*- 1 -4A0 <•<> 9 > 

(2) N-^*VA'*****«K-*'-3-73/-4-**V-5-(5- 
(2, 6 - D07i-Wf^) r h 9V-JI'- 2 -4 fr) 9 > 

10 ft. 

(3) N-^> : s)V** v * 3 -7^-4-t^V-5-(5- 
7x-;V^W h7 , /-^-l -4*0 ^y*y$> 

(4) N-^^v^**v*^**-^-3-7^ y-4 -**V-5 -(5- 
7x-^ptf-;Vr h 7 7-^-2 -4 /U) ^y?y$> 

15 (5). N-^>5>***->**#-*-3 -75 / -4 -**V-5 -(5 - 

(4-^W7x^v) f h7 , /-;v-i-'f;v) ^y*>&> 

(6) N-^>^Vt*y*^-^-3-7? ^-4 -**y-5-(5 - 

(4 -*f-;P7iy*v) fh5V-^-2->f^) ^y*y®, 

(7) N-^>^JVt^v*;l"K-;V-3-7^-4-*+V-5-(5- 

20 (3-t-W7x;^-» ? h 1 -4*0 ^>*y$> 

(3-t-W7xy^v) rh7y-^-2-4;u) 
(9) N-^ > v;^ + v A - 3-7^-4-t + V- 5 -(5 - 

25 (10) N--*5'5>***$'*A'#->l'-3-75>>-4-**y-5- (5 
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(11) N-^>v;W^-^r>'*;U*'-^-3-7^y-4-t + V-5- (5 
-y *.=-)Vx-1-)Vt YyV-fr- l ->f;u) 

(12) N-^>^^**v*^**-^-3-T$ y-4-**V-5- (5 
5 -7x-Jl/Xf;Vfh7 , /-^-l-'fA') ^>?>8£, 

(13) N-^>vWy*^-^-3-75/'-4-*^V-5- (5 

- (N, N-v^>v*7</) ff9 , /-;i'-2-^M ^>*>g^ 

(14) N-^>v>t^y*Jl"K-^-3-7^ /-4-**V-5- (5 

- ( (4-?nn7i-^) ft^fJl) r h9V-^-2 -4*) * V 

10 

(15) N-^>V;i'**v#;i'**-;i'-3-7Sy-4-**V-5- (5 

- ( (4-^0071^) -^t^-?^) f F7'/-A'-l-^) ^> 

(16) N-^>S>A'**v#A'**-rt'-3-7Sy-4-**V-5- (5 
15 - (3 -7i-^ynkf;i/) -f h 9 2 -4 /lO 

(17) N > v ^ t ^ •> * - 3 - 7 ^ S -4-**V-5 - (5 

- (3-7x-^7ot» r h 1 --f/U) 

(18) N-^>y>t + y*^-^- 3-7^-4-^^7-5- (5 

- (2, 6-^DD7x^^y) r h7V-;U-2->f ^) 

20 

(19) N-^>^t^y*^-A'-3-7^ y-4 -*4fV-5 - (5 

- (2, 6-v?no7x-;V**v) r h 5 7-*- 1 -4 *) ^9 

(20) N-^>'W*y*^#-A'-3-75 /-4-**7-5- (5 
25 - (2-^no7xiW*»f^) fb77"-^-2-^V) 9 
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(21) N-'<>y)\'** 9 sij)V#-A/-Z -75 4 -**V-5 - (5 

- (2-^DD7x-^^y^f;i') fF7 x /-^-l-^) 

5 (22) N-^^V^t^v'*JV'K-^-3-75y-4-t^V-5- (5 

- (2, 6-^7WD7z-;Mf^) fh5 , /-^-2-'f^) 

(23) N-^>v^t^ v*^-^- 3-7^-4 - t^f V - 5 - (5 

- (2, 6-y'7J^n7x^;Mf^) t YyV-)V- \ 

10 

(24) N--*>yA'**?'*A'#-*--3-7$y-4-**V--5- (5 

- (7i-;Pft) t Y7V-*>-2-4)\') sOfi>&. 

(25) N-^>v r ^^4ri/*;i^-K-^-3-7$y-4-t4rV-5- (5 

- (7i-;Vft) f h7 V— >U— 1 — -Ol') ^>^^K> 

15 (26) N-^>y>t^y*M-^- 3 -7^ - 4 - t^ V - 5 - (5 

- (2, 6-y^oo7x-;i/ft) 7^7 , /-i^-2-'fJ^) ^>?> 

(27) N > y + y * il^f - 3 - 7 5 ; - 4 - 1 ^ 7 - 5 - (5 

- (2, 6-y^DD7x-^t) ff7/-^-l-^^) ^>*> 

20 

(28) N-^>^t#y*^-^-3-75;-4-t^7-5- (5 

- (2, 6 -^^^;U7jc-ji/ptf-;i/) r hv V-^-2 

(29) N-^^y^t^y*il"K-^-3-75 7- 4- t^7-5- (5 
25 - (2, f 1 -4 fr) 
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(30) N-^>^* + ->*^-^-3-7^-4-t%V-5- (5 

- (v^u^^ri/^^f-^) f h 2 -4 ^) ^^Ik 

(31) N-^>^^^^v*;i"K-^-3 -7$ y-4-t#V-5 - (5 
5 - (->*D/\*v;Mf-Jl/) f h7 , /-^-l-'f^) 

(32) N-^>v;U^^v*^JK-^-3 -7^ y-4-t^rV-5- (5 

(33) N-^>S>***$/**#-A'-3-7$>'-4-**V--5- (5 

- (4->f;V7x-W) r l -4;i/) 

10 (34) N-^ V'W**/* JUK-*- 3 - 7 5 ; - 4 - - 5 - (5 

- (4-^DD7i-;W) r h 7 7-^ - 2 ^>*>Bk 

(35) N-^>^t^f->*'l"f-^-3-75 y-4-**V-5- (5 

- (4-^DD7i-m) r b 1 ->f A?) 

(36) N-^>^* + v*^-^-3 -7 ^ - 4 - t^rV - 5 - (5 
15 -(3, 5-^007x^*1 r h7 7*-;V-2 V 

(37) N-^>v^*4rv*^^*-^-3-75 /-4-t^rV-5- (5 

- (3, 5-^OD7i-m) r h 9 1 --f^) ^>*> 

20 (38) N-^^v ? ^*^v*^**-^-3-7< y-4-*^rV-5- (5 

- (7x^;V*)Kf;^) f 1-7 7-^-2-^1') ^>^>®?> 

(39) N—^>*^A'**->*A"K-*-3-7 5 V- 5 - (5 

- (7x^)1/*;^;^) r h ? 7-^- 1 -4 /I/) ^>?>B£> 

(40) N— ^>S?JU**^**#-)U-3 -75 /-4 -**7-5 - (5 
25 _ (2 on- 6 -7^n-7x-Wf)l') r h 7 V—fr- 2 - >f 
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(41) N-'<>5'W J /*JI'#-A'-3-7^-4-**y-5 - (5 

- (2 -*no- 6 -7;i'*n-7x.=.;M?-;l') f^V-^-l-'f 
;u) 

5 (42) N-^>y>t + v*;i'*-^-3-T^-4-t+V-5- (5 

- (v*n^*«>;i/-f *) r h7V*-^-2-^^) 

(43) N-^yVfrtZ-i/tifrX-fr-Z-T^ S - - (5 

(44) N-^V^Vt^i/*;^-^- 3 - 7 5 y - 4 - *^r V - 5 - (5 
10 - (4 h4rv7x-;i/^t) r h7'/-^-2-'f /U) 

(45) N-^>v»'**i'#;l<'**->l'-3 -7 5 y-4-^^r7-5- (5 

- (4->F+->7x-;i/ft) r 1 -4 AO ^>?>&, 

(46) N-^>-7^^^v*^*"-^- 3-75^-4-^*7-5- (5 

- (2-^D07x-^ft) r AO ^>^>^> 
15 (47) N-^>v>A'**->#A''-K-^-3-7Sy-4-**7-5- (5 

- (2-7007x-JVft) 7h7 , /-^-l-^l') 

(48) N-^>^^^^rv*^**-^-3-75y-4 -**V-5- (5 

- (2, 4 - >?7DD7x-^f*) 7 h7 V— )V — 2 AO ^y^y 

20 (49) N-^>v;W^^'>7j;l/^-;l/-3 -75 J- 4 -**7- 5 - (5 

- (2, 4-y7Dn7x-m) r h yV-)V- l ->f AO > 

(50) N - ^ > y>t + * - 3-7^-4-t^V-5 - (5 

- (2-7no-6-^fA'7x-;l'ft) r h 5v*-fl/- 2 --f AO ^ 
25 > * >K, 
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(51) N- / ^y>t+y*W^-3-7?;-4-^^v-5- (5 

- (2-^00-6-^^71-^) t Yy'/-to- 1 -1" ;u) ^ 

(52) N— ^>^***>*A'#-^-3-T5y-4-**y-5- (5 

(53) N > v ^ t y * - ^ - 3 - 7 ^ / - 4 -**y- 5 - (5 

- (4-pj7Dto^f;V7x^^ft) r h?*/-*- 1 -4 to) ^ 

10 (54) N-^^yWv*JHK-fl'-3-7 5>'-4-t*V-5- (5 

- (*7*l'>-2-'fA>*-*) r Y?*/-to-2-<4to) 

(55) N— ^>^**5/*)U#-A'-3-T5y-4-**y-5- (5 

- (^-7^u>-2->f;vf-^) t 1 

(56) N-^^V***'/**^- 3 - 75> - 4 - - 5 - (5 
15 - (4 - t -t**-*?* r h 2 -4 to) ^> ? yft* 

(57) N-^>v;l/**v#^**^-3 -7$ y-4-**V- 5 - (5 

- (4 - t -7"f;i'7x-jvfi) r YyV-to- l -4*0 

(58) N-'«>S>***5'*A'#-*-3-75>'-4-**y-5 - (5 
_ ( 4 _ ij 7^o^f^t^->7x-;Vf-t) f h 7 y )\/ — 2 — 4 

20 /U) ^>?>$L 

(59) N-^>v^**v#A-**-^-3-75y-4-**V-5- (5 
_ (4 - ). ij 7HB^f *** , /7xi*f*) f h7 > /-;V-l-'f 
;U) 

(60) n-sO^to***;* to$~to- 3 -7 $ S - 4 - 5 - (5 
25 - (2, 3, 6- h '^BD7i-*f *) x b yy-;U-2 -4 to) 
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(61) N-^>^**'>*^-^-3-75;-4-*^y-5 - (5 

- (2, 3, 6-hy^OD7xiW) r h 7'/-^- 1 -A /u) * 

5 (62) N-^>^*+y*;^-^-3-7 5/-4-^7-5- (5 

- (2, 4-^f^7x-m) f V — A" — 2 — i fls) 

(63) N-^>y>t^y*;^-^-3-7^-4-t^fV-5- (5 

- (2, 4-^f^7x-;l/f*) fh5 4 /-*-l--f*) s<>*> 
10 & 

(64) N - ^ > v iVt ^ v i; ;i/ *' - ^ - 3 - 7 ^ - 4 - * ^ 7 - 5 - (5 

- (2, 5-y^oD7i-Ji/ft) r h y 2 -4 )V) s<> * y 

(65) n-<*>i?fr**z/ii frtf-fr-s -t $ y-4 -**V-5- (5 
15 -(2, 5 -'^DD7x-^f*) f h7 V-fl'- 1 -4 > 

(66) N-^ , /^t*y*H-^-3-75 /-4-**7-5- (5 

- (4-m7x-fl/ft) r h 9*/-*- 2 -4*0 ^>^y^, 

(67) N-^>y>t*y*^-^-3-75 7- 4-t^7-5- (5 
20 - (4-7n^7xx;i/f^) r h ?V-;U- 1 - 4 >u) s<> ? 

(68) N-^>v;W**v#;i/**^Jl'-3 -7 3 y-4-**V-5- (5 

- (2, 6-^no-4-^f^7i^ft) rh7 > /-ii/-2-'f 
AO ^>?>&, 

(69) N-^>^**y*Jl"K-^-3-7^7-4-**7-5 - (5 
25 -(2, 6 -y?Dn-4-/Wx;Wt) r h?'/-^ - 1 -4 

701 



WO 97/24339 PCT/JP96/O3801 

(70) N-^>^tf*->#^*'-A/-3-73y-4-**7-5- (5 

- (3, 4-^no7i-Wi) r h 7 2 -W *0 ^7*7 
R* 

5 (71) N-^>v>^**v#;W#-;W-3 -7 5 y-4 -**7- 5 - (5 

- (3, 4-y^na7x-W) r h?*/-*- 1 -W A') ^7*> 
R, 

(72) N-"<>W*'>**#-*-3-75y-4-**y-5- (5 
_ (4 hn7x-Hi) r h 9'/-*-2 -WA') 
10 (73) N-^7S>;i/**v;fr;i'**-^-3-7S7-4-**7-5- (5 

- (4--f07x^m) x h 5'/-*- 1 -4 AO ^>*>$, 

(74) N-^>W*->#*#-*-3-75 y-4-**7-5- (5 

- (t7^u>-l-'f^ft) r h77-;u-2 -'f ;u) ^>*7$, 

(75) N-^>^t + y*^-^-3-7^-4-t + V-5- (5 
15 _ (t7^W>-l-^^*) f b7/-^-l-'f^) 

(76) N-^>v f ^t^r'>*^^-^-3-7 5y-4-t4r7-5- (5 

- (2, 4-V-t-7f*7xiJl'f*) r h ?7-A>-2 ->fA0 ^ 
7*7$, 

(77) N-^7»i + y*^-^-3-7^-4-t + 7-5- (5 
20 - (2, 4->'-t-7Wi-Ht) r h 1 -4 AO ^ 

(78) N-^>W#->*^-^-3-7^y-4-* + V-5- (5 

- (2 b*77x-A"f *) f h 57-^-2 -Afr) 9 vfa 

(79) N-^*/^A'**5'**#-Jl'-3-7? >-4-**7-5- (5 
25 - (2 -* h^r'>7xiW) x h 7 7- A- - 1 ->f AO s<> * 7$, 
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(80) N > y Jl/* + '>*;V*-^ - 3 - 7^-4-t^V-5 - (5 

- (2, 6-^nD-4-^f*7 5>7xiJl'f*) fl-7 V- ;u 

(81) N-^VWfi'***-*- 3 - 7 5y - 4 - **V - 5 - (5 
5 -(2, 6-y?OD-4-y^W? ;7x-Ht) r h7V*-;U 

- 1 ->f *) 

(82) N-^>v^*^v*;U>K-^-3 -75 y-4-**V- 5 - (5 

- (2, 3-y^oo7i-W) f h5/-^-2-'f^) > 

10 (83) N-^l'v ; A'*+y*Jl'*-^-3-7^-4-* + V-5- (5 

- (2, 3-y^DD7x-Wt) r h 5 V-)V- 1 -4*0 

(84) N-^> W^y*;!'*-^- 3 - 7 ? / -4 - t#V - 5 - (5 

- (2, 6-^f^7x-^ft) r h y\/-)U-2-4 )U) 
15 K> 

(85) N-^>'»t^ y^^-^-3 - 75 ; - 4 - t^ V - 5 - (5 

- (2, 6-y^f-^7x-;i/ft) r h 5 */-/!'- 1 -4 AO ^>?> 

(86) N-^> v;Wt^v*^^-^-3 -75y"-4-**7-5 - (5 
20 - (2 -*na-4 - t -7*f ^7x-^ft) r h 7 2 -4 

(87) N-^>y>t^y* W-^-3 -75 y - 4 - t^rV - 5 - (5 

- (2-^DD-4-t -7"f ^7x-;i/f t) f" h yV-)V- 1-4 ))/) 

25 (88) N- / ^ , W^y*W-*'-3-75y-4-t + 7-5 - (5 
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(89) N-^^***^***-*- 3-75/-4-**y-5- (5 

- ( N-7i-^-N->f^7<;) x b 7 V-;u- l ->f AO ^> ? 

5 VK, 

(90) N-^>vA-**i/#A-**-A-3-7 5/--4-**y-5- (5 

- (2, 6-5M V7'otf;i/7x-;l'f-^) t Y 57-^-2-^^) ^ 

(91) N-^>^** 3 -75 / - 4 5 - (5 
10 - (2, 6-7'fvyDli>7x-;Vft) r h 5 7-*- 1 -WA0 ^ 

(92) N— ^>y***^**#-*-3 -7 5 y-4 -**7- 5- (5 

- (2 ->^A-4 - t -7f^7x-;l/ft) r h 57-^- 2 -4 AO 

15 (93) N-^^^t+'>*W-*-3-75y-4-t*7-5 - (5 

- (2 - - t -7f;P7x^Ht) r h77-^- 1 --f AO 

(94) N-^>'^A'* + v****-;l'-3 -7 5 ^ - 4 -**V-5- (5 

- (2, 6-^^f^-4-t-7f^7x-^f*) rh7V*-*-2 

20 -**) 

(95) N-^>->t^ry*^f-*-3-7;/-4-t^7-5- (5 

- (2, 6-v>f^-4-t-7f^7x-;vft) t hyV-)V- 1 
-4 to) ^>?>&* 

(96) N-^^y W">*^-^-3 -7 5 ; - 4 - t#7 - 5 - (5 
25 _ (2, A--4-v^A75y7x-A--f*) f h 5 7- * 
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-2-4 )V) s<>9>fo 

(97) N-'«>5>***$'*^#-*'-3-7$y-4-**V-5- (5 

- (2, 6-y^f^-4-y^W^7x^f-t) r h 7 V- ;i/ 

- 1 -4;l>) ^>*>&, 

5 (98) N-^>v^**v#^>K-^-3-7<y-4-:fr*V-5- (5 

- (4-'fy7*Dt , ;V7x-;i'ft) f- h7 N /-;w-2 --fAO 

(99) N - ^ > '7 il'* ^ '> * - 3 - 7 5 y - 4 - 1 ^ V - 5 - (5 

- (4->fV7'oli , ^7x-;i/ft) fb7 > /-^-l-^l') 

10 

(100) N-^>v^t+v*^*-^- 3-7 5 y - 4 -*^V - 5 - 
(5- (2, 4, 6 - h V ^on7x-W) r b yV-)V-2 -4 )\>) 

(101) H-^VVfrt^i/l} )V^=.)V- 3-75/-4-**V-5- 
15 (5- (2, 4, 6 - h U ^DD7i-W) t Y 7 1 -4)\>) 

(102) N-^^v'^t^r^*^**-^- 3-7^-4- 7-5- 
(5- (2, 6-y^nD-4- (1, 1 - V tl-fr-fuMfr) 7x-;w 

f-*) f h 7 V— )V — 2 — 4 fr) ^>*>®> 
20 (103) N ~* >S> * v* 3 - 7 S y - 4 - V - 5 - 

(5- (2, 6-v>?nn-4- (1, 1 ->Vf ^7Dt';v) 7x-^ 

(104) y*;i/*'-;l/- 3-7^-4 + 5 - 

(5- (2-^nD-4-7;i'tD7x-;vft) r h 7 7-;w- 2 - 4 
25 *) 
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(105) N— "Oi* 3 — T < y — 4 -t^V- 5 - 
(5- (2-^DD-4-7^tD7xiW) T h 7 V-fl'- 1 - 4 

;w) ^y*y®, 

(106) N 3-7 < y -4 V- 5 - 
5 (5- (4- h , j7^tn^f^/*M-Jl'7?y7x-Jl/f t) rf7 

•/-/!>- 2 --f *) ^y*y&> 

(107) N -fsyjVt* i/ij 3-7^-4 - t^V- 5 - 
(5- (4-h'J7fl'*n^fA'*W-Jl'7?/7i^ft) rh9 

10 (108) N > V ^ ->* /l*- 3 - 7 5 y - 4 - V - 5 - 
(5- (4-^DU7x-W)l'7^;MfM f F 2 - 4 

(109) N— 5/**3K-^- 3-7$y-4-**y-5- 
(5- (4-^nD7x-*^7'f-;Mf^) t \-7V-)\/- \ - 4 

15 *y*y&.. 

(110) N— "OS****^* 3-75/-4-t + 7-5- 

(5 - (4-?nD7x-WM-Wf;i') r hy 2 -4 ;y) 

^y * 

(111) N-^>yJV*+v*)^-^- 3-7^-4-^^7-5 - 
20 (5- (4-7no7x-WH-JMf^) r h 9 '/-;!/- 1 

^y*y®, 

(112) N-^^y^t^rV*A"K-^-3-7 5 y-4-**7-5 - 
(5- (3- 5 y*/-A<-2 -4 7x^)M f-flO f h5V*-^ 

_ 2 -^;p) ^y?^ 
25 (113) N-^>y^t^y*^*-^- 3-7^y-4-**y-5- 

706 



WO 97/24339 



PCT/JP96/03801 



(5- (3- K I )V) 7x-;Mf^) fh7'/-^ 

- l -4)V) ^7*7&, 

(114) N-^>-»*+v'*^*-^- 3-7^7-4-** 7-5- 
(5- (4- (>f \r*/-)\<-2-4fi') yj--)V*1-)V) tY7V-)\> 

5 -2 — f ;w) ^7*7$, 

(115) N-^^****/*^*- 3-7S/-4-**7-5- 
(5- (4- (^^7-^-2-^^) 7i-;Mf^) r h 7 7*- ^ 

- I --f ;U) ^7*7®, 

(H6) N-^7-7;u^-^v*;w**-;u- 3 -7 5 J - 4 - 7- 5 - 
10 (5- (2- (-f 3^/-*- 2 -4*0 7x-JMW) xh77-;u 

(117) N-^^y>t^ry*^-^-3-7^-4-t + V-5-(5 

- (2- (^5^7-^-2-^^) 7i^;Mf^) f h7/-^-l 
-4;i/) ^>*7Bk 

15 (118) N-(^7v;^^#;U**-^-3-7^y-4-**7-5-(5 

- (2, 6-^OD7i^;MfJi') r YyV-)\>-2 ^7* 

(119) N-(^>^;l'ft)*;V*'-^-3 + 5 -(5 

- (2, 6-/^DD7xx;Mf^) r H57-;U- 1 ->f;U) 
20 7®. 

(120) N-(^7y;i/-7-*)7j;U;K-;i/-3 - 7^y-4-^^7-5-(5 

- (2, 6 -^DD7iiW) xh7y-^-2-^;V) ^7? 7 
®, 

(121) N - > 5> *) * 3-7?y-4-t + V-5-(5 
25 -(2, 6 ->7DD7x-m) T \- 77-*- 1 ^7? 7 
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ft 

(122) N- (2 - 7x-Jl'if-iV^'» 3-757-4-* 
dp y - 5 - (5- (2, 6->'?nD7x-;Mf^) rhyV-^-2 
->f;i/) ^>*>ft 
5 (123) N-(2-7x-^xf;vt+'» *W-^-3-7?/-4-t 
*7-5- (5- (2, 6-^nn7x-WfA') rh7V*-;i/-l 
--f/u) ^>*>®, 

(124) N- (2 -7x-^xf;i/f^) *;u**-;u-3 -7 $ 7-4 

y - 5 - (5- (2, 6-^nn7x-Wf*) fh5'/-^-2- 

10 4 to) "0*>ft 

(125) N— (2-7x-WW*) tiVtf-fr- 3-757-4 

y - 5 - (5- (2, 6- , ^nD7x^WfJl') r h 7 V-^ - 1 - 
>f;U) ^>^>ft 

(126) N — (2, 3 -7 5 7 - 
15 4-**V-5- (5-7xi;Mf^fh7 , /-^-l-'f^) 

>ft 

(127) N-(2. 6-^Dn^>y*;^^y) * 3 -7 3 7 - 
4 -**V-5 - (5- (2, 6-^oo7xi^f^) f" h v V- 

20 (128) N- (3-7x-^7*D^^y) 3 -7 3 7-4- 

^ v _ 5 _ (5_ (2, 6-^nn7x-)Mf^) x b 7 V-;U- 

2-4*) ^>*>ft 

(129) N — (3-7x-;^n^* + y) *Wz;v-3-7? 7-4- 
-**V-5- (5- (2, 6-^DU7xi*>f*) t h 7 V*-;U- 
25 1 -4*) ^>*>ft 
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(130) N — (4-7xiA'/f*tt'» 3 -T 5 J - 4 

+ 7-5- (5 - (2, 6-/^071^^) f h7V-^-2 
-4)V) s0 9>&, 

(131) N- (4 -7x-JP/f]^+v) */U#->U-3 -7 5 7-4 -* 
5 + 7-5 - (5 - (2, 6-^nn7x-^f^) r h7 % /-;v- 1 

-4*0 ^7*7$, 

(132) N- (2- (ft7x>-2-^) xfjp**i/) *;1/jK-;u-3 
-75 7-4-*+7-5- (5- (2, 6-^DD7i;WfJP) 

10 (133) N- (2- (f*7i>-2-^^) xfA/t+y) *;i/#-;P-3 
-757-4-^ + 7-5- (5- (2, 6-y^D7x;;Mf ;V) 
•f h 1 -4*') ^>*7&, 

(134) N- (2- (4-^*y7x-ji/) x-^;i/* + v) tj;1/^-;v-3 
-75 7-4 -* + 7-5 - (5- (2, 6-»DD7x-;M^) 

15 r h 2 -4)\>) s<>9 7&, 

(135) N- (2- (4-* Kv7i^) xf-;U:* + v) 3 
-757-4-t+7-5- (5- (2, 6 —Vi? DD7x-JMf ll') 

r h?v"-*- l ^>*7$, 

(136) N- (2- (4-7^n7x-;i/) x?-;i/;J- + v) #;i/**^;u-3 
20 -757-4 - + + 7-5 - (5- (2, 6 - V9 n D 7 x-;M f-;U) 

r h 77-^-2 -4*) ^>*7$, 

(137) N- (2- (4 -7WD7x-Ji/) xfA't+*>) *;i"-K-;u-3 
-75 7-4-^+7-5- (5- (2, 6-/^DD7x^;Mf 

T h7 7*-^- 1 — f -H^> ^7? 7$, 

25 (138) N— (2- (7xiJMf^-» x-?-;i,;j- + y) #;u**r:;i/-3 
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-7$y-4-**V-5 - (5- (2, 6-^DD7xi^f^) 

(139) N- (2- (7x-)Mf;i't + y) xW'Irv') *;l/**-;P-3 
-75 y-4-**7-5- (5- (2, 6-y^OD7x;JMfJP) 

5 r h?*/-*- 1 ^>*>K, 

(140) N— (2 — (4-y^W^7x-^) xf-;w**v) 
;u-3-7*/-4-**V-5- (5- (2, 6-y?DD7x-;W 
f-JiO fF7V-^-2-^) ^>*>&, 

(141) N- (2- (4-vVf^7?/7x-;i/) if^t^y) #/U**- 
10 A/- 3 -T 5/ -4-**V-5- (5- (2, 6-y^OD7x-JM 

(142) N-(^>y/l'f-*)*/mf-^-3-T5>'-4-**V-5-(5 

- (2, 3, 6-hV^DD7xi*f*) r YyV-)^- 2 -4 >U) ^ 

15 (143) N-(^>*^f-*)#^#-)U-3-T5>'-4-**V-5-(5 

- (2, 3, 6-MJ?nn7xi*f*) r h 7 1 - >f /u) ^ 

(144) N - > v )V ^ t ) 7) **K- * - 3 - T 5 / - 4 - * * V - 5 - ( 5 

- (2, 6-i ; ^D-4-^f^7x-A'ft) t YyV-)^- 2-4 

20 AO ^y*>8£, 

(145) N - / v t) * ;V*-^ - 3-75/-4-t^V-5-(5 

- (2, 6-^DD-4-^f*7x-*f*) f b 9 V*-;U- 1 - >f 
;u) /O^K, 

(146) N — (3-7x-JV7'nWt) A;i/)Ki^-3-7 5/ -4-t 
25 *y-5- (5- (2, 6-y^nn7x-^f JV) xhyV-^-2 
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-4*) *>y*y&, 

(147) N- (3-7x^yot>f-t) 1])Vi£-)V-Z-7 < J - 4-t 
^ V - 5 - (5- (2, 6-> ; ^nn7x-;Mf;P) f h7 , /-^-l 
-4*) ^>*VE£, 
5 (148) N-(^>^*?-*)#*#-*-3-75 /-4-*4fV-5-(5 

- (2, 6-^O0-4-^f/I'7^7x-m) y->VV*-;U 
-2-4*) ^V*V$, 

(149) N-(^S>*f-*)#**K-*-3 -T S V-4 -**V- 5 -(5 

- (2, 6 - ^ ^ n d - 4 - y > f ? ; 7 x - ;i^f f * 
10 - 1 — f JV) 'O* 

(150) N- (2 -7x-WfHt) 3 -7§ J - \ 
V-5- (5- (2, 3, 6-FV^DD7xiW) fh?V-^- 
2-4*) 

(151) N- (2-7x-Jl/Xf^f*) *^#-;V-3-75 V-4 

15 V-5- (5- (2. 3, 6-hV^oo7x=W) r h 7'/-^- 

l -4*) ^?v* 

(152) N- (2-7x-;nwt) **#-*-3 -75 V-4 
V-5- (5- (2, 6-'^DD-4->f^7x-W) fh7'/ 
-*- 2 -4*) ^v^vgs, 

20 (153) N- (2-7x-^xf;i/f*) *^^-3-7?/-4-*^ 
V-5- (5- (2, 6-^OD-4->f*7xiJI/f*) f h 9 V 
-*- 1 -4 A') 

(154) !*-(■*>$>**■*)**#-*- 3 -75 y -4 -**V- 5 -(5 

- (2, 6-^f*-4-^f *7^7x-^f*) r h V V- * 
25 -2-4*) ^>*V$* 
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(155) N- a**-*- 3 -75 7-4-**7-5-(5 

- (2, 6-^f^-4-^f^7^7x-;Vft) r h 7 V- >U 

- l ->f s<>9 7fi^ 

(156) N-(^>y^^*)*^'-K-^-3-T< 7-4-**7-5-(5 
5. - (2, 6 -y>f ^-4 - t -^f^7x- W) f h7 l /-^-2 

-^f;W) ^7*7$, 

(157) N-(^>y^ft)*M-^-3-T5 7-4-**7-5-(5 

- (2, 6 -v*7?^-4 - t -7*?7U7i-;i/f-*) x b 7 v*-;u- 1 
->f;u) ^7?7® N 

10 (158) N- (2- (tf'J v7-2 -4 )V) xf;l/t^-» * ;i/*'-;U- 3 - 
7?y-4-t*V-5- (5- (2, 6-^nD7iiiMf*) r 

(159) N— (2- (ti'V y7-2--f xm^-» *;i/^-;u-3- 

7^-4-t*V-5- (5- (2, 6-^OD7z^Mf^) T 

15 h77*-;u- i -A ;w) ^>?>$> 

(160) N — (2 -7x-^if^ft) *;i/^-;u-3 -T 5 7-4 

7 - 5 - (5- (2, 6-v7DD-4-y^f^7^7x-;i'fi) 

T h 7 7*— ^ — 2 — A AO ^7? 7$, 

(161) N— (2-7x-;kxf;l/fi) sM/jKiA/- 3-75^-4 

20 7-5- (5 - (2, 6-^ao-4-^W^7x-Wt) 
T 1 -*flO 

(162) N— (2- (4-7 ^y7x-^) xf-A't+y) 3 
-75 7-4-**7-5- (5- (2, 3, 6-MJ^DD7xX)Pf 
*) f- f?V-A<-2->f AO ^>*>K, 

25 (163) N— (2- (4-7 h^v7x-^) x?-;i/**v) 3 
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-7<y-4-t*V-5- (5- (2, 3, 6-F^nD7x-^f 
*) fl«7 , /-*-l-^) 

(164) N- (2- (4-^ Hf*7x-A0 xf^t+y) *;u**-;u-3 
-7?y-4-t + V-5- (5- (2, 6-^OD-4-^f;V7i 

5 x;w*-*) TV?*/-*- 2 -4 fr) 

(165) N — (2- (4-* H->7x-il/) x*A>**V) #;i/#x;i—3 
-T = y - 4 -t^v- 5 - (5- (2, 6 - Vff no - 4 -* f-A/7 x 
x^f-*) r h 1 --f ^>*>$, 

(166) N- (2- (4-^ F*v7x-*) xf-Jl/** y) #;W**x;l/-3 
10 -75 /-4-**7-5- (5- (2, 6-v>?on-4 -v^f-^7 

(167) N— (2- (4-* h**>7xx;u) x^;l/**y) #;u**x;i/-3 
-T5/-4-t*V-5- (5- (2, 6-v^OD-4-yV^7 
?;7x-m) r 1 ->f AO 

15 (168) N— (2- (4-* h*->7x-;l/) x^;l/tf*y) *;l/^-;l/-3 
-75 y-4 (5- (2, 6-y^f^-4-y7f^7 
?;7i-W) x h 2 -4 *) ^>*>$* 

(169) N — (2- (4-> h+->7xzjl/) x v) *;i/*'^;u-3 
-75 /-4 -**V-5- (5- (2, 6-5?^f-A'-4 -V***T 

20 5;7x^ft) r b 1 -4*) 

(170) N— (4- (4-* h*y7i-^) T^/ut^v) *A/#x/i/-3 
-7^-4-* + V-5 - (5- (2, 3, 6-H^DD7x^f 

(171) N— (4- (4-pf h+y7x-^) 7f-;W*^v) 7>;P**^;P-3 
25 -7^-4-^ + 7-5- (5- (2, 3, nD7x-^f 
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(172) N — (4 - (4 -> h+v7x-^) /fJ^^v) 7j;i/#-;i/-3 
-7S/-4-**7-5- (5- (2, 6-^no-4-y^f^7 

5;7i^f*) h 2 -4*0 

5 (173) N — (4- (4-> h+v7x-Jl/) -/f-^t + v) 77 3 
-r 5 /-4 -**V-5- (5- (2, 6-y^DD-4-y^f^7 

(174) N- (2- (4 -^W7/-A'-5-'ffl') xf-;i/** "» 
t*-jV-3-7^-4-t^7-5- (5- (2, 6-y^DD7i- 

10 JV-? 1 *) r b 7 , /~^- 2 

(175) N- (2- (4-^^77-^-5-^^) x^;U**y) *^ 
^;i/-3-7^7-4-i^7- 5 - (5- (2, 6-v^nn7x- 

r b 5 7-^- 1 -4 ^) soty&s 

(176) N- (2-7x-^xWt) *JHJf-A^-3 -T5 J -4 

15 V-5- (5- (2, 6-'7?nn7x-W) r b 5 V-*- 2 - 4 

(177) N — (2 -7x;KfiVft) *;i/?Kx;W-3 -75 ^ -4 

V - 5 - (5- (2, 6-/?nD7i-m) fh7 > /-^-l-'f 
>U) ^>*>®, 

20 (178) N- (2-7xi/l'JWt) 3 -757-4-t + 

y_ 5 _ ( 5 _ ( 4 _ (vfn 'J $>V - 1 JMf-AO 7x-;Vft) f 

h7 7-;v-2-^^) 

(179) N— (2-7x-fl/xWt) *jM?i/u-3 -7 3 /-4-** 
y- 5 - (5- (4- (en'Jy>-l-^Mf;v) 7x-Jl/ft) f 
25 h7 7-^- 1 -4*) *>*>lk 
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(180) N- (2- (4 -^f-fl'fT/-*- 5 -4*0 if 
-;l.-3-7?;-4-t^V-5 - (5- (2, 6 - v ? n n 7 x i ;U 
f*) fh7'/-^-2->f^) ^>*y®, 

(181) N- (2- (4-^f*f7 4 /-*-5-^) if A'f*) 

5 -;l/-3-7<y-4-i+V-5- (5- (2, 6-y?DD7x-^ 
f*) f h77-^-l-'f;l/) ^>*y&* 

(182) N- (7*f;l/ft) *A^#-^-3-T §y-4-**V-5- (5 

- (2, 6 -y?nD7i-H *) f h7 , /-^-2-'f^) ^>*> 

10 (183) N— (7f *f *) *JWf-;i/-3-7^-4-*^V-5- (5 

- (2, 6-v^D07x-^ft) f h 1 — f ^) 

(184) N- (2- (4-p< ^'>7i-^) ifil'ft) 3 - 
75 J -4 -**V-5- (5- (2, 6-^on7x^;Vft) f h 

15 7^-2-^) ^>*y$, 

(185) N- (2- (4-> K->7x^^) xf;l/f *) #A'**-;U-3- 
7<y-4-i^V-5- (5- (2, 6-^on7x-Jl/ft) f h 

(186) N- (3 - (fc?'J5 *Jy- 2 ->f ;w) 7n^m-» 

20 3 -75 y-4 -**y-5- (5 - (2, 6-^DD7x-W) 
f h?*/-/i'-2-'f/u) 

(187) n- (3- (tf; 5 yy- 2 -4*) 7on>t^-» 

3-75y-4-t^r7-5- (5- (2, 6-;^nD7x^W) 

25 (188) N- (2- (4-7-fef *7*y 7x-)U) if^ft) i])V#=.)V 
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-3-75 y-4-**7-5- (5- (2, 6-y^D7x-;Pft) 

(189) N- (2- (4-7-tf^7^7x-;l/) if^ft) 
-3-75^-4-** 7 -5- (5- (2, 6-^nn7x-;Pf*) 

5 7- h?'/-*- 1 -4 fr) s<>9>Wi> 

(190) N-rf-)U**->**'#-A'-3-T5y-4-**V-5-(5- 
(2, 6->^DD7x-m) r h 7 , /-«'-2-'fA') ^7* 

(191) N-"rf-;U^4rV*^#-^-3 -7 5 </-4-**V- 5 - (5- 
(2, 6-y^oD7x^Ht) r YyV-)V- l ^7* 7$, 

10 (192) N-(7 , nt>ft)*^-^-3-75/-4-t^7-5-(5 

- (2, 6-y^oD7i-m) r h9V-^-2 A') ^> 9 > 

(193) N-(ynem)*^-^-3-7^-4-t + 7-5 - (5 

- (2. 6->'^n7x-H*) r h?'/-*- 1 -4*) 9 7 
15 ft. 

(194) N- (>fV7*n^f*) *;i/jK->P-3-7^-4-t^7-5 

- (5- (2, 6-y^DD7x-W) fh77-il'-2-^l') ^ 
7* 7&, 

(195) N- (^7 7*0^*) 3 -7 5 4 5 
20 - (5- (2, 6->'7DD7i-m) "f h7 7*-^- 1 ^) ^ 

7 * >^ 

(196) N- (2-> Kvxf;vt + y) fcJHf-JW- 3 -73 / - 4 -* 
+7-5- (5- (2. 6-y?nn7i^m) f h9V-^-2- 
>f ;i/) 7$, 

25 (197) N— (2-* h + S'Xf^***/) * /M?-*- 3 -7 5 y-4-* 
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* V - 5 - (5- (2, 6-^DD7iiW) x h7 7-^- 1 - 

(198) N- (2 -5/^DA**/*xf****y) *;^;i/-3-7?y- 
4-*^rV-5- (5- (2, 6-'^DD7x-W) f h 7 V — 

5 -2-4*) 

(199) N- (2-v?D/\*i/;i/X^;l/**;/) 3 -T S J - 
4-** 7 -5- (5- (2, 6-^DD7x-W) f h7 s /-;U 
-1-4*) «>9VVl s 

(200) N-v?OA^y;MfJl't^v* ^-3-7^-4-i 
10 *V-5-(5-(2, 6->'7DD7i^ft) x h7V'-ib- 2 - 

4*) ^>^>m> 

(201) N-v? o^*<>;u>x***v 3 -T 5 /* - 4 - * 

* V - 5 - (5- (2, 6-^DD7x-W) fh7'/-^-l- 
4*) ^>?>&, 

15 (202) N- (2-7x-*xf-fl/**'» *;l/^-;l/-3-7^-4- + 

* V - 5 - (5- (2, 6-y^D7x;W) f- h 2- 
4*) 

(203) N- (2-7x^)l'Xf;l/t ; )ry) * 3 -7 5 J - 4 - 1 

* 7 - 5 - (5- (2, 6->'^OD7x-;i/ft) x h 7 7-*- \ - 
20 4*) 'O^K, 

(204) N - 7x*** v # 3 -7^-4-t^V-5 -(5- 
(2, 6-v;nD-4-7tf)HU7x-W) fh77-^- 

2-4*) 

(205) N-7*f^t^y*;^Jl/-3-7<y-4-t^y-5-(5- 
25 (2, 6-'>^DD-4-7W75y7x-;i/ft) f h5V*-;V- 
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(206) N- (2- (4-v7/7x-;v) x-^;V^^i/) # 3 - 

7<y-4-t + V-5 - (5- (2. 6 -y^ou7z-JVf-t) r h 

5 (207) N- (2- (4-'>T/7x-;W) if^t^y) * /UjK- 3 - 
7?y-4-t + V-5- (5- (2, 6-y?OD7x-m) 
9 i ;v) 

(208) N- (2- (4-v7/7i-^) jl?-A/**v) * jutf-fr- 3 - 
75/-4-t^V-5- (5- (2, 6-^DD-4-^f^7i- 

10 A^*) r YyV-)\>-2 --f /lO ^>*>$, 

(209) N- (2- (4 -v7y 7x-;W i^;u**^) 3- 
757-4-** 7 - 5- (5- (2, 6-y^oD-4-^f^7x- 
;uf-*) 7- h 7 V-;i^- l — f Ji') ^y?>$, 

(210) N— (2-* h^v-x-^-f *) 3-7?y-4-t + 
15 7-5- (5- (2, 6-y^D7x;;i/ft) r h 7 v*-^- 2 - 4 

;u) ^y*>fi£, 

(211) N- (2 -> h^ryif^f*) 1] 3-7<y-4-** 
y - 5 - (5- (2, 7x;^f- *) r h 1 - 4 

20 (212) N- (2- (4-tKn + y7x-^) jc^;l/**v) ^^U^*^^- 
3-7<y-4-**V-5- (5- (2, 6-^DD7x;m) 

(213) N- (2- (4-kfn*y7x-;i') 

3-7^-4-^^7-5- (5- (2. 6-y^n7x^W) 
25 r h 1 -4*) "Of^fe 
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(214) N- (2- (4-tl ? D + y7x-Jl/) ifJVf*) # 3 
-7*7-4-** V -5- (5- (2, 6-^D07i^fi-) -f 

(215) N- (2- (4-tFn^i/7i-;V) x-^;i/^*) ij Z 
5 -757-4-** 7 -5- (5- (2, 6-^on7x^ft) r 

(216) N— (f77-^-4 ->f Jl/j&Zl'jK-A') - 3-757-4 -t*7 
-5- (5- (2, 6-^007 1^^) fh7/-^-2->f 
;u) 

10 (217) N-7i-W>fM^-^-3-75y-4 -t^V- 5 
- (5- (2, 6-y^DD7x-JMfJl/) f YyV-)V-2 -4 fr) 
^> * >B&, 

(218) N- (^-HKo^^V-l, 4-v?7-t?tf>-2, 5-^*7-3 
/H&jMfjiAO - 3 -7 5 7 - 4 -**v- 5 - (5- (2, 6-v 

15 ^Dn7x-i^f^) -f h 7/-^-2->f^) ^>?>M, 

(219) N- t - rh**>**"K-A'-3 -TS 7- 4 -**7-5 - (5 - 
(2, 6-^7nD7x;Wf^) r h yV-)l-2 -4 )V) s<> ? > 

®> 

(220) N- t -7h+y*^-^-3-7^-4 -**7-5-(5- 
20 (2, 6-y?DD7xz;Mf^) f ^'/-^-l-^H 

(221) N-7x-WW-;P-3-7$y-4-t + 7-5 - (5- (2, 
6-y^DD7x-;Mf^) T Y 7^-^-2- 4 )V) ^>^>i? > 

• (222) N- (2-7x-;i/xf;i<*;^'-;i/) -3-757-4-** 7- 
25 5 - (5 - (2, 6-^oo7x^Mf;i/) t Yy*/-)\>-2-4 to) 
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(223) N-7x-;i/^-*'>^f-;w*;i/jK-^-3 -757- 4 -#*y - 
5- (5- (2, 6-^Dn7x^Mf*) r h ?7*-;u- 2 - 4 )V) 

5 (224) N— (2- (^*-9-fc Kn-2-**V-T4?lf>- 1 --f 7*o 
bf*-;v) -3-757-4-** 7 -5- (5- (2, 6-v*no7 

(225) N- (2S- (f KD-5-**V-l, i-^OVt^-K 
\£>-A-4)\>) ?u\Z*-)V) - 3-75;-4-^*V-5- (5- 

10 (2, $-V9UU73.z.fr*f-fr) J ?\> l ? s /-fr-\-4fr)<*>9V 

(226) N- (2 S- (2, 3-4 > Kn-3, 4-rF7t Kn-2-** 
V7-tftf>- 1 -4 )V) ?u)dt-)V) -3-7^-4-^^7-5- 

(5- (2, 6-^0071^^^) f^y-^-l-^^) ^ 
15 7*7®, 

(227) N- (2-^f-;W^^v ? ^*4r'>) 3 -7^7-4-t 
* y - 5 - (5- (2, 6 07x;jMfA-) r h 7'/-^- 2 

(228) N- (n* , ;^>-4-'f ;M-f ;w**v) 3 -75 y- 

20 4-** 7 -5- (5- (2, 6-v J ^D0 7i-;i'^^;U) xh^V*- 
;i/-2->f;v) ^>*7®, 

(229) N- (r h^H KD77 7- 3 -4 is) 3-75 
/-4-**7-5- (5- (2, 6-y^OD7x-;Mf^) f 1^7 

25 (230) N- *JM*— A'-S -75 7-4-* 
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+ V-5- (5- (2, 6-y?DD7x^Wf^) 7f7 , /-iV-2 

(231) N- (2 -7*o 3 -T 5 J - 4 - * * 7 - 

5- (5- (2, 6 -99 0071-]^^) f b y*/-)\>- 2 — f*) 

5 

(232) N- (•f7*l/>-2 frtf-frtZ-i') tfrtf-JV-Z -T \ S 

- 4 -**V- 5 - (5- (2, B-y^n?!^^) r h y 7* 

(233) N— (*7* U>- 1 -4** *;i/*'-;i/-3-7?y 
10 -4-**7-5- (5- (2, 6-^no7x-Wf^) f^ 1 / 

-ju- 2 — ^7*7®, 

(234) N— (4-t-W7x-;i') *;u*~;u-3 -7 5 7-4 

V - 5 - (5- (2, 6-y^DD7x^Mf;i') rh7V*-;l'-l- 
>f/u) ^7*7$, 

15 (235) N-7x-;Mf;VXM-;i/-3-7<y-4-t + V-5-(5 

- (2, 6 -y?DD7x-;Mf ;w) r h 7 7-;u- 2 -4 AO ^7? 

(236) N-7*-A'*ji>*-jI'-3-7 3 /-4-**7-5-(5-(2, 

6- y?DD7x-WfJl/) f h 9 V~~ )V — 2 — 4 )\/) s<>9>&. 
20 (237) N- (2 - (t7^1/>- 1 -'OH xf-flO 3 -7 5 

7- 4-**7-5- (5- (2, 6-v?nn7x;;MfJl/) rb? 
7*-;V-2->f;P) ^>7 7$, 

(238) N— (-J-7* U7-2 -4 AO 

-5- (5- (2, 6-^DD7x-Wf^) TYyV-)V-2-4 
25 AO ^7*7®, 
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(239) N- (t7^P>-l -4 AO 3 -7 3 7-4 -**7 
-5- (5- (2, 6-v?OD7i;iMf-JV) r Y 9 2 -4 

(240) N- (2 -7x-A/Xf -AO W-^-3-75;-4-t + V 
5 -5- (5- (2, 6-y?OD7x^WfM f- h 9 2 - 4 

AO 

(241) N— (4-ynt7x-^) X;U*-;i/-3 -75 7-4-**7- 
5- (5- (2, 6-^nD7x^Mf^) f h 7/-*- 2 ->TflO 

10 (242) N-yWW-^-3-7^-4-t + V-5- (5- (2, 

(243) N- (*7 U 7-8-4 AO X;^-^-3-7^y-4 -t^fV- 
5- (5- (2, 6-^^DD7x-;l/^-^;i/) r h7'/-^-2 ->f AO 
^7*7&, 

15 (244) N- ( 5 -v<* A/7 5 7^7*1/ 7- 1-4 AO 7>;V^-^-3 - 
7^-4-^^7-5- (5- (2, 6-v?oo7x-A/^-f A-) r 
h 7 V— A/ — 2 — 4 AO ^>*7®, 

(245) N— (4 hD7x^Jl/) *A>*.=Jl/- 3-757-4 -**7- 

5- (5- (2, 6-/^07x^)1^^ T h 9 V— A" — 2 — 4 AO 
20 ^7*7®, 

(246) N-7x-A/XA/*-A'-3-7$7-4-**7-5- (5- (2, 

6- y^DD7x-JMf^) r h 57*-^- 1 -4 AO ^>?7®L 

(247) N— (2-7Hn7x-;i/) X^^-A>-3-7< 7-4 -t^V 
- 5 - (5- (2, 6-v?oo7x-A';rf-^A0 x h y 7- A>- 2 - 4 

25 A/) ^7*7$, 
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(248) N- (4-7;i'tD7i-;i') x;v*i^-3-75y-4-t+v 

-5- (5- (2, 6-y^DD7x-JMf)l') f h5 , /-^-2-'f 

(249) N-(3-7Ho7i-^) ^;i/*-;i/-3-T^-4-**V 
5 -5- (5- (2, 6-y^DD7x-JMf)l') 7h7V*-^-2->f 

(250) N- (2-7ot7x-^) *JU*^;i/-3 -T? S-4 + 
5- (5- (2, 6->^nD7x-jV^f^) ff7V-^-2-^^) 

10 (251) N- (4-* h*->7x— AO *;i/*-;t/-3 -75 y-4 -**y 
-5- (5- (2, 6-^D07i^Mf)P) fh7V-^-2-'f 
*0 ^y*y$, 

(252) N— (4 - h If 7HD^f*7x-^) X)U*-)U-3 -75 >> - 
4-** 7 -5- (5 - (2, 6-y^on7xz)Mf/l/) r b 77*- 

15 ;p-2->f;w) 

(253) N- (ft7x>-2->f;l') ^jl/*-;i/-3-T^-4-t^V 
-5- (5- (2, 6-^007x^^1 ff7 , /-^-2-'f 
AO ^>*y®, 

(254) N- (3-7x^7"Dk» Zfr*-)l<-3-7Z S- 4-**V 
20 -5- (5- (2, 6-y7oo7x-;Mf^) r h 7'/-^- 2 --f 

AO s<>9>^ 

(255) N- (2-7;VtD7xr^) AP*=.)l-Z-7 X S - A 
-5- (5- (2, 6-^Dn7i;;Mf*) t Y \ - 4 
AO *<>9>m % 

25 (256) N- (4-?DD7x^l/) *;U*-A/- 3 - y \ J - 4 - * * y - 
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5- (5- (2, 6-^DD7i-Wf*) t YyV-)V-2 -4 
^7?7K, 

(257) N- (3 - ?DD7x-;i') 3 -7 5 7 - 4 -tf*7- 
5- (5- (2, 6-^do7i-;M^) f h 7 V* — )\/— 2 — i fr) 

5 <*<7*7$L 

(258) N- (2-^nn7x-^) 7JU*-^-3-757-4-*3r7- 
5- (5- (2, 6-^D07i^f^) r h 2 

^7*7®, 

(259) N- (2 -7i-W + v7x^) X;l/*-;i/-3 -75 7-4- 
10 **7-5- (5- (2, 6-v^nD7x-;MfJl') f-h^V*-^- 

2-^) ^7*7®, 

(260) N- (2 -7x-;u7x-;i') t^u*-^- 3 -75 7-4 -*^7 
-5- (5- (2, 6-^^OD7x-;Mf;i') r h 7 V*-;u- 2 - 
;i/) ^7?7&, 

15 (261) N- (3-7x^1/7*0 tf;W) 3-75 7-4 -**7 

-5- (5- (2, 6->^on7x-)MfJi') x h 7 7*-;!/- 1 - 4 
;u) ^7*7$, 

(262) N- (2-7- ^y7x^^) 7,)V*-)\'-Z -75 7-4 -**7 
-5- (5- (2 f 6-y?DD7x-WfJi') r h 7 7*-;u-2 -A 

20 ;W) ^7?7® % 

(263) N— (2, 6-y7WD7x-^) 3 -7 5 7-4 - 
**7-5- (5- (2, 6-y^DD7x-WfM rh77*-;W- 

(264) N- (4 -77 7 7x-il/) XJI/*-^- 3 -7 5 7 - 4 7 - 
25 5- (5 - (2, 6-y^OD7x-;Mf^) f^7-)l/-2-'f;V) 

724 



WO 97/24339 



PCT/JP96/03801 



(265) N— x;^-;l/-3-7 5 7-4 -**V- 

5- (5- (2. 6-^no7i;Wf)P) f h5/-*-2 -4*0 

5 (266) N- (4-^Wx-;i/) 7;^-;i/-3-7? 7-4 - * * V - 
5- (5- (2, 6-^?DD7iiiMf^) ff5 , /-^-2-'f^) 
^7* 7gfc, 

(267) N- (4-7x^7x-;i/) a**-*'- 3 -7 5 7 - 4 -**V 
-5- (5- (2, 6-^007i-;Mf^) r h 9 V- -JU - 2 - <f 

10 ^7*7$, 

(268) N- {S-V7 i f-frT*;i-7 9l'>-l 3- 
7 = y - 4 -^-^v- 5 _ ( 5 _ (2, 6-^0071-^^) t 
Y7*f-)V-2-4 )V) ^7*7$, 

(269) N- (3-7x-;P7x-^) x«'*-;i'-3-75;-4-t*V 
15 -5- (5- (2, 6-y^DD7x-Wf;l/) t h7 , /-;i/-2->f 

*0 ^7?7& % 

(270) N- (4-7W75;7x-;l/) *;U*^;7- 3 -T < 7 - 4 - 
**7-5- (5- (2, 6-/^D7x-Wf)l/) f F7'/-^- 
2 — f ^) ^7? 7$, 

20 (271) N- (4 - t -7 , f;V7x-)l') 3-757-4 

V- 5 - (5- (2, 6-^nn7x-WfA') fh7 , /-^-2- 
-f;w) ^7*7$, 

(272) N- (S- s J*f-frT\ 7-J-7* U7- 1 -4*0 3 - 

757-4-** 7 -5- (5- (2, 6-y?nn7x;;Mf^) r 
25 h 7 V-;u- 1 -f;iO ^7* 7® % 
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(273) N- (5- (If V fr) 2 -4 fr) Zfr*- 
3-75^-4-** 7 -5- (5- (2. 6-v ; ^on7x-;M 

(274) N- (1- (3 -?dd-5 - b V 7;l'^a>f-;Hf 'J v>-2 -4* 
5 )V)\£u-)V-2-4)\< )yUl/*-;U-3-7*y-4-**V-5-(5 

- (2, 6-y^oD7x;Wf;i/) f h7 , /-A'-2-'f;v) 

(275) N- (4-7x^^t+v7x-;v) 3 -7 ^ / - 4 - 
**V-5- (5- (2, 6-^nn7x-WfJl/) fh77-^- 

10 2-4*) 'O^VflU 

(276) N- (4 -7x^^ft7xr.)l/) * ;i/ * r. ;l/ - 3 -75 /-4 -* 

^ V - 5 - (5- (2, 6-y^D7i-;MfJV) r h 2 
-4*) ^7*:/$, 

(277) N-** 9=-)V*fr*-fr-Z -7^-4-^^7-5 - (5 - 
15 (2, 6-^on7i-Wf*) r b? % /-/u-2 -4 AO > 

(278) N— (4 -7x^7x-*) Afr*-)V- 3 -7 < / - 4 -t + 7 
-5- (5- (2, 6-^DD7i-Wf^) rh77-;w-2-^ 
;u) s<>?>&, 

20 (279) N— (4 -7x-^*;^-;Mf^7x-^) Z)Vft~)l-3 -7 
= y_4_^-^V-5- (5- (2, 6-^nD7iiWfA') r b 
7V*-;U-2-'f^) *>9>U, 

(280) N- (2-7-tW5/-4~^W7V-;V-5-'f;V) 
*z;i/-3-75;-4-t^V-5- (5- (2, 6-v^n7x- 
25 JMf-AO rh7/-^-2-^i') ^7*7$, 

726 



WO 97/24339 



PCT/JP96/03801 



(281) N— (2, 2, 2 - h } ) 7WDif 3 -7 \ J - 4 
-t*V-5- (5- (2, 6-y^DD7x-;Mf^) fh7 > /-^ 

— 2 — r ^) s<>9>&, 

(282) N— (2 - h V 7HD>f^7ii*) 3-757- 
5 4-**7-5- (5- (2, 6-y^no7x-;Mf^) fh5'/- 

;w-2->f^) ^7*7gU 

(283) N— (^777 7-9*7-4-4 *0 ^^*-JV-3-75y-4-t 
* V - 5 - (5- (2, 6-/70071-^^) f h7 , /-^-2 
->f;i/) ^7?7®, 

10 (284) N- (3, 5-v^f^M 7**-fr7*-A'-4 -4 AO 

3-7^-4-t + 7-5- (5- (2, 6->'7nD7i-;Mff) 

(285) N — (2-^>y)i't+->*^*-^7?;if^) 3 
-7^-4-t+V-5- (5- (2, 6-^nD7x-Wf^) 

15 7h77'-^-2-^^) 

(286) N-(1, h7tKnf^7x>-3-^V)X^ 
3-75^-4-^^7-5 - (5- (2, 6 - n o 7 x- 

*f-*0 X 1-7 7-^-2-4 AO ^7*7$, 

(287) N- (5-7xi*#*#iA'75y^fA'f*7x>-2-'f/l') 
20 3-757-4-** 7 -5- (5- (2, 6-v^OD7 

x-;Mf;v) r h 5 */-Jl/-2 -4 AO 

(288) N- (2, 1, 3-^>yf7y'7y-^-4-^) 
3-7^-4-t + 7-5- (5- (2, 6-7^DD7x^Mf^) 
r h ?V-A>-2 — f JU) ^7? 7$, 

25 (289) N- (4 - 7-tf-)U7 5 7 7x-;U) 3-757-4- 
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**V-5- (5- (2, 6-^^O07xiWf;V) f h7/-^- 

i ao ^>9>m, 

(290) N- (4-7i-lVft7x^JP) 3 -7 S y- 4 
4rV-5- (5- (2, 6-^DD7i-)Mf^) Th7'/-;W-1 

5 ->fA0 ^>*y$> 

(291) N- (2 h D7i-^) XA^^A—3 -75 ^-4 -**V- 
5- (5- (2, 6-^DD7i-)Mf^) r h7V*-^ - 2 ->TA0 
^y*y&, 

(292) N- (*^77— 1 0-4 JU) 7.;i/*-^-3 -7< y-4 -^-^ 
10 v - 5 - (5- (2, 7x-;P>f-;u) f-hy'/-^-2- 

>f AO * y& s 

(293) N- (6-*nn>f 5 *V [2, 1 -B] f-7 V-*- 5 -4 AO X 
n/*-;V-3-75y-4-t4rV-5- (5- (2, 6->^DD7x 
zjMfJV) T h 7 )V — 2 —4 AO 

15 (294) N— (5- 5 v>-4->f AO ft7x^-2 

-4 AO *A/*-)U-3 -75 y- 4 -**7- 5- (5- (2, 6-^7 
^Dn7x;)Mf^) t Y y 2 A') ^y?yg£, 

(295) N- (4 -7*f^7x-;i/) 3 - 7 5 y - 4 - **y- 
5- (5- (2, 6-y^DD7x-Wf)l') r h9 % /-*-2 -4 AO 

20 ^y*>$, 

(296) N- (4-7fJl'7x-^) 

5 - (5- (2, 6-y?DD7x-;Mf;i/) x h?*/-*- 1 -4 AO 

(297) N- (5- (4 7**^/-^- 3 -4 AO f"* 7* 7 - 2 -4 A') 
25 7Jl/*-;b-3 -7 5 y-4 -**7- 5- (5- (2, 6->'^D7 
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x-;u^ t 7-a>-2 -4 AO -^7? 7®, 
(298) N- (5- (4-^007x^*^^75^^^) f*7i 
7 - 2 - >f AO *;U*-;U-3-75/-4-**7-5- (5- (2, 
6-y)nn7x-Wf*) f h 7'/"^ - 2 —4 AO ^7*7g£, 
5 (299) N- (4- (tfn >j>?7- 1--OW) 7x-A0 *A/*-A/-3-7 
^-4-t^rV-5- (5- (2, 6-V^nD7i-^^f ^) rh 

(300) N- (4 - 7-4-4 AO 7xi^)^W^-3-7 
?y-4-t^7-5 - (5- (2, 6-^oo7x-JMfil/) tF 

10 77-Jl/- 1 -4A0 ^7*7®, 

(301) N- (4 -7x-W^7^x)l/7xX^) 3 -7 5 7 
-4-**7-5- (5- (2, 6-y^DD7x-^f;P) r h 7 V 

2 ^7*7$, 

(302) N— (4 -7x-;i/^;i'*-^7x-;i') - ;u- 3 -7 5 J - 
15 4-**7-5- (5- (2, 6-v ? 7on7x-;Mf;k) fh7 % /- 

A^— 2 — f A') ^7*7$ N 

(303) N- (4-7 5/ 7x-A0 ^^-^-3-7^-4-^ + 7- 
5- (5- (2, 6-^on7x-;Mf^) f h ^T'-A'- 2 ->f AO 
^7*7$, 

20 (304) N- (N, N-v^>v;U75/) *;i/^;K3-7^-4-t 
+ 7-5- (5- (2, 6-v^D7ix;w^) f F7 7— ;u - 1 
-4 AO ^7*7$, 

(305) N— (N-^>'»-N-^W;;) 3 -7 5 7- 

4-**7-5- (5- (2, 6-y^D7x-;Mf^) rh77- 
25 A- 1 -4;l/) ^7*7®, 
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(306) N-^77*;i'**v;fr;i'>K-;i/-3-75 /-4-**7-5-(5 

- (4-7^7a-Wt) t \vV-)\>-2 

(307) H-'0*SJU**i/1iJU#-JU-3 -7 5 y-4 -**7-5 -(5 

- (4-7^7x^;i/fi) r h7V-^- 1 -4 *) ^7*7$, 

5 (308) N- (2-7?;xf^) 3 -T 5 / - 4 -**7- 5 

- (5- (2, 6-'7^0D7xiJMf;P) f h 7 v*-*- 2 -- f 

^7*7®, 

(309) N- x;U*-;U-3 -75 y-4 -**7- 
5- (5- (2, 6-y^OD7i-;MfM r h 7 v*-*- 2 -4 )l<) 

10 ^7?7$ % 

(310) N- (2- (2 yifJl't^ v) if;^^rv) 
^-3-75y-4-i + V-5- (5- (2, 6-y^D07x-^f 
*) r byV-^-2-4 )i) ^>*7$, 

(311) N- (2- (2-> h*7x-f ;W**v) xfjl/t^r-/) 

15 -3-75 V-4-**7-5- (5- (2, 6-^nn7x-m) 
t YyV-)V- l ->f;u) 

(312) N- (2 -7x-)Hf)Vft) *;UjK-;U-3-7 5 y-4-** 
V - 5 - (5- (2-^no7x-;W) r h 7 */-A>- 2 -4 ;u) ^ 
7*78, 

20 (313) N- (2-7x-;l/Xf;Vft) * /M?rjU- 3 -7 5 /- 4 

v-5- (5- (2-^oo7x-;i'ft) f- h77*-;w- 1 -4 ^ 

7*7g? x 

(314) N— (2 -T-tf-A/7 ;;xWi) * )Vt£=-)\s- 3-7^-4 
-*4f7-5- (5- (2, 6-^DD7x-W) r h 7 7*-;l/- 
25 2 -4 )V) ^7*7$, 
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(315) N- (2-7*^73 /ifHt) JDVtf-fr- 3 -75 y - 4 
-**7-5- (5- (2, 6-y^oD7x^;Pft) fh7 V- )V - 
1 -4 ;u) >$> 

(316) N- (2-7W75;xW*">) *;^;i/-3-7 5y- 
5 4-**V-5- (5- (2, 6-^nD7x^ft) TYyV- )V 

-2-4 )V) "C>*>BE, 

(317) N- (2 -7-fef-^7 5 /xf^tf + v) 3-7<y- 

4- **V-5- (5- (2, 6-^dd7i-W) r 
- l ->f ;i/) 

10 (318) N- (2- (2-p 1 KyxW^y) :t^;i,^*) ft* 4?- At - 
3-75y-4-t + V-5- (5- (2, 6-y^OD7x-^ft) 

(319) N- (2- (2-;* h *->xf-;V^#V) iffl'f*) #;i/**x;i,- 
3-7^-4-t + V-5- (5- (2, 6-^DD7x-m) 

15 7h7y-^-i-^i') ^>r/S, 

(320) N- (2-7x^WWt) **#-A'-3-75 V - 4 
V-5 - (5- (7x;Wt) r h 2 -4*) 

(321) N- (2-7x-;l'Xf;l/ft) *^jK->U-3-7 5 ^ - 4 
V-5- (5- (7x-Jl/ft) f h 5 V— — 1 — A fr) s<>9>m, 

20 (322) N- (2-7xW?;xfjl/) ^^*-JP-3-7 5;-4-t 
4rV-5- (5- (2, 6->^OD7xxjMf^) rh7 , /-^-2 

(323) N— (3 -^f^7x-^) X)V*.=.)V-Z -75 / - 4 -*4f7- 

5- (5- (2, 6-^DD7x-^f^) r h 2 -4 *) 

25 
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(324) N— (4->fV/D^7i-^) X;l/#-;U-3 -75 - 4 -* 
* V - 5 - (5 - (2, 6-^DU7x-;Mf^) f f7/-^-2 

(325) N- (4-^V7'Dfef^7x-;W) X;^-;l/-3-75y-4-t 
5 *V-5- (5- (2, 6-^nD7i-Wf*) x h 7 V-;U- 1 

(326) N- (2-ViW5yif^) x;U*-;l"-3 -7^-4-^ 
^ V - 5 - (5- (2, 6-^^DD7x-Wf)V) fh7 , /-^-l 

10 (327) N- (4 -yf-;i/*^->7x-;u) *;i/*-;u-3 -75 y -4 

dp y - 5 - (5- (2, 6-^Dn7x-^ffl/) f Yf/-)V-2 

(328) N— (4 -7W*'>7x-fl/) 3-75Z-4-* 
3f V - 5 - (5- (2, 6-^an7x-Wf;l/) xh^V-^-l 
15 -4;i0 *>*>B V 

1 5 . 

20 (1) 3- (N- (2- Kn-2-**V-3 S- (7x^W 

7K-;W75y) 74ftT>-l--f^) ) 7*net-^) 75^-4-** 
V - 5 - (5- (2, 6-^nD7xi^f*) fh7 , /-^-l - 
4;w) 

(2) 3- (N— (2- Kn-2-**V-3 S- (7x^J^^ 

25 **^;vy = y) 7#e>- 1 -'fflO ) 7*otf^-;u) 75;-4-t + 
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V- 5 - (5- (2, 6-y?DD7x-;Mf^) r h 7 V-^- 2 - 

(3) 3- (N— (2- (^^fc Ko-2-**V-3 S - (7i-;W^ 
^--^T^) 7-tft?>-i -4*) ) ^net-;v) 7<y-4-** 

5 V - 5 - (5-7i-;MWl>7 > /-fl'-l-'f^) 

(4) 3- (N- (2- Ka-2-**7-3 S- (f-T*/->U- 
4 -4 )V1j)Vi$-)\>T\ J) T*£\£ >- 1 ) -7u\£*~)V) T\ 
7-4 -**V-5- (5- (2, 6-y^nD7x^Mf^) fl>7 
V-JU- l 

10 (5) 3- (N- (2- Kn-2-**7-3 S- (f7'/-;V- 

4 -^;w3t;;i/^;W7$ y) 7-tffc* >- 1 -4 ) 7Det-;H 7 5 
y-4-**7-5- (5-7x-JMf )Vf hy s /-J^- 1 -4 ^ 
>*7$, 

(6) 3- (N- (2- Kn-2-**V-3 S- (tfVi;>-3 
15 -<< )Vij)V#-)VT\ ;) 7W£y-\ ) yok?*-^) ri; 

-4-^^7-5- (5-7x-;MWh7 , /-Jl'-l-^l') ^7 

(7) 3- (N— (2- Ko~2-t^y~3 S- (*^J 7-2 
-4 )VU)V#-)V7< J) 7-tffcfy- l — f >w) ) 7net-^) 7<y 

20 -4-**V-5- (5-7i-^^W h 1 --f AO ^> 

*yn> 

(8) 3- (N- (2- Kn-2-**V-3 S- (tfU v>-2 
->f;v*W-;v75;) 7-tffcf7 - 1 -4 AO ) 7*nk?*-A0 7$/ 
-4-**7-5- (5 -7x^;Mf^f h 7*/-)V- l -4 AO ^y 

25 * 
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(9) 3- (N- (2- Kn-2-**V-3 S- >- 

y-4-**v-5- (5 -7i^;Mf;vf t>7 , /-^-i-'f ^) ^ 

5 (10) 3- (N- (2- (A^tfcKn-2-t^V-3S- (t:'Jv>- 
7-4-** V -5- (5-7x-JMf)l'f h?*/-;i>- 1 -4^) * 

(11) 3- (N- (2- (^-tf-fc h*n-2-**V-3 S- (4-> 

10 ->7i-;v*;i/**-;i'75 7-tf l ->r ;W ) T'otf*-^) 7 
$y-4-**v-5- (5 - 7x-;i/ptf-;ur Y 5'/-*- 1 ->f >u) 

(12) 3 - (N- (2- (^*-9-K Kn-2-**V-3 S- (3 
i/7x^*;i/*'-;V7 5^) T-tf tf 1 — >f ^) ) 7*net-^) 7 

15 ^y-4-**V-5 - (5-7x-JMW 1 ^) 

(13) 3- (N- (2- (-^H-H Kn-2-**V-3 S- (4- 

) 7"D^t-^) 75/-4-**7-5- (5-7x-;^f 

20 JWr 1 ->f^) 

(14) 3- (N— (2- (A^tKo-2-t*V-3S- (*SV>- 
3--f;v*^^-;w75y) 74fe>-i->f^) ) ~ru\Z*-)\,) 7 5 

y_4_^-^V_5 - (5-7x-JV>Wh7 , /-^-l-'fM ^ 

25 (15) 3- (N- (2- (^-9-H Kn-2-**V-3 S- (*?»;>>>- 
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3->f *#IHJfi*T5^) 7-t?fcf>- 1 ->f/U) ) ^nt^-it/) 7? 
7-4-^^7-5 - (5- (2, 6-^0071^^) f h7 

y-)V-i-<i )i>) ^y*v&, 

(16) 3- (N- (2- (^**fcKn-2-**V-3 S- (4-v>f- 
5 ;WT5 J 7xi***#i*7 5 y ) T^\£>-\-4)V) ) yokf*- 

;U) 757-4-^^7-5- (5-7xi^Wh5 x /-Jl'-l- 

(17) 3- (N- (2- (AnkKD-2-i^V-3S- (3-*;M* 
*->'7*r.ju*/H?-Jl'75y) 7*l£>-l -4 ) yne*-;u) 

10 7?/-4-t + v-5- (5-7x-)M f-^r h 7 v*-;u- 1 - 4 

(18) 3- (N- (2- (A^rtkKD-2-*+V-3S- U-ftfl'** 
*v7x-;v*;v-f-^7^) 7-t?tf>- 1 >u) ) yoet-^) 
7?y-4-t^7-5- (5-7x-W f^f h y V-fr- 1 - A 

15 

(19) 3- (N- (2- (AHth'D-2-t#7-3S- U S W- 

4 fril)V$-fr7%;) T-lf tf 1 -4*) ) yot>z;i/) 
7^y-4-t^V-5- (5 - 7xxwf)l/f h 7 1 - 4 

)V) s<>9>^ *tz\± 
20 (20) N— (2- (4-7)^D7x^) - 4 -**V- 5 — ~J)V* 
* V * ;1/**jl;U7 5 y e 'J 5 V > - 3 -4 fr) * <f-)\/lj )Vtf-)V- 3-7 
$V-4-**V-5- (5- (2, 6-y?DD7x-^f^) r h 
7V*-;V- 1 -A fr) ^>*>K, 
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1 6 . tt&mv 

(1) N- ( (N- (3-7i-;i/7*nfc?*-;l/) -L-^V-to) -L - 
7 7-^) -3-75y-4-**y-5- ( 5 - b 'J 7to* o 

5 h ! ?V-to-2-4to) s<>9>&. 

(2) 3- (N- (2- (^^fc Kn-2-**V-3 S- (7i-J^^ 
*'-Jl/7?y) 7*\£>-l -4 to) ) 7oe^--;i/) 757-4-^^ 
V-5- (5- b 'J 7^o>f;l/f h7 > /-^-2-^;P) ^y*>$, 

(3) N-^yytot^'siJtoX-to- 3-7</-4-*^V-5-(5- 
10 h V -7to*V**toT YyV-to- 1 -4 ;U) 

(4) N-^>y>t*y*^'^-3-7^ /-4-**7-5-(5- 
h 'J 7to*V*?-to7- YyV-to-2 -4 to) s<> 9 

(5) N-'<>yto**i'lJto#-to-3-T 4-**7-5- (5 

15 (6)N-'<5'^**V#A'#i«'-3-T5/-4-**V-5- (5 

- (1, l-^7x^M^) r Y7*/-to-2-4 to) s<>?>m., 
(7) N-^>^JP***>*^#-JI'-3-T5y-4-**y-5- (5 

- (1, l-'^7x-;Mf;l') T h7 , /*"^~ l — 4 to) 

20 (8) N-^>^t*">*^-K-^-3-75/-4-t + V-5-(5- 
h IM-^v'J ;Wr h7 7*-Jl'-2-'fiV) ^>*y&> 

25 17. m^O|6H^ 1 SfclBftOHttsS; (I) «njf h77-^ 
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ttubnmt&ats *nb<offitim&> ttnt*tib<o*.n® 

18. flt$«>«BS# 1 SKBitOHBsft (I) t^SWf 

1 9 . m*<?>mw% i T%K&m<v-&$. ( i ) -c^3*t*r h ? v- * 
ztib<D$m®&. *tib<omtmi&s tti&*ixb<o*M® 

^rtKSfc, <M£&, flfcffife, 7^y;Wv-#f x 

15 AIDS, ARC (A I DS|gjt£,§,) , f$LA.7fflJ&&l!lLffi, % 

&tt»jfiLttitJfiu m^«5«^, nmittjftuMRM^e^ 
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